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(57) [Abstract ] 

(There is an amendment. ) 

[Problems to be Solved by the Invention ] 

this invention designates that useful pharmaceutical 
composition is offered as vasopressin antagonist , oxytocin 
antagonist , vasopressin operation agent etc as objective . 

[Means to Solve the Problems ] 

benzo heterocyclic derivative which is contained in 
pharmaceutical composition of this invention is compound 
which is represented with General Formula (1). 




(1) 
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-»p-Q 

CH 3 OCH 3 



X li-CH 2 -,=CH-,-NR 14 (R l4 :7k*JS : F. 

(S«7;u*;u«*)*fctt*tS^**L.Ri I* 

7K*JS^/\ny>IS^£^UR 2 f*7K^S 
^TvL.R 3 I±7K^KT.-CH 2 COOR 15 (R 15 : 

ft(3)»0>*S3Ff 3 



{In Formula, X -CH<sub>2</sub>-, =CH-, 
-NR<sup>14</sup> (R<sup>14</sup>:hydrogen atom , lower 
alkyl group etc) or shows single bond , R<sub>l</sub> 
shows hydrogen atom , halogen atom etc, R<sup>2</sup> 
shows hydrogen atom etc, R<sup>3</sup> shows the 
hydrogen atom , -CH<sub>2</sub>COOR<sup>15</sup> 
(R<sup>15</sup>:hydrogen , lower alkyl group etc) etc, R 
shows Formula (2), Formula (3) or other group } 



Claims 

[WGK #<D©H] [Claim (s )] 

[B3fcJSl] [Claim 1] 

— ftSit General Formula 

[lb 1] [Chemical Formula 1 ] 
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[ft 2] 



R 2 R 3 



[Chemical Formula 2 ] 



R 2 R ' 



R 1 f47kSt]S^/\a^>JS^S^7;u*;u 
£LT«*7;u^U***-r-6Ci<Dfcft75-/ 

R 2 14. S-NR 4 R 5 (R 4 Jklf R 5 14, ra-Xli»fto 

a>**««7ju*;u*xii7x^u«±i::« 
% /-f ;u»e o );**«*■ ;*»*;«tt7;u 

3*S/»;*JU#*S^«aMS«7;U**»;S/7 
y«»««7JU*;U»;T-h5 % /UJU»«»«* 
7;U*^»;ffi»7;U*y-f;U**$/*1ISMS 

»7;u*;u*;«*7;ua*i/*;u7K-;u«Bl 
«Mk7;u*;u»;«»»iLr«»7**^» 
**-*-4cfcffl**75y«»«*7JU*y-f;u 

**->»;««7iUa*S/*;u*=.ib»««« 

+5/*;<SI67;i/*y-f;U*;Xli*-(0)m-A.(C 
0)uNR 6 R 7 (m XI/ u 14^*1^*1 0 XI* 1 £3? 
fc (BL mStfu liHftlc 0 "CfcoT lift&ft 
L N o A [4«$7;Mr o R 6 Atf R 7 (4 

H-XttJlttoT. «»7*a**> 
a. ««7;u*^», *&*£LTffiJj87;U* 
3C<t<Dfc675/§&<g$7;U* 

;uS. *;u/^-f;u*««MS«7;u*;u*. 7 
y-7>^iu*«*««7;u*;u». l££&7;u* 
;ux;U7t^-;ugX(4^xz:;ua±^/\a > ir»I 
T £^"f -SciicDfc^x- ;uS£^fo R 6 & 
1/R 7 I4. OftbA^lTf <5S3t)S^<t&lcM^ 

mm±\zit. ffi*7;u*;u*fttf7x^;H6« 
7;u*jU»ft«B*6»«ifc*3ftt«|||LTl^ 



It shows. 

R<sup>l</sup> shows amino carbonyl lower alkoxy group 
which has fact that it possesses the lower alkyl group as 
amino group , carboxy substitution lower alkoxy group , 
lower alkoxy carbonyl substitution lower alkoxy group or 
substituent which has times when it possesses lower alkyl 
group as amino lower alkoxy group , substituent which 
hasfact that it possesses group which is chosen from 
groupwhich becomes lower alkyl group and lower alkanoy! 
group as hydrogen atom , halogen atom , lower alkyl group , 
lower alkoxy group , hydroxy group , lower alkanoyl oxy 
group , substituent . 

R<sup>2</sup> amino substitution lower alkanoyl oxy 
group ;lower alkoxy carbonyl group substitution lower alkoxy 
group ;carboxyl substitution lower alkoxy group ;lower 
alkanoyl group ; or basis which has times when it possesses 
lower alkyl group basis -NR<sup>4</sup>R<sup>5</sup> 
(R<sup>4</sup> and R<sup>5</sup> show benzoyl group 
which has fact that itpossesses halogen atom as substituent on 
lower alkyl group or phenyl ring which hastimes when it 
possesses hydroxy group as alike or different , hydrogen 
atom , substituent . ); as hydrogen atom ;hydroxy 
group ; lower alkoxy group ;carboxy substituted lower alkyl 
group ;cyano substituted lower alkyl group jtetrazolyl group 
substituted lower alkyl group ;lower alkanoyl oxy group 
substituted lower alkyl group ; lower alkoxy carbonyl 
substituted lower alkyl group ; substituent - shows (O ) m-A- 
(CO ) uNR<sup>6</sup>R<sup>7</sup> (m and u show 0 or 
1 respectively. However m or u with 0 do not become 
simultaneous. A shows lower alkylene group . 
R<sup>6</sup> and R<sup>7</sup> show phenyl group 
which has fact that itpossesses halogen atom on amino 
substituted lower alkyl group , carbamoyl group substituted 
lower alkyl group , adamantyl group substituted lower alkyl 
group , lower alkyl sulfonyl group or phenyl ring which has 
times whenit possesses lower alkyl group as alike or 
different , hydrogen atom , lower alkoxy group , lower alkyl 
group , substituent . R<sup>6</sup> and R<sup>7</sup> 
with nitrogen atom which these connect through the nitrogen 
atom or oxygen atom or 5 - 7 -member ring may form 
saturated heterocycle without minding. On said heterocycle , 
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R 3 *XIK?-XI±*Ifcft*&1f 

£fc R 2 i: R 3 C*t£>A<-i|!tlcfco-OJ-*V 



i:(D^6-§)^x-;^*;^^-;^a;5 1 7 , /— ;uii± 
icaglSirLr^x^US^-r^CtOfc'l)^ 

Kb 3] 



-CO 



group which is chosen from group which becomes lower alkyl 
group and phenyl lower alkyl group optionally 
substitutable . ). 

R<sup>3</sup> shows hydrogen atom or hydroxy group 
substituted lower alkyl group . 

In addition R<sup>2</sup> and R<sup>3</sup>, these 
becoming simultaneous, the oxo group , lower alkylidene 
group , lower alkoxy-substituted lower alkylidene group , 
lower alkoxy carbonyl substitution lower alkylidene group , 
or it is possible to form phenyl substitution lower alkylidene 
group. 

As for R, On pyridine ring as substituent on phenyl ring 
phenyl group which has timeswhen it possesses lower alkyl 
group as substituent and Which have times when it possesses 
phenyl group as substituent thegroup which becomes pyridyl 
group on pyridyl carbonyl group ;9-oxo fluorenyl 
group ;quinoline ring which has times when itpossesses group 
which is chosen on quinolyl carbonyl group ;adamantyl 
carbonyl group ;thiophene ring which has timeswhen it 
possesses phenyl group as substituent on thienyl carbonyl 
group ;thiazole ring which has thetimes when it possesses 
phenyl group as substituent thiazolyl carbonyl 
group ;cycloalkyl carbonyl group or basis 

[Chemical Formula 3 ] 




) p 



(p i± i xit 2 &7jk?o r \t . *mm?s \my 
y>BR^xii(Stsr;u3*5/»**-r 0 r 9 it. 

s-nr io r 1i (r , ° itymm* % ««t;u*;u»x 

l*«»*tLr/\py>IS^**-r*ci:fl!>fc 
Zimyj^yf ;uS*^*To r h littttTJu* 



p shows l or 2 . R<sup>8</sup> shows amino group , nitro 
group , halogen atom or lower alkoxy group which has times 
when itpossesses lower alkanoyl group as hydrogen atom , 
lower alkyl group , hydroxy group , substituent . As for 
R<sup>9</sup>, basis -NR<sup>10</sup>R<sup>l l</sup> 
(R<sup>lO</sup> shows lower alkanoyl group which has fact 
that it possesses the halogen atom hydrogen atom , lower 
alkyl group or as substituent . As for R<sup>l l</sup> from 
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Kfi&*tLT<£s»7;i/*;u*;&tf/\ny>lf 
37x/*v(£$i7;U*;Ug. 7x=.lH*±|::« 

&*.»:L-ci6$7;u*;uS> 7i-;us, ««7 

0&-5.75/S. -HPS. (S*7;UA./<'OU* 
**>«*««7JU*/'OU*, 7x/**>fK*7 

7x^jM£*»7/U3*v*i,M^./utt s 

&)) 



[ft 4] 



CON 



group which becomes halogen atom and hydroxy group as 
lower alkyl group , substituent on lower alkanoyl group , 
cycloalkyl group , phenyl ring which has times when it 
possesses the group which is chosen there are times when it 
possesses group which is chosen from group which becomes 
lower alkyl group and halogen atom as substituent , and On 
phenyl lower alkyl group , phenyl ring which has times when 
it possesses hydroxy group in the lower alkyl group portion 
on phenoxy lower alkyl group , phenyl ring which has fact 
that it possesses lower alkyl group as substituent as 
substituent there are times when it possesses group which is 
chosen from group which becomes amino group , nitro 
group , lower alkanoyl group substituted amino group and 
halogen atom which have times when it possesses lower alkyl 
group as lower alkyl group , phenyl group , lower alkoxy 
group , halogen atom substituted lower alkyl group , 
substituent , and In lov/er alkanoyl group portion lower 
alkoxy carbonyl group , lower alkoxy-substituted lower 
alkanoyl group , lower alkanoyl oxy substitution lower 
alkanoyl group , phenoxy lower alkoxy carbonyl group , 
benzo furil carbonyl group , benzoimidazolyl carbonyl 
group ;quinolyl carbonyl group , quinolyloxy substitution 
lower alkanoyl group , phenyl lower alkoxy carbonyl group , 
basiswhich has times when it possesses halogen atom as 
amino carbonyl group , substituent which hasfact that it 
possesses group which is chosen from groupwhich becomes 
lower alkyl group , pyridyl lower alkyl group and phenyl 
lower alkyl group as phenoxy lower alkanoyl group , 
substituent which has factthat it possesses halogen atom as 
substituent ) 

[Chemical Formula 4 ] 




* X h V fc K □ -< V + / U J I' J U 7^—- J U 31 * > *«/ On tetrahydroisoquiholyl carbonyl group , benzoyl lower 
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;ufi, 7i-;H5^7;u^-;u*;u/-t-:-;ua, 

); 

v?P7;u*;uS; 

(6«7;U*;US; 

<£$R7;U3^v*. 7x^H£i&&7;ua*vS. 

s/g . 7x=;u»atf«iMW:LTe*7^4r 

;u*£*t-5c£<7>fc375/figM£JR7JUa* 
Tffii»7^u*yu»^-r*cia)fe47x-;u 

«Si»7;U+;U«;^x^;U5|±|cS«IS<tLT« 

«7;u^***-r*ct©a5«7='j/«* 

««7;U34r*>A;M?=;u»afetflc« 

^*^Lrfgii7JU+7U*Si;«gSStLTfi 
«7;U*^»**-T*Ci:0!)ftft7Sy««ffi 
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alkyl group , quinoline ring from group which becomes lower 
alkyl group and oxo group as substituent on tetrahydro 
quinolyloxy substitution lower alkanoyl group , lower alkyl 
sulfonyl group , pyridyl lower alkoxy carbonyl group , 
fluorenyl lower alkoxy carbonyl group , lower alkenyl 
oxycarbonyl group , tetrahydro naphthyloxy substitution 
lower alkanoyl group , phenyl lower alkenyl carbonyl group , 
piperidine ring which hastimes when it possesses group which 
is chosen bipyridinyl lower alkoxy carbonyl group whichhas 
fact that it possesses group which is chosen is shown 
fromgroup which becomes lower alkanoyl group , lower 
alkoxy carbonyl group and lower alkyl group as substituent . 

In addition R<sup>10</sup> and R<sup>l l</sup> with 
nitrogen atom which these connectmay form isoindoline ring . 

); 

hydrogen atom ; 
lower alkanoyl oxy group ; 
lower alkanoyl group ; 
lower alkoxy group ; 

On phenyl ring benzoyl group ; which has times when it 
possesses lower alkyl group as substituent 

cycloalkyl group ; 

lower alkyl group ; 

lower alkyl thio group ; 

On phenyl ring phenyl lower alkanoyl group ; which has 
times when it possesses lower alkyl group as substituent 

On phenyl ring as substituent amino group , phenyl group 
which has times when itpossesses lower alkanoyl group as 
lower alkyl group , lower alkoxy group , phenyl lower alkoxy 
group , hydroxy group , lower alkanoyl oxy group , halogen 
atom substitution lower alkoxy group , nitro group , 
substituent and From group which becomes amino 
substitution lower alkoxy group which hastimes when it 
possesses lower alkyl group as substituent on phenyl 
group ;phenoxy group ;phenyl ring whichhas times when it 
possesses group which is chosen on phenoxy lower alkyl 
group ;phenyl ring which has times when it possesses lower 
alkyl group as substituent on the phenyl lower alkyl 
group ;phenyl ring which has times when it possesses lower 
alkyl group as substituent thetimes when it possesses lower 
alkyl group as substituent it is On anilino lower alkyl 
group ;phenyl ring as halogen atom , lower alkoxy carbonyl 
group and substituent as substituent lower alkyl group and 
From group which becomes amino substituted lower alkyl 
group which has times when itpossesses lower alkyl group as 
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S?=^«*«»7*a*^» IfcX 
BS^-XIMtJtfliM l~4 fl1rt-*ttlPtUI* 
;FfSfD<D 5-11 Jt9R0J|UlXI*-«aa>tt* 
iS«(i£&3iiS«KI*S&«<!:LT<gS&7;u* 
4£tt7Ji'A./'Ou&, t\u? 

<t*»*yai<*lfc** 1-3 «*L"Cl*T*J: 
l*)r>$n7JU^-JI/£;7x:^Mftlft7;U*7l> 

££fc-*-£c£fl>fe£75y*;U7fc-;U;i-**> 
S;v7>'S;XI*S-(A)m-CHR ,2 R l3 (A lifflfi 
IcnC R' 2 ttfcfcfli* . *iMtXI*{Eflk7JU 
*^-<^^-4r*>»**-r. R 13 l*7i-^ig±lC 
1ISl*i:LT««7;u*Jl/*£*rr4;:i©fc 

«7;i/4r;u»**-r. m I* 0 XI* l $K?o )£ 



). 

X li^U^a , S=CH-XI*S-NR 14 - 

(R 14 (£i®7;u+;u*Xliffi$S7 



Y l*-NR A -^^f (R A «*R7iUa 
vB&ffi*rr;U*;U»XI*»-ACONR B R c £ 

cc-cr b ;ri/r c i*, |5|-xi**&ot# 

*«*XI*«*7JU*JU*S**". £fcC(D R 

«keimch*lt 5-7 Rmom^mm^ 



mUR 2 *><«-NR 4 R 5 (R 4 &tfR 5 *<[5)-XI*Mfc 
), ?Ki£S. <5$7;b=i 

*v7^utf-;u£»«M6i»7;u=] 
***v*ffi&ffi«S7;Ua*v«, ««7JUn* 
««7;u*y-f;u**S/»««««7;u 

+;US, B-(0)m-A-(CO)uNR 6 R 7 (m I* K u 1*0 
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substituent from group which becomes the amino carbonyl 
group which has times when it possesses group which is 
chosenon phenyl lower alkoxy group ;phenyl ring which has 
times when it possesses group which ischosen on benzoyl 
lower alkoxy group ;phenyl ring which has times when it 
possesses halogen atom as substituent on phenyl lower 
alkenyl group ;phenyl ring which has times when it possesses 
halogen atom as substituent as substituent lower alkyl group it 
possesses amino sulfonyloxy group ;cyano group ; or basis 
which has times when it possesses lower alkyl group 
monocycle of 5 - 1 1 member rings of saturated or unsaturated 
which 1 - 4 possesses benzoyl lower alkyl group ;pyrrolidinyl 
substitution lower alkoxy group ;nitrogen atom , oxygen atom 
or sulfur atom which has thing or heterocyclic group of binary 
ring (As substituent becomes lower alkyl group , phenyl 
group ,. lower alkanoyl group , halogen atom , phenyl lower 
alkyl group and oxo group 1 - 3 it is possible to said 
heterocyclic group to have possessed group which is chosen 
from groupwhich); as cycloalkenyl group ;phenyl lower alkyl 
amino carbonyl group ; substituent - (A ) 
m-CHR<sup>12</sup>R<sup>13</sup> (As for A same to 
description above, R<sup>12</sup> shows hydrogen atom , 
hydroxy group or lower alkanoyl oxy group . 
R<sup>13</sup> on phenyl ring shows phenyl lower alkyl 
group which has fact that itpossesses lower alkyl group as 
substituent on phenyl group or phenyl ring which hastimes 
when it possesses lower alkyl group as substituent . m shows 
0 or 1 . ) is shown. 

)- 

X methylene group , single bond , basis =CH- or basis 
-NR<sup>14</sup>- shows (R<sup>14</sup> shows 
hydrogen atom , lower alkyl group or lower alkanoyl 
group . ). 

Y shows (hydrogen atom , lower alkoxy carbonyl substituted 
lower alkyl group , carboxy substituted lower alkyl group or 
basis -ACONR<sup>B</sup>R<sup>C</sup> it shows 
R<sup>A</sup>. R<sup>B</sup> and R<sup>C</sup> show 
alike or different hydrogen atom or lower alkyl group here. In 
addition this R<sup>B</sup> and R<sup>C</sup> with 
nitrogen atom which these connectthrough nitrogen atom or 
oxygen atom or connecting mutually without minding,5 - 7 
-member ring may form saturated heterocycle . On said 
heterocycle lower alkyl group optionally substitutable . ) 
which -NR<sup>A</sup>- is shown. 

As for m 1 , as for u 0 or 1 are shown. 5-6 -member ring 
saturated heterocycle is formed without R<sup>6</sup> and 
R<sup>7</sup> show alike or different hydrogen atom or 
lower alkyl group , or R<sup>6</sup> and R<sup>7</sup> 
with nitrogen atom which theseconnect through nitrogen atom 
or oxygen atom or minding (On said heterocycle lower alkyl 
group optionally substitutable ), Or amino substitution lower 
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R 2 1 R 3 A«-»=«f3-C^*V»Xttffi«k7;U 



[lb 5] 



-co 




alkanoyl oxy group ; or R<sup>2<7sup> and R<sup>3</sup> 
which havetimes when it possesses lower alkyl group as 
substituent becomingsimultaneous, forms oxo group or lower 
alkylidene group ; R basisHowever, R<sup>2</sup> basis 
-NR<sup>4</sup>R<sup>5</sup> (R<sup>4</sup> and 
R<sup>5</sup> show alike or different , hydrogen atom , 
lower alkyl group or benzoyl group . ), hydrogen atom , 
hydroxy group , lower alkoxy carbonyl group substitution 
lower alkoxy group , carboxyl substitution lower alkoxy 
group , lower alkoxy group , lower alkanoyl oxy group • 
substituted lower alkyl group , basis - (O ) m-A- (CO ) 
uNR<sup>6</sup>R<sup>7</sup> 

[Chemical Formula 5 ] 

(R 5 ) P 



R 



r 9 i***ib*- -e& 

oTIttP&fcHU £fc R 9 A<a-NR 10 R n Trfco 

rfi-o r 11 jwrat7;u*-/-f , ?x- ;ngif» 
7;u3*v*;u*-;uaxtt^i-;i/a±icit 
&a<tLT<SS87;u*;u» % 7*yg. ffi$7;u 
*/-f;u*««75y*atf««k7;u3*i/» 

*7xy**>(t«7;u*y^;u*'CftoTii<j:& 
Sfc R 1 4<**DR^-C.R 2 7*y 

*y<s*7;u*;u73y*xi4^ffi«7;u 

lc£oT**7*£ff2j£t-£<t^R 9 li^xz:;u 
SLtf::««*±LT*B*. ffij»7;u+;u». 

at*. 



When so, R<sup>8</sup> shows hydrogen atom , lower alkyl 
group , hydroxy group , halogen atom , lower alkoxy group or 
amino group respectively, the R<sup>9</sup> does not 
become with hydrogen atom and, in addition R<sup>9</sup> 
basis-NR<sup>10</sup>R<sup>l l</sup>, and 
R<sup>l l</sup> on lower alkanoyl group , phenyl lower 
alkoxy carbonyl group or phenyl ring with phenoxy lower 
alkanoyl group whichhas fact that 1 - 3 it possesses group 
which is chosen doesnot become from group which becomes 
lower alkyl group , amino group , lower alkanoyl group 
substituted amino group and lower alkoxy group as the 
substituent . 

In addition R<sup>l</sup> being hydrogen atom , 
R<sup>2</sup> is hydrogen atom , amino group , mono 
lower alkyl amino group or the di lower alkyl amino group , 
or or R<sup>2</sup> and R<sup>3</sup> become 
simultaneous and whenforming oxo group , R<sup>9</sup> 
with phenyl group which has fact that itpossesses hydroxy 
group , lower alkyl group , lower alkoxy group or lower 
alkanoyl oxy group as substituent does not become on the 
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o 




(n \t 1 Xf* 2 £ Tjvf ). G tfft (n shows 1 or 2 . ) G basis 

lit 7] [Chemical Formula 7 ] 



phenyl ring . 

In addition R<sup>9</sup> basis 
[Chemical Formula 6 ] 
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\ 



(R 2 &1/ R 3 [tmuiz^oi^tt^.x It*? 

U>*X(iS=CH-T*feo-Cli^b^l^o 

*fc r 1 s,i/r 2 timtif&mmttTFttZs r 

Sic r 3 A<**JSl^ R 2 «^S<t 
ans«7;u*y^f;u**i/*. ffi&7;Ua*v 

fi^7;UZl+va.a-(0)m-A-(CO)uNR 6 R 7 (m 

k u » o xi* i o r 6 at; R 7 
ttm^or**)l^xi*iSsSR7;u*;uS^* 

■To )XI*S-NR 4 R 5 (R 4 at/ R 5 14H-Xtt*ft 

ot**is^ xiift«7;u*^»* )* 

XI* R 2 £ R 3 ^-*:tomv* 

R »o R .i (R io tt«» 7 ^;uft %R n |4ft« 7 jU 

a. «»7;i/=j^>»xi4««R7;u*;u«T*fc 



When showing (As for R<sup>2</sup> and R<sup>3</sup> 
same to description above), X does not become methylene 
group or with basis=CH-. 

In addition as for R<sup>10</sup> or R<sup>l l</sup>, 
when it is a hydrogen atom on onehand, as for other with 
lower alkyl group it does not become. 

In addition when R<sup>l</sup> and R<sup>2</sup> show 
hydrogen atom simultaneously, R does not become with 
unsubstituted pyridyl carbonyl group , unsubstituted thienyl 
carbonyl group , unsubstituted thiazolyl carbonyl group or 
cycloalkyl carbonyl group . 

Furthermore R<sup>3</sup> hydrogen atom , 
R<sup>2</sup> amino substitution lower alkanoyl oxy 
group , lower alkoxy carbonyl group substitution lower 
alkoxy group , hydroxy group , lower alkoxy group , basis 
which has times when it possesses the lower alkyl group as 
hydrogen atom , substituent - (O ) m-A- (CO ) 
uNR<sup>6</sup>R<sup>7</sup> (m 1, u 0 or 1 are shown. 
R<sup>6</sup> and R<sup>7</sup> show alike or different 
hydrogen atom or lower alkyl group . ) or basis 
-NR<sup>4</sup>R<sup>5</sup> shows(R<sup>4</sup> 
and R<sup>5</sup> show alike or different hydrogen atom or 
lower alkyl group . ), or or R<sup>2</sup> and 
R<sup>3</sup> become simultaneous and whenshowing oxo 
group or lower alkylidene group , R<sup>9</sup> does not 
become basis -NR<sup>10</sup>R<sup>l l</sup> (As for 
R<sup>10</sup> as for lower alkyl group , R<sup>l l</sup> 
lower alkyl group is shown. ), with hydrogen atom , lower 
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2] 

Mb 8] 



alkyl thio group , lower alkoxy group or lower alkyl group . 

) With pharmaceutical composition . which contains at least 1 
kind which is chosen from the benzo heterocyclic derivative 
and its salt which is displayed 

[Claim 2 ] I 

General Formula 

[Chemical Formula 8 ] 
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lit 9] 



Si 



R 2 R 3 



[Chemical Formula 9 ] 



R 2 R 3 



«75y*;u*-;u«»7;ua^>***"r« 



R 2 14. ft-NR 4 R 5 (R 4 St; r 5 (4 % B-Xttllft-D 
TK^JS^ > mftftiL-QKIift*** 

a>**«»7ii/*;u»xi47x-;ua±ic« 

);**«*;*it»;fitt7;u 
□*vS;*^7t?*vI»fi«7^*;H;y7 
/«»«li7JU^UK;Th5!/UibM««« 
7^*;u*;ffi*7;U*y-f;U**5/*««HS 
»7JU*;U»;«»7iU3**>*^*-;U«» 

««7;u*;uft;**»iLTft*7JU*;u» 
***4Zfc<D**75/1MME»7JU*-/-nu 
t*^I;tt7W*i/*^-;i/ilJMt 
«7iUa*2/*;*iU#*S/»1MI«li7JUa 
*S/*;ffilft7JUa^Uft;X(4ft-(0)ni-A-(C 
0)uNR 6 R 7 (m XI/ u I4**l-?*l 0 XI4 1 
fo {BL mStfu I4|b)B#Ic 0 -CfcoTI4ft&4 
l> 0 A I4ft«7 JU+L'l/ftfcS-r o R 6 &!/ R 7 (4 
B-XI4**-3T . ««7;i/a*i/ 
ft* ffi»7;U^U». «»*i:LT«li7iU4r 
;ua**-r*Ci:a)fc*75/««HS«7;U* 

;u». A;u/<^u»«aMs*7>u*;u». 7 

5^>*;u»M««7;u+iU». ««7JWr 
/UX;U7fvz:>uSX(47xn;i/g|±[-/\o>f>JS 
^^-rSCir^fc^^x-^S^S-ToR 6 & 

t/R 7 i4. c:*L64<ig^-r«a*is^i:*i3a* 

5-7 ^momft&mm£Bf&LTtj&i\mtg. 
mm±\z\t, is«7;u*^u»ai/7i~;uft« 

7JU*;i/**ft»4^atf*lfc*A<««LTl^ 



It shows. 

R<sup>K/sup> shows; amino carbonyl lower alkoxy group 
which has fact that it possesses the lower alkyl group as 
amino group , carboxy substitution lower alkoxy group , 
lower alkoxy carbonyl substitution lower alkoxy group or 
substituent which has iimes when it possesses lower alkyl 
group as amino lower alkoxy group , substituent which 
hasfact that it possesses group which is chosen from 
groupwhich becomes lower alkyl group and lower alkanoyl 
group as hydrogen atom , halogen atom , lower alkyl group , 
lower alkoxy group , hydroxy group , lower alkanoyl oxy 
group , substituent . 

R<sup>2</sup> amino substitution lower alkanoyl oxy 
group ; lower alkoxy carbonyl group substitution lower alkoxy 
group ;carboxyl substitution lower alkoxy group ;lower 
alkanoyl group ; or basis which has times when it possesses 
lower alkyl group basis -NR<sup>4</sup>R<sup>5</sup> 
(R<sup>4</sup> and 'R<sup>5</sup> show benzoyl group 
which has fact that itpossesses halogen atom as substituent on 
lower alkyl group or phenyl ring which hastimes when it 
possesses hydroxy group as alike or different , hydrogen 
atom , substituent . ); as hydrogen atom ;hydroxy 
group ;lower alkoxy group ;carboxy substituted lower alkyl 
group ;cyano substituted lower alkyl group ;tetrazolyl group 
substituted lower alkyl group ;lower alkanoyl oxy group 
substituted lower alkyl group ; lower alkoxy carbonyl 
substituted lower alkyl group ;substituent - shows (O ) m-A- 
(CO ) uNR<sup>6</sup>R<sup>7</sup> (m and u show 0 or 
1 respectively. However m or u with 0 do not become 
simultaneous. A shows lower alkylene group . 
R<sup>6</sup> and R<sup>7</sup> show phenyl group 
which has fact that itpossesses halogen atom on amino 
substituted lower alkyl group , carbamoyl group substituted 
lower alkyl group , adamantyl group substituted lower alkyl 
group , lower alkyl sulfonyl group or phenyl ring which has 
times whenit possesses lower alkyl group as alike or 
different , hydrogen atom , lower alkoxy group , lower alkyl 
group , substituent . R<sup>6</sup> and R<sup>7</sup> 
with nitrogen atom which these connect through the nitrogen 
atom or oxygen atom or 5 - 7 -member ring may form 
saturated heterocyclic without minding. On said heterocycle , 
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Ht 10] 



(p It 1 Xli 2 R 8 1*. **IB^ &&7 

S&» £LT<g&7;u;fci/>r 

;i/S£*f?" §Cir(7)fe57Sy», -hPS. /\P 
a-NR ,0 R M (R 10 (47X»ll^ * tt*77U*;U*X 

SflMtrjuay-ouass-r. R n I4«ii»7;u+ 



group which is chosen from group which becomes lower alkyl 
group and phenyl lower alkyl group optionally 
substitutable . ). 

R<sup>3</sup> shows hydrogen atom or hydroxy group 
substituted lower alkyl group . 

In addition R<sup>2</sup> and R<sup>3</sup>, these 
becoming simultaneous, the oxo group , lower alkylidene 
group , lower alkoxy-substituted lower alkylidene group , 
lower alkoxy carbonyl substitution lower alkylidene group , 
or it is possible to form phenyl substitution lower alkylidene 
group . 

As for R, On pyridine ring as substituent on phenyl ring 
phenyl. group which has timeswhen it possesses lower alkyl 
group as substituent and Which have times when it possesses 
phenyl group as substituent thegroup which becomes pyridyl 
group on pyridyl carbonyl group ;9-oxo fluorenyl 
group ;quinoline ring which has times when itpossesses group 
which is chosen on quinolyl carbonyl group ;adamantyl 
carbonyl group ;thiophene ring which has timeswhen it 
possesses phenyl group as substituent on thienyl carbonyl 
group ;thiazole ring which has thetimes when it possesses 
phenyl group as substituent thiazolyl carbonyl 
group jcycloalkyl carbonyl group or basis 

[Chemical Formula 10 ] 




p shows 1 or 2 . R<sup>8</sup> shows amino group , nitro 
group , halogen atom or lower alkoxy group which has times 
when itpossesses lower alkanoyl group as hydrogen atom , 
lower alkyl group , hydroxy group , substituent . As for 
R<sup>9</sup>, basis -NR<sup>10</sup>R<sup>l K/sup> 
(R<sup>10</sup> shows lower alkanoyl group which has fact 
that it possesses the halogen atom hydrogen atom , lower 
alkyl group or as substituent . As for R<sup>l l</sup> from 
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;ua+v» % /\a^*>IS^«^1S«S7;u^yu 
S&g£LTte®7;u*;u«£*T-Sci: 
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*ifc»***- *w£A<*ya-3tt«7;Hi/Y 
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;uaat;7x-;ns«7^*;us^-5»«fcys 

-5<5JSS7^3+>>*;U7tx*z:ju*, teiR7;U3* 

*>7w*£Vu;ua;i/*=./i/g;*/wua 
7x^;ne$7;u3**>2i;u*-;u», 

*)) 



Mb 11] 



group which becomes halogen atom and hydroxy group as 
lower alkyl group , substituent on lower alkanoyl group , 
cycloalkyl group , phenyl ring which has times when it 
possesses the group which is chosen there are times when it 
possesses group which is chosen from group which becomes 
lower alkyl group and halogen atom as substituent , and On 
phenyl lower alkyl group , phenyl ring which has times when 
it possesses hydroxy group in the lower alkyl group portion 
on phenoxy lower alkyl group , phenyl ring which has fact 
that it possesses lower alkyl group as substituent as 
substituent there are times when it possesses group which is 
chosen from group which becomes amino group , nitro 
group , lower alkanoyl group substituted amino group and 
halogen atom which have times when it possesses lower alkyl 
group as lower alkyl group , phenyl group , lower alkoxy 
group , halogen atom substituted lower alkyl group , 
substituent , and In lower alkanoyl group portion lower 
alkoxy carbonyl group , lower alkoxy-substituted lower 
alkanoyl group , lower alkanoyl oxy substitution lower 
alkanoyl group , phenoxy lower alkoxy carbonyl group , 
benzo furil carbonyl group , benzoimidazolyl carbonyl 
group ;quinolyl carbonyl group , quinolyloxy substitution 
lower alkanoyl group , phenyl lower alkoxy carbonyl group , 
basiswhich has times when it possesses halogen atom as 
amino carbonyl group , substituent which hasfact that it 
possesses group which is chosen from groupwhich becomes 
lower alkyl group , pyridyl lower alkyl group and phenyl 
lower alkyl group as phenoxy lower alkanoyl group , 
substituent which has factthat it possesses halogen atom as 
substituent ) 

[Chemical Formula 1 1 ] 



CON^/V 



On tetrahydroisoquinolyl carbonyl group , benzoyl lower 
alkyl group , quinoline ring from group which becomes lower 
alkyl group and oxo group as substituent on tetrahydro 



Page 20 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP1997221476A 

T^tKP^7^U;J-*vS&lglS7JUay''f 

7x-;Hgi!»7;u<7--^2)/i"1*-.>uS, 

); 

7x^;ns±ics^»tLr«iiia7;u^;uS^ 
«$R7;u+;uS ; 

<5i»7;U+JU^«; 

7x^uJl±i-S&gi:LT<giii&7;i>*;ug£ 
<g$7;u3**>», 7i-;n6^7^=i^*>*, 

5/». 7x^;uast;»^*<!:L-CiSSiS7;^ 
JUa££t^C<t<Dfc67S/«|gl«$7;u=i* 

*v£$7JU*;U«;7x^;i,Jg±|::E&*£L 
TiS$S7^+;u»$^-r-5c<t(7)*)-57x^;u 
&jg&7;u*;u*;^-ji,jf±icm&«<tLT<g 
rSa7^+VUS^#-r^Ci:ro$>^7-U>'«!® 
7;u^;u*;7x^;ng±icsg|*i:ur/\py 
>SiH% i5jffi7;U3+v*;u^^*Mi;icS 
&*<tLT«$7;b*;Utt£Z/B&»<!:LT<g 

^7;u+;uS^^-r^c«t<Dfe-57£>'«^s 
^7;u^us^-5iicfcyaii*ifca^*-rsc 

t<Djsi)75^*;U/tC-^tt^5PJ: l Jai^fc 

£££1-Sc<t<Dfc&7x-;Mg$7;u=i*v 



1997-8-26 

quinolyloxy substitution lower alkanoyl group , lower alkyl 
sulfonyl group , pyridyl lower alkoxy carbonyl group , 
fluorenyl lower alkoxy carbonyl group , lower alkenyl 
oxycarbonyl group , tetrahydro naphthyloxy substitution 
lower alkanoyl group , phenyl lower alkenyl carbonyl group , 
piperidine ring which hastimes when it possesses group which 
is chosen bipyridinyl lower alkoxy carbonyl group whichhas 
fact that it possesses group which is chosen is shown 
fromgroup which becomes lower alkanoyl group , lower 
alkoxy carbonyl group and lower alkyl group as substituent . 

In addition R<sup>10</sup> and R<sup>l l</sup> with 
nitrogen atom which these connectmay form isoindoline ring . 

); 

hydrogen atom ; 
lower alkanoyl oxy group ; 
lower alkanoyl group ; 
lower alkoxy group ; 

On phenyl ring benzoyl group ; which has times when it 
possesses lower alkyl group as substituent 

cycloalkyl group ; 

lower alkyl group ; 

lower alkyl thio group ; 

On phenyl ring phenyl lower alkanoyl group ; which has 
times when it possesses lower alkyl group as substituent 

On phenyl ring as substituent amino group , phenyl group 
which has times when itpossesses lower alkanoyl group as 
lower alkyl group , lower alkoxy group , phenyl lower alkoxy 
group , hydroxy group , lower alkanoyl oxy group , halogen 
atom substitution lower alkoxy group , nitro group , 
substituent and From group which becomes amino 
substitution lower alkoxy group which hastimes when it 
possesses lower alkyl group as substituent on phenyl 
group ;phenoxy group ;phenyl ring whichhas times when it 
possesses group which is chosen on phenoxy lower alkyl 
group ;phenyl ring which has times when it possesses lower 
alkyl group as substituent on the phenyl lower alkyl 
group ;phenyl ring which has times when it possesses lower 
alkyl group as substituent thetimes when it possesses lower 
alkyl group as substituent it is On anilino lower alkyl 
group ;phenyl ring as halogen atom , lower alkoxy carbonyl 
group and substituent as substituent lower alkyl group and 
From group which becomes amino substituted lower alkyl 
group which has times when itpossesses lower alkyl group as 
substituent from group which becomes the amino carbonyl 
group which has times when it possesses group which is 
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chosenon phenyl lower alkoxy group ;phenyl ring which has 
times when it possesses group which ischosen on benzoyl 
lower alkoxy group ;phenyl ring which has times when it 
possesses halogen atom as substituent on phenyl lower 
alkenyl group ;phenyl ring which has times when it possesses 
halogen atom as substituent as substituent lower alkyl group it 
possesses amino sulfonyloxy group ;cyano group ; or basis 
which has times when it possesses lower alkyl group 
monocycle of 5 - 11 member rings of saturated or unsaturated 
which 1 - 4 possesses benzoyl lower alkyl group ;pyrrolidinyl 
substitution lower alkoxy group ;nitrogen atom , oxygen atom 
or sulfur atom which has thing or heterocyclic group of binary 
ring (As substituent becomes lower alkyl group , phenyl 
group , lower alkanoyl group , halogen atom , phenyl lower 
alkyl group and oxo group 1 - 3 it is possible to said 
heterocyclic group to have possessed group which is chosen 
from groupwhich); as oycloalkenyl group ;phenyl lower alkyl 
amino carbonyl group ;substituent - (A ) 
m-CHR<sup>12</sup>R<sup>13</sup> (As for A same to 
description above. R<sup>12</sup> shows hydrogen atom , 
hydroxy group or lower alkanoyl oxy group . 
R<sup>13</sup> on phenyl ring shows phenyl lower alkyl 
group which has fact that itpossesses lower alkyl group as 
substituent on phenyl group or phenyl ring which hastimes 
when it possesses lower alkyl group as substituent . m shows 
0 or 1 . ) is shown. 

)• 

X methylene group , single bond , basis =CH- or basis 
-NR<sup>14</sup>- shows (R<sup>14</sup> shows 
hydrogen atom , lower alkyl group or lower alkanoyl 
group . ). 

Y shows (hydrogen atom , lower alkoxy carbonyl substituted 
lower alkyl group , carboxy substituted lower alkyl group or 
basis -ACONR<sup>B</sup>R<sup>C</sup> it shows 
R<sup>A</sup>. R<sup>B</sup> and R<sup>C</sup> show 
alike or different hydrogen atom or lower alkyl group here. In 
addition this R<sup>B</sup> and R<sup>C</sup> with 
nitrogen atom which these connectthrough nitrogen atom or 
oxygen atom or connecting mutually without minding,5 - 7 
-member ring may form saturated heterocycle . On said 
heterocycle lower alkyl group optionally substitutable . ) 
which -NR<sup>A</sup>- is shown. 

As for m 1 , as for u 0 or 1 are shown. 5 - 6 -member ring 
saturated heterocycle is formed without R<sup>6</sup> and 
R<sup>7</sup> show alike or different hydrogen atom or 
lower alkyl group , or R<sup>6</sup> and R<sup>7</sup> 
with nitrogen atom which theseconnect through nitrogen atom 
or oxygen atom or minding (On said heterocycle lower alkyl 
group optionally substitutable ), Or amino substitution lower 
alkanoyl oxy group ; or R<sup>2</sup> and R<sup>3</sup> 
which havetimes when it possesses lower alkyl group as 
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5-6 Rmo>t&%\&mm$&m? &(m&mm±. 

R 2 1 R 3 a<-«[I^t^v*xi±(S«t;u 



[lb 12] 



-CO 



substituent becomingsimultaneous, forms oxo group or lower 
alkylidene group ; R basisHowever, R<sup>2</sup> basis 
-NR<sup>4</sup>R<sup>5</sup> (R<sup>4</sup> and 
R<sup>5</sup> show alike or different , hydrogen atom , 
lower alkyl group or benzoyl group . ), hydrogen atom , 
hydroxy group , lower alkoxy carbonyl group substitution 
lower alkoxy group , carboxyl substitution lower alkoxy 
group , lower alkoxy group , lower alkanoyl oxy group 
substituted lower alkyl group , basis - (O ) m-A- (CO ) 
uNR<sup>6</sup>R<sup>7</sup> 

[Chemical Formula 12 ] 




) p 



i&ft. nay >jg^r\ <g^7;u^^-vsxf±7 

-oxitUtti^ r 9 ^S-nr 10 r !1 -e&o 
rflo r 11 mm-7)i>-hs<o^ ?x-Mm 

tez>m±m\f*itzm i~3 <i*rr *c<tcDfc 

*fc r 1 ^KSJS^t, r 2 #7kifiJS^ . 75/ 

*;U7£/ttT*fc6;b\ *IM4 R 2 <k R 3 <fc#-*£ 
IC^oT^VS^ff^-r^i^.R 9 fi^x-7U 



When so, R<sup>8</sup> shows hydrogen atom , lower alkyl 
group , hydroxy group , halogen atom , lower alkoxy group or 
amino group respectively, the R<sup>9</sup> does not 
become with hydrogen atom and, in addition R<sup>9</sup> 
basis-NR<sup>10</sup>R<sup>l K/sup>, and 
R<sup>l l</sup> on lower alkanoyl group , phenyl lower 
alkoxy carbonyl group or phenyl ring with phenoxy lower 
alkanoyl group whichhas fact that 1 - 3 it possesses group 
which is chosen doesnot become from group which becomes 
lower alkyl group , amino group , lower alkanoyl group 
substituted amino group and lower alkoxy group as the 
substituent . 

In addition R<sup>K/sup> being hydrogen atom , 
R<sup>2</sup> is hydrogen atom , amino group , mono 
lower alkyl amino group or the di lower alkyl amino group , 
or or R<sup>2</sup> and R<sup>3</sup> become 
simultaneous and whenforming oxo group , R<sup>9</sup> 
with phenyl group which has fact that itpossesses hydroxy 
group , lower alkyl group , lower alkoxy group or lower 
alkanoyl oxy group as substituent does not become on the 
phenyl ring . 



Page 23 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP1997221476A 



1997-8-26 



lit 13] 



0 



In addition R<sup>9</sup> 
[Chemical Formula 13 j 



N 



\ 




(CHi)n 



(n it 1 XI±2^-T).GA<S 
lit 14] 



(n shows 1 or 2 . ) G basis 
[Chemical Formula 14 ] 
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R Z R 3 



U>»XI**=CH--efco-Clifcbfci\ 

mic R ,0 at; r" it. -a********** 

I*. 

[lt*« 3] 

M**4] 
[ft 15] 



\ 



When showing (As for R<sup>2</sup> and R<sup>3</sup> 
same to description above), X does not become methylene 
group or with basis=CH-. 

Furthermore as for R<sup>10</sup> or R<sup>l K/sup>, 
when it is a hydrogen atom on onehand, as for other with 
lower alkyl group it does not become. 

) With pharmaceutical composition . for vasopressin 
competition which contains at least 1 kind whichis chosen 
from benzo heterocyclic derivative and its salt which is 
displayed 

[Claim 3 ] 

pharmaceutical composition . for oxytocin competition which 
contains at least 1 kind which ischosen from benzo 
heterocyclic derivative and its salt which is stated in Claim 2 

[Claim 4 ] 

General Formula 

[Chemical Formula 1 5 ] 
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R Z R 3 



[Chemical Formula 16 ] 



R Z R 3 



£^1" o 
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ju**v*. M&g<kLTf£iiS7;U*;Ug&tf 

^5C<t0fc£7^5$7;U^v*. g&S 
&7£/*;U7K-;Mg$77U^*vS£^-fo 

r 2 it. s-nr 4 r 5 (r 4 si; r 5 lis m-iutmte-o 

SS7;u=i+vS;*;u7K*vSS^fi$&7;uzi 

+v*;ffi$R7;U*y^;Uft;XI**-(0)m-A-(C 

0)uNR 6 R 7 (m Xi; u tt-?4v£ *l 0 XI* 1 

"To §LmMu l±H8§(C 0 -CftoTttft&ft 

i x 0 a ii<s^7;u+u>*^ s-r o r 6 »t; R 7 l± 

ft* ««7;u*Jb*. M^S<tLT<SIR7;U* 

;us, *;u/^;u*««ffi«7;u*;u*. 7 
^£^-f &C<t<Dfc3?x^;uS£ R 6 X 
5-7 A9®ftfttM£»JftLTt<fci*.Mfl 



It shows. 

R<sup>K/sup> shows amino carbonyl lower alkoxy group 
which has fact that it possesses the lower alkyl group as 
amino group , carboxy substitution lower alkoxy group , 
lower alkoxy carbonyl substitution lower alkoxy group or 
substituent which has times when it possesses lower alkyl 
group as amino lower alkoxy group , substituent which 
hasfact that it possesses group which is chosen from 
groupwhich becomes lower alkyl group and lower alkanoyl 
group as hydrogen atom , halogen atom , lower alkyl group , 
lower alkoxy group , hydroxy group , lower alkanoyl oxy 
group , substituent . 

R<sup>2</sup> amino substitution lower alkanoyl oxy 
group ;lower alkoxy carbonyl group substitution lower alkoxy 
group ;carboxyl substitution lower alkoxy group ;lower 
alkanoyl group ; or basis which has times when it possesses 
lower alkyl group basis -NR<sup>4</sup>R<sup>5</sup> 
(R<sup>4</sup> and R<sup>5</sup> show benzoyl group 
which has fact that itpossesses halogen atom as substituent on 
lower alkyl group or phenyl ring which hastimes when it 
possesses hydroxy group as alike or different , hydrogen 
atom , substituent . ); as hydrogen atom ;hydroxy 
group ;lower alkoxy group ;carboxy substituted lower alkyl 
group ;cyano substituted lower alkyl group ;tetrazolyl group 
substituted lower alkyl group ;lower alkanoyl oxy group 
substituted lower alkyl group ;lower alkoxy carbonyl 
substituted lower alkyl group ;substituent - shows (O ) m-A- 
(CO ) uNR<sup>6</sup>R<sup>7</sup> (m and u show 0 or 
1 respectively. However m or u with 0 do not become 
simultaneous. A shows lower alkylene group . 
R<sup>6</sup> and R<sup>7</sup> show phenyl group 
which has fact that itpossesses halogen atom on amino 
substituted lower alkyl group , carbamoyl group substituted 
lower alkyl group , adamantyl group substituted lower alkyl 
group , lower alkyl sulfonyl group or phenyl ring which has 
times whenit possesses lower alkyl group as alike or 
different , hydrogen atom , lower alkoxy group , lower alkyl 
group , substituent . R<sup>6</sup> and R<sup>7</sup> 
with nitrogen atom which these connect through the nitrogen 
atom or oxygen atom or 5 - 7 -member ring may form 
saturated heterocycle without minding. On said heterocycle , 
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r 3 **KTO**»a«MK*7/Mr;u 



Kb 17] 



-CO 



group which is chosen from group which becomes lower alkyl 
group and phenyl lower alkyl group optionally 
substitutable . ). 

R<sup>3</sup> shows hydrogen atom or hydroxy group 
substituted lower alkyl group . 

In addition R<sup>2</sup> and R<sup>3</sup>, these 
becoming simultaneous,, the oxo group , lower alkylidene 
group , lower alkoxy-substituted lower alkylidene group , 
lower alkoxy carbonyl substitution lower alkylidene group , 
or it is possible to form phenyl substitution lower alkylidene 
group . 

As for R, On pyridine ling as substituent on phenyl ring 
phenyl group which has timeswhen it possesses lower alkyl 
group as substituent and Which have times when it possesses 
phenyl group as substituent thegroup which becomes pyridyl 
group on pyridyl carbonyl group ;9-oxo fluorenyl 
group ;quinoline ring which has times when itpossesses group 
which is chosen on quinolyl carbonyl group ;adamantyl 
carbonyl group ;thiophene ring which has timeswhen it 
possesses phenyl group as substituent on thienyl carbonyl 
group ;thiazole ring which has thetimes when it possesses 
phenyl group as substituent thiazolyl carbonyl 
group ;cycloalkyl carbonyl group or basis 

[Chemical Formula 1 7 ] 




i 



) p 



(p I* i xii 2 £ nkto r 8 its imm*. \mr 

^IS^XttffilfcTJUa+i/***-*- oR 9 it. 
S-nr 10 r 11 (r 10 «^t;u+;uSx 



p shows 1 or 2 . R<sup>8</sup> shows amino group , nitro 
group , halogen atom or lower alkoxy group which has times 
when itpossesses lower alkanoyl group as hydrogen atom , 
lower alkyl group , hydroxy group , substituent . As for 
R<sup>9</sup>, basis -NR<sup>10</sup>R<sup>l K/sup> 
(R<sup>10</sup> shows lower alkanoyl group which has fact 
that it possesses the halogen atom hydrogen atom , lower 
alkyl group or as substituent . As for R<sup>l K/sup> from 
group which becomes halogen atom and hydroxy group as 
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/\ny>K^«&«*7^*;u 
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Ct(»fci>7x/^vfiiffi7;i'*>''f;ua, 
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»)) 



[ft 18] 



CON 



lower alkyl group , substituent on lower alkanoyl group , 
cycloalkyl group , phenyl ring which has times when it 
possesses the group which is chosen there are times when it 
possesses group which is chosen from group which becomes 
lower alkyl group and halogen atom as substituent , and On 
phenyl lower alkyl group , phenyl ring which has times when 
it possesses hydroxy group in the lower alkyl group portion 
on phenoxy lower alkyl group , phenyl ring which has fact 
that it possesses lower alkyl group as substituent as 
substituent there are times when it possesses group which is 
chosen from group which becomes amino group , nitro 
group , lower alkanoyl group substituted amino group and 
halogen atom which have times when it possesses lower alkyl 
group as lower alkyl group , phenyl group , lower alkoxy 
group , halogen atom substituted lower alkyl group , 
substituent , and In lower alkanoyl group portion lower 
alkoxy carbonyl group , lower alkoxy-substituted lower 
alkanoyl group , lower alkanoyl oxy substitution lower 
alkanoyl group , phenoxy lower alkoxy carbonyl group , 
benzo furil carbonyl group , benzoimidazolyl carbonyl 
group ;quinolyl carbonyl group , quinolyloxy substitution 
lower alkanoyl group , phenyl lower alkoxy carbonyl group , 
basiswhich has times when it possesses halogen atom as 
amino carbonyl group , substituent which hasfact that it 
possesses group which is chosen from groupwhich becomes 
lower alkyl group , pyridyl lower alkyl group and phenyl 
lower alkyl group as phenoxy lower alkanoyl group , 
substituent which has factthat it possesses halogen atom as 
substituent ) 

[Chemical Formula 18 ] 




On tetrahydroisoquinolyl carbonyl group , benzoyl lower 
alkyl group , quinoline ring from group which becomes lower 
alkyl group and oxo group as substituent on tetrahydro 
quinolyloxy substitution lower alkanoyl group , lower alkyl 
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sulfonyl group , pyridyl lower alkoxy carbonyl group , 
fluorenyl lower alkoxy carbonyl group , lower alkenyl 
oxycarbonyl group , tetrahydro naphthyloxy substitution 
lower alkanoyl group , phenyl lower alkenyl carbonyl group , 
piperidine ring which hastimes when it possesses group which 
is chosen bipyridinyl lower alkoxy carbonyl group whichhas 
fact that it possesses group which is chosen is shown 
fromgroup which becomes lower alkanoyl group , lower 
alkoxy carbonyl group and lower alkyl group as substituent . 

In addition R<sup>10</sup> and R<sup>l l</sup> with 
nitrogen atom which these connectmay form isoindoline ring . 

); 

hydrogen atom ; 
lower alkanoyl oxy group ; 
lower alkanoyl group ; 
lower alkoxy group ; 

On phenyl ring benzoyl group ; which has times when it 
possesses lower alkyl group as substituent 

cycloalkyl group ; 

lower alkyl group ; 

lower alkyl thio group ; 

On phenyl ring phenyl lower alkanoyl group ; which has 
times when it possesses lower alkyl group as substituent 

On phenyl ring as substituent amino group , phenyl group 
which has times when itpossesses lower alkanoyl group as 
lower alkyl group , lower alkoxy group , phenyl lower alkoxy 
group , hydroxy group , lower alkanoyl oxy group , halogen 
atom substitution lower alkoxy group , nitro group , 
substituent and From group which becomes amino 
substitution lower alkoxy group which hastimes when it 
possesses lower alkyl group as substituent on phenyl 
group ;phenoxy group ;phenyl ring whichhas times when it 
possesses group which is chosen on phenoxy lower alkyl 
group ;phenyl ring which has times when it possesses lower 
alkyl group as substif.uent on the phenyl lower alkyl 
group ;phenyl ring which has times when it possesses lower 
alkyl group as substituent thetimes when it possesses lower 
alkyl group as substituent it is On anilino lower alkyl 
group ;phenyl ring as halogen atom , lower alkoxy carbonyl 
group and substituent as substituent lower alkyl group and 
From group which becomes amino substituted lower alkyl 
group which has times when itpossesses lower alkyl group as 
substituent from group which becomes the amino carbonyl 
group which has times when it possesses group which is 
chosenon phenyl lower alkoxy group ;phenyl ring which has 
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Specification 
[0001] 
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times when it possesses group which ischosen on benzoyl 
lower alkoxy group ;phenyl ring which has times when it 
possesses halogen atom as substituent on phenyl lower 
alkenyl group ;phenyl ring which has times when it possesses 
halogen atom as substituent as substituent lower alkyl group it 
possesses amino sulfonyloxy group ;cyano group ; or basis 
which has times when it possesses lower alkyl group 
monocycle of 5 - 11 member rings of saturated or unsaturated 
which 1 - 4 possesses benzoyl lower alkyl group ;pyrrolidinyl 
substitution lower alkoxy group ;nitrogen atom , oxygen atom 
or sulfur atom which has thing or heterocyclic group of binary 
ring (As substituent becomes lower alkyl group , phenyl 
group , lower alkanoyl group , halogen atom , phenyl lower 
alkyl group and oxo group 1 - 3 it is possible to said 
heterocyclic group to have possessed group which is chosen 
from groupwhich); as cycloalkenyl group ;phenyl lower alkyl 
amino carbonyl group ;substituent - (A ) 
m-CHR<sup>12</sup>R<sup>13</sup> (As for A same to 
description above. R<sup>12</sup> shows hydrogen atom , 
hydroxy group or lower alkanoyl oxy group . 
R<sup>13</sup> on phenyl ring shows phenyl lower alkyl 
group which has fact that itpossesses lower alkyl group as 
substituent on phenyl group or phenyl ring which hastimes 
when it possesses lower alkyl group as substituent . m shows 
0 or 1 . ) is shown. 

) X methylene group , single bond , basis =CH- or basis 
-NR<sup>14</sup>- shows (R<sup>14</sup> shows 
hydrogen atom , lower alkyl group or lower alkanoyl 
group . ). 

Y shows (hydrogen atom , lower alkoxy carbonyl substituted 
lower alkyl group , carboxy substituted lower alkyl group or 
basis -ACONR<sup>B</sup>R<sup>C</sup> it shows 
R<sup>A</sup>. R<sup>B</sup> and R<sup>C</sup> show 
alike or different hydrogen atom or lower alkyl group here. In 
addition this R<sup>B</sup> and R<sup>C</sup> with 
nitrogen atom which these connectthrough nitrogen atom or 
oxygen atom or connecting mutually without minding,5 - 7 
-member ring may form saturated heterocycle . On said 
heterocycle lower alkyl group optionally substitutable . ) 
which -NR<sup>A</sup>- is shown. 

) With pharmaceutical composition . for vasopressin work 
working which contains at least 1 kind whichis chosen from 
benzo heterocyclic derivative and its salt which is displayed 

[Description of the Invention ] 
[0001] 

[Technological Field of Invention ] 

this invention regards pharmaceutical composition which 
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##01 138 

141 Tf»6*l*<b**l*.t^r*l*e 

[0518] 

asftffl*n«*ffli\mrK##«3.7. iox 

I* 12 £H«l=LTTE©fl:£1fe£W::. 

[0519] 
[£44] 



1997-8-26 

contains benzo heterocyclic derivative . 
[0517] 

Reference Example 138 

- compound which is acquired with Reference Example 141 
in each case was the white powder . 

[0518] 

Below-mentioned compound was acquired making use of 
suitable starting material , tosimilar to aforementioned 
Reference Example 3, 7, 1 0 or 1 2. 

[0519] 

[Table 44] 
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143 T*to*tlZil&M±+l*T*lt 

aft»3R«T»fty,#*« 144 -r»&*t*ft* 

[0521] 



[0520] 

Reference Example 142 

And as for compound which is acquired with Reference 
Example 143, in each casewith white powder , as for 
compound which is acquired with Reference Example 144 
wasa light brown powder . 

[0521] 

Below-mentioned compound was acquired making use of 
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ICLTTffiflMbca $5£#7c<, suitable starting material , tosimilar to aforementioned 

Reference Example 17. 

[0522] [0522] 

[S 45] [Table 45] 

r 23 



145 






R9 : 






P 


1 


R8 : 2-CH3 


R23 : 


-COOCH3 




to HBTfc : 

M : 






146 






R* : 






P 


1 


R8 : 2-C1 




-C00CH3 




&s : 


9tS 





[0523] [0523] 



Page 34 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP1997221476A 1997-8-26 

[^46] [Table 46] 



Page 35 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP1997221476A 



1997-8-26 



&i3£t?& 1 ATI 
















R9 : 


a — M o 
4 N^J) 






P 


1 


R8 : 


2-C1 


R23 : 


-COOCH3 




■ 


























fltift 








R* : 


4— och 2 — (S 






P 5 


1 


R8 


2-CH3 


R23 • 


-COOCHi 






TP BH /I-' • 


75vf CiTi-J VMJ f mi 






mm : 








##W 149 
















R9 • 








P : 


1 


R6 


: 2-CH 3 


R23 : 


-COOCH3 
















97 - 98.5't 






am : 


21* 







►7,296) 



JP1997221476A 1997-8-26 

[0524] [0524] 
[S 47] [Table 47] 



Page 37 Paterra® InstantMT® Machine Translation (U.S. Pat Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP1997221476A 



1997-8-26 



150 








R9 : 


/CH 3 

4-OCH 

Vh 






P 


1 




2-CH3 

r 


R23 : 


COOCH3 






mm : 








151 








R9 : 








P 


1 


R8 


2-CH3 


R23 : 


-COOCH3 






mm 








152 








R9 : 


/CH 3 

4-OCH 2 CH 

X CH, 
*-«3 






P : 


1 




: 2-CH3 


R23 : 


-COOCH3 






mm : 









.7,296) 



JP1997221476A 1997-8-26 

[0525] [0525] 
[8 48] [Table 48] 
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118- 123t 
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[0526] [0526] 
[$49] [Table 49] 
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mm 

R9 : 


4^r| N— CH 3 






P : 


1 


R8 : 


3-OCH3 


R23 V 


-COOCH3 








Si fit 






157 








R* : 








P 


1 


R8 


3-OCH 3 


R23 ; 


-COOCH3 














158 








R* : 








P 


1 




: 3-OCH3 


R23 ; 


-COOCH3 






I'M : 


tedium 
mn. 
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[0527] [0527] 
[S 50] [Table 50] 



^y^y Pa Us 
















P 






: 3-OCH3 


R23 : 


-C00CH3 






&--*jV\ 160 








R9 : 


/CH 3 

4-NHCOO(CH2hC — CH 3 
N CH 3 






P 


1 


R8 : 


2-OCH3 




-COOCHs 






M : 








[0528] 


[0528] 







[ft 51] [Table 51] 
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fJ-COOH 
R 9 



&-%W 161 



R9 



4-N N 




R8 : 2-CH 3 



###J 162 








R« : 








P : 


1 R8 : 2-CH 3 










mm : 


HCl 



[0529] 

[a 52] 



[0529] 
[Table 52 ] 
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163 








R? : 








P : 


1 


R8 


2-a 


M£ : 

=m : 


HC1 




f 


164 








mm 


4-fQ, 






P : 


1 


R8 


2-Cl 


J£SS : 








165 








mm. 

R* : 


4— OCH2— 






P 


1 


R8 


: 2-CH3 


m : 


127.5 - 130T: 
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[0530] [0530] 
[^53] [Table 53] 
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mm 166 








R9 : 


/CH 3 
4-0- CH 

X CH 3 






P 


1 


R8 


: 2-CH 3 










###3 167 








fit 3s 


4-0(CH2) 3 CH 3 






p 


1 


R8 


2-CH 3 










168 








mm 










/CH 3 
4-0CH 2 CH 

CH 3 












p 


1 


R8 


2-CH 3 


J&S : 
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IS 54] [Table 54] 



Page 48 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP1997221476A 



1997-8-26 



mm 169 








mm 










/C 2 H 5 
4-NHCON / CH 3 

\h 2 ch 

CH 3 












P : 


1 


R« 


2-a 


: 
: 








##09 170 






. 


mm. 

R* : 


^Y"VoCH 2 — 

\=/ \ — / 






P = 


1 


R8 


: 2-CH 3 


: 








171 








R9 : 


4— miWN^JL^ 






P : 


i 


R8 


: 2-C1 


fm : 
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[0532] [0532] 
55] [Table 55 ] 
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g5"V 170 1 f L 








R9 : 










/CH 3 
4-CH 2 CH 

CH 3 












P : 


1 


R8 


: 2-CH 3 

r 




m 






mn 173 








R9 : 


— N 






P 


1 


R« 


: 2-CH 3 




mm 






174 








ft* 

R» : 


4— NHCON^Jl^J 






P : 


1 


R« 


: 3-OCH 3 




m 
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[0533] [0533] 
[S 56] [Table 56] 
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175 






Irx ALL 

R9 : 


4— f \ 




P 




R8 : 3-OCH 3 




170 -nit: 




176 






11* AH. 

R9 : 






P 


i 


R8 : 3-OCH3 




fife***}* 
128 - 129t: 




#^#! 177 








.CH 3 




p 


: 1 


R« : 3-OCH3 


B£ 


: 

: 146-14713 
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[0534] 



[0534] 
[Table 57 ] 



178 



/CH 3 

4-NHCOO(CH 2 ) 2 C — CH 3 
N CH 3 



1 



2-OCH 3 



Gfe»*tt 



[0535] 

±ET?ff &ft4*##«Hb£*0> NMR X** 

[0536] 
##« 18 

, H-NMR(200MHz,CDCl 3 ) d ppm: 1 .90-3.06[± 9 
H,m,2.38(s)],3.30-3.72(4H,m), 3.85(3H,s), 6.35 
-6.81 1£ 2H,m,6.53(dd,J=8.93Hz,J=8.99Hz), 6.6 
7(d, J-2.32Hz) ] ,7.83( 1 H,d,J=8.95Hz) 0 

[0537] 

I H-NMR(200MHz,CDCl 3 ) 6ppm:2.92-3.60(^: 8 
H,m), 3.88(3H,s), 6.79-7.48 &lf 7.78-7.79[£ 8 
H,m,6.79(dd,J=8.92Hz,J=8.92Hz)] 0 

[0538] 

20 

, H-NMR(200MHz,CDCl 3 ) 6 ppm: 1 ,68-2.09C£ 4 
H,m,1.77(d,J=3.30Hz), 1.84(d,J=4.20Hz)J,2.61- 
3.12(± 3H,m), 3.75-4.10C± 5H,m,3.87(s)],6.78 
( 1 H,dd,J=8.96Hz,J=8.97Hz), 6.92( 1 H,d, J-2.5 8H 
z), 7.15-7.41(±5H,m), 7.86(1 H,d,J=8.92Hz) 0 



[0535] 

nmr spectrum of each Reference Example compound which is 
acquired with description above seemsfollowing way. 

[0536] 

Reference Example 1 8 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCKsub>3</sub> );de 
ppm :1. 90-3.06 {AH 9 H, m, 2.38 (s ) }, 3.30 - 3.72 (4 H, m ), 
3.85 (3 H, s ), 6.35 - 6.81 {All 2 H, m, 6.53 (dd, J-8.93Hz , 
J=8.99Hz ), 6.67 (d, J=2.32Hz ) }, 7.83(1 H, d, J=8.95Hz ). 

[0537] 

Reference Example 19 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :2.92-3.60 (All 8 H, m ), 3.88 (3 H, s ), 6.79 - 7.48 and 
7.78 - 7.79 {All 8 H, m, 6.79 (dd, J-8.92Hz , J=8.92Hz ) }. 

[0538] 

Reference Example 20 
compound 

<sup>K/sup>H-nmi (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.68-2.09 {All 4 H, m, 1.77 (d, J=3.30Hz ), 1.84 (d, 
J=4.20Hz ) }, 2.61 - 3.12 (All 3 H, m ), 3.75 - 4.10 {All 5 H, 
m, 3.87 (s ) }, 6.78 (I H, dd, J=8.96Hz , J=8.97Hz ), 6.92(1 H, 
d, J=2.58Hz ), 7.15 - 7.41 (All 5 H, m ), 7.86 (1 H, d, 
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z), 7.15-7.41(±5H,m), 7.86(1 H,d,J=8.92Hz)o 
[0539] 

21 

©fc*» 

1 H-NMR(200MHz,CDCl 3 ) d ppm:2.57(3H,t,J=5. 
21Hz), 3.31(3H,t,J=5.23Hz), 3.55(2H,s), 3.86(3 
H,s), 6.72(1 H,dd,J=8.95Hz,J=8.94Hz), 6.85(1H, 
d,J=2.56Hz), 7.19-7.49(5H,m), 7.82(lH,d,J=8.9 
lHz) 0 

[0540] 

##0J 22 

, H-NMR(200MHz,CDCl 3 ) 6 ppm:2.66(3H,s), 3. 
85(3H,s), 3.89(3H,s), 6.81-7.60(6H,m), 7.85-8. 
08(lH,m) o 

[0541] 

###J 23 

1 H-NMR(200MHz,CDCl 3 ) 6 ppm:3.94(3H,s), 7. 
39-7.70(5H,m), 7.79-7.92(2H,m), 8.02-8.1 1(1H, 
m) 0 

[0542] 

##0J 24 

, H-NMR(200MHz,DMSO-d 6 ) 6 ppm:3.4-3.55(2 
H,m), 3.8(3H,s), 3.8-3.95(2H,m), 7.36(lH,s), 
7.50( 1 H,dd,J=8.8Hz,J=2Hz), 7.82(1 H,d, J=8.8H 
z), 7.86(lH,d,J=2Hz) 0 

[0543] 

##0y 25 

, H-NMR(200MHz,CDCI 3 ) d ppm:2.67(3H,s), 3. 
93(3H,s), 7.22-7.43(3H,m), 7.95-8.08(1 H,m), 
8.48-8.63(lH,m), 8.65-8.75(lH,m) 0 

[0544] 

26 

l H-NMR(200MHz,CDCl 3 ) d ppm:2.69(3H,s), 3. 
93(3H,s), 7.41-7.63(4H,m), 7.95-8.08(1 H,m), 
8.62-8.76(2H,m) 0 



1997-8-26 

J=8.92Hz ). 
[0539] 

Reference Example 21 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCKsub>3</sub> );de 
ppm :2.57 (3 H, t, J=5.21Hz ), 3.3 1 (3 H, t, J=5.23Hz ), 3.55 
(2 H, s ), 3.86 (3 H, s ), 6.72 (1 H, dd, J=8.95Hz , J=8.94Hz ), 
6.85 (1 H, d, J=2.56Hz ),7.19 - 7.49 (5 H, m ), 7.82 (1 H, d, 
J-8.91Hz ). 

[0540] 

Reference Example 22 
compound 

<sup>l</sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :2.66 (3 H, s ), 3.85 (3 H, s ), 3.89 (3 H, s ), 6.81 - 7.60 
(6 H,m), 7.85 -8.08(1 H,m). 

[0541] 

Reference Example 23 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :3.94 (3 H, s ), 7.39 - 7.70 (5 H, m ), 7.79 - 7.92 (2 H, 
m), 8.02-8.11 (1 H,m). 

[0542] 

Reference Example 24 
compound 

<sup>K/sup>H-nmr (200 MHz , DMSO 
-d<sub>6</sub> );de ppm :3.4- 3.55 (2 H, m ), 3.8 (3 H, s ), 
3.8 - 3.95 (2 H, m ), 7.36 (1 H, s ), 7.50 (1 H, dd, J=8.8Hz , 
J=2Hz ), 7.82(1 H, d, J=8.8Hz ), 7.86 (1 H, d, J=2Hz ). 

[0543] 

Reference Example 25 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCKsub>3</sub> );de 
ppm :2.67 (3 H, s ), 3.93 (3 H, s ), 7.22 - 7.43 (3 H, m ), 7.95 - 
8.08 (1 H, m ), 8.48 -8.63 (1 H, m ), 8.65 - 8.75 (1 H, m ). 

[0544] 

Reference Example 26 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCKsub>3</sub> );de 
ppm :2.69 (3 H, s ), 3.93 (3 H, s ), 7.41 - 7.63 (4 H, m ), 7.95 - 
8.08 (1 H, m ), 8.62 -8.76 (2 H, m ). 
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[0545] 

30 

! H-NMR(200MHz,CDCl 3 ) 6 ppm:0.88(3H,t,J=7. 
4Hz), 1.05(3H,t,J=7.4Hz), 1 .80(3H,hept,J=7 .4H 
z), 4.00(2H,t,J=7.4Hz), 4.31(3H,t,J=7.4Hz), 7.0 
6(lH,d,J=l.lHz), 7.17(lH,d,J=l.lHz), 7.60-7.7 
6(2H,m), 8.06-8.22(2H,m) o 

[0546] 

##0J 31 

l H-NMR(200MHz,CDCl 3 ) d ppm:3.68(3H,s), 7. 
20-7.36(1 H,m), 7.40-7.66(4H,m), 7.66-7.90(2H, 
m), 8.58-8.74(1 H,m) 0 

[0547] 

32 

1 H-NMR(200MHz,CDCl 3 ) 6 ppm:3.96(3H,s), 7. 
22-7.35(lH,m), 7.56(1 H,t,J=7.8Hz), 7.72-7.86(2 
H,m), 8.09(lH,dt,J=1.5Hz,J=7.8Hz), 8.24(lH,d 
dd,J= 1 .2Hz,J= 1 . 8Hz,J=7.8Hz), 8.65(1 H,t,J= 1 .6H 
z), 8.69-8.77(1 H,m) 0 

[0548] 

33 

1 H>NMR(250MHz,CDCl 3 ) 8 ppm:3.96(3H,s), 7. 
39(lH,ddd,J=0.8Hz,J=4.8Hz,J=7.8Hz), 7.57(1H, 
t,J=7.8Hz), 7.75-7.83(lH,m), 7.87-7.97(lH,m), 
8 .08( 1 H,dt,J= 1 .3Hz,J=7. 8Hz), 8.27(1 H,t,J= 1 .6H 
z), 8.63(lH,dd,J=1.6Hz,J=4.8Hz), 8.88(lH,dd,J 
=0.7Hz,J=2.4Hz) o 

[0549] 

34 

1 H-NMR(250MHz,CDCl 3 ) d ppm:2.69(3H,s), 3. 
92(3H,s), 7.32-7.53(3H,m), 7.89(lH,ddd,J=1.7H 
z,J=2.3Hz,J=7.1Hz), 8.03(lH,d,J=8.6Hz), 8.63 
(lH,dd,J=1.6Hz,J=4.8Hz), 8.86(lH,dd,J=0.7Hz,J 
=1.6Hz) 0 

[0550] 

35 



1997-8-26 

[0545] 

Reference Example 30 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :0.88 (3 H, t, J=7.4Hz ), 1.05 (3 H, t, J=7.4Hz ), 1.80 (3 
H, hept, J=7.4Hz ), 4.00 (2 H, t, J=7.4Hz ), 4.31 (3 H, t, 
J=7.4Hz ), 7.06 (1 H, d, J=l.lHz ),7.17 (1 H, d, J=l.lHz ), 
7.60 - 7.76 (2 H, m ), 8.06 - 8.22 (2 H, m ). 

[0546] 

Reference Example 3 1 
compound 

<sup>l</sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :3.68 (3 H, s ), 7.20 - 7.36 (1 H, m ), 7.40 - 7.66 (4 H, 
m ), 7.66 - 7.90 (2 H, rn ),8.58 - 8.74 (1 H, m ). 

[0547] 

Reference Example 32 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :3.96 (3 H, s ), 7.22 - 7.35 (1 H, m ), 7.56 (1 H, t, 
J=7.8Hz ), 7.72 - 7.86 (2 H, m ), 8.09(1 H, dt, J=1.5Hz , 
J=7.8Hz ), 8.24 (1 H, ddd, J=1.2Hz , J-L8Hz , J=7.8Hz ), 
8.65 (1 H, t, J=1.6Hz ), 8.69 - 8.77 (1 H, m ). 

[0548] 

Reference Example 33 
compound 

<sup>l</sup>H-nmr (250 MHz , CDCl<sub>3</sub> );de 
ppm :3.96 (3 H, s ), 7.39 (1 H, ddd, J=0.8Hz , J=4.8Hz , 
J=7.8Hz ), 7.57 (1 H, t, J=7.8Hz ), 7.75 - 7.83 (1 H, m ), 7.87 
-7.97(1 H,m), 8.08 (1 H, dt, J=1.3Hz , J=7.8Hz ), 8.27 (1 H, 
t, J=1.6Hz ), 8.63 (1 H, dd, J=1.6Hz , J=4.8Hz ), 8.88 (1 H, 
dd, J=0.7Hz, J=2.4Hz). 

[0549] 

Reference Example 34 
compound 

<sup>l</sup>H-nmr (250 MHz , CDCl<sub>3</sub> );de 
ppm :2.69 (3 H, s ), 3.92 (3 H, s ), 7.32 - 7.53 (3 H, m ), 7.89 
(1 H, ddd, J=1.7Hz , J=2.3Hz , J=7.1Hz ), 8.03 (1 H, d, 
J=8.6Hz ), 8.63(1 H, dd, J-1.6Hz , J=4.8Hz ), 8.86 (1 H, dd, 
J=0.7Hz,J=1.6Hz ). 

[0550] 

Reference Example 35 
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l H-NMR(250MHz,CDCl 3 ) 6 ppm:3.95(3H,s), 7. 
32-7.56(4H,m), 7.59-7.66(2H,m), 7.75-7.83(1 H, 
m), 7.99-8.07(1 H,m), 8.25-8.33(lH,m) 0 

[0551] 

36 

1 H-NMR(200MHz,CDCl 3 ) 6 ppm:2.27(3H,s), 3. 
91(3H,s), 3.92(3H,s), 6.86-7.04(2H,m), 7.16-7. 
41(4H,m), 7.76-7.96(lH,m) 0 

[0552] 

#%#J 37 

'H-NMRpOOMH^CDCb) d ppm:3.8 1,3.90 IkXf 
3.93(& 3H,& s), 6.87-7.23(4H,m), 7.29-7.52(2 
H,m), 7.76-7.92(1 H,m) 0 

[0553] 

38 

1 H-NMR(200MHz,CDCl 3 )^ppm:3.91 RlS 3.97 
(# 3H,# s), 7.11-7.28(2H,m), 7.32-7.55(3H, 
m), 7.56-7.70(2H,m), 7.89(1 H,d,J=8.0Hz) o 

[0554] 

##0] 39 

l H-NMR(200MHz,CDCl 3 ) 6 ppm:2.39(3H,s), 3. 
79(6H,s), 3.95(3H,s), 7.23(4H,s), 7.33(2H,s)o 

[0555] 

40 

1 H-NMR(200MHz ) CDCl 3 )5ppm:3.87 Rlf 3.94 
(& 3H,& s), 7.21-7.50(4H,m), 7.51-7.61(2H, 
m), 7.62-7.83(2H,m) 0 

[0556] 

41 

1 H-NMR(200MHz,CDCl 3 )5ppm:2.43 JSiU 3.94 



compound 

<sup>l</sup>H-nmr (250 MHz , CDCl<sub>3</sub> );de 
ppm :3.95 (3 H, s ), 7.32 - 7.56 (4 H, m ), 7.59 - 7.66 (2 H, 
m ), 7.75 - 7.83 (1 H, m ),7.99 - 8.07 (1 H, m ), 8.25 - 8.33 (1 
H,m). 

[0551] 

Reference Example 36 
compound 

<sup>l</sup>H-nmr (200 MHz , CDCI<sub>3</sub> );de 
ppm :2.27 (3 H, s ), 3.91 (3 H, s ), 3.92 (3 H, s ), 6^86 - 7.04 
(2 H, m ), 7.16 - 7.41(4 H, m ), 7.76 - 7.96 (1 H, m ). 

[0552]* 

Reference Example 37 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :3.81, 3.90 and 3.93 (Each 3 H, each s ), 6.87 - 7.23 (4 H, 
m ), 7.29 - 7.52 (2 H, m ), 7.76 -7.92 (1 H, m ). 

[0553] 

Reference Example 38 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :3.91 and 3.97 (Each 3 H, each s ), 7.1 1 - 7.28 (2 H, m ), 
7.32 - 7.55 (3 H, m ), 7.56 -7.70 (2 H, m ), 7.89 (1 H, d, 
J=8.0Hz ). 

[0554] 

Reference Example 39 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :2.39 (3 H, s ), 3.79 (6 H, s ), 3.95 (3 H, s ), 7.23 (4 H, 
s ), 7.33 (2 H, s ). 

[0555] 

Reference Example 40 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :3.87 and 3.94 (Each 3 H, each s ), 7.21 - 7.50 (4 H, m ), 
7.51 - 7.61 (2 H, m ), 7.62 -7.83 (2 H, m ). 

[0556] 

Reference Example 41 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
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(# 3H,& s), 7.08-7.29(lH,m), 7.30-7.50(3H, 
m), 7.58-7.72(2H,m), 8.02-8. 18(2H,m) 0 

[0557] 
##« 42 

1 H-NMR(200MHz,CDCl 3 ) (5 ppm:2.24,2.37,3.90 
RlS 3.91(# 3H,& s), 6.78-6.98(2H,m), 7.00-7. 
19(3H,m), 7.73-7.90(lH,m) o 

[0558] 

##0J 43 

1 H-NMR(250MHz,CDCl 3 ) 5 ppm: 1 .42(3H,t,J=7. 
1Hz), 4.41(2H,q,J=7.1Hz), 7.27-7.90 Rlf 8.02- 
8.22(± 13H,m) 0 

[0559] 

###]44 

1 H-NMR(200MHz,CDCl 3 ) 5 ppm:1.37(3H,t,J=7. 
1Hz), 4.34(2H,q,J=7.1Hz), 7.01-7.31 7.32- 
7.68(± HH,m), 7.79-8.00(2H,m) o 

[0560] 

#*« 45 

1 H-NMR(200MHz,CDCl 3 ) 6 ppm: 1 .47(3H,t,J=7 
Hz), 4.41(2H,q,J=7Hz), 7.29-7.57,7.58-7.84 & 
If 8.03-8.21(£ 13H,m) 0 

[0561] 

##01 46 

GMb^lfcl 

t H-NMR(200MHz,CDCl 3 ) 5 ppm:2.42(3H,s), 2. 
67(3H,s), 3.91(3H,s), 7.07-7.59(6H,m), 7.87-8. 
ll(lH,m) e 

[0562] 

##« 47 

, H-NMR(200MHz,CDCl 3 ) d ppm:3.91, 3.94,3.97 
&l/3.98(&3H,#s), 6.96(1 H,d,J=8.3Hz), 7.03 
-7.24(4H,m), 7.88(lH,d,J=7.9Hz) 0 

[0563] 
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ppm :2.43 and 3.94 (Each 3 H, each s ), 7.08 - 7.29 (1 H, m ), 

7.30 - 7.50 (3 H, m ), 7.58 -7.72 (2 H, m ), 8.02 - 8.18 (2 H, 
m). 

[0557] 

Reference Example 42 
compound 

<sup>l</sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :2.24, 2.37, 3.90 and 3.91 (Each 3 H, each s ), 6.78 - 6.98 
(2 H, m ), 7.00 - 7.19 (3 H, m ), 7.73 -7.90 (1 H, m ). 

[0558] 

Reference Example 43 
compound 

<sup>K/sup>H-nmr (250 MHz , CDCl<sub>3</sub> );de 
ppm : 1.42 (3 H, t, J=7. 1Hz ), 4.41 (2 H, q, J=7.1Hz ), 7.27 - 
7.90 and 8.02 - 8.22 (All 13 H, m ). 

[0559] 

Reference Example 44 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :1.37 (3 H, t, J-7ilHz ), 4.34 (2 H, q, J=7.1Hz ), 7.01 - 

7.31 and 7.32 - 7.68 (All 1 1 H, m ), 7.79 -8.00 (2 H, m ). 

[0560] 

Reference Example 45 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1 .47 (3 H, t, J=7Hz ), 4.41 (2 H, q, J=7Hz ), 7.29 - 7. 57 
and 7. 58 - 7.84 and8.03 - 8.21 (All 13 H, m ). 

[0561] 

Reference Example 46 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :2.42 (3 H, s ), 2.67 (3 H, s ), 3.91 (3 H, s ), 7.07 - 7.59 
(6 H,m), 7.87-8.11(1 H,m). 

[0562] 

Reference Example 47 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :3.91, 3.94, 3.97 and 3.98 (Each 3 H, each s ), 6.96 (1 H, 
d, J=8.3Hz ), 7.03 - 7.24 (4 H, m ), 7.88 (1 H, d, J=7.9Hz ). 

[0563] 
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##0J 48 

1 H-NMR(200MHz,CDCl 3 ) d ppm:2.43,3.91 JkXf 
3.98(& 3H,# s), 7.04-7.29(3H,m), 7.30-7.51(3 
H,m), 7.88(lH,d,J=7.9Hz) 0 

[0564] 

##« 49 

l H-NMR(200MHz,CDCl 3 ) 8 ppm:2.67(3H,s), 3. 
86(3H,s), 3.90(3H,s), 6.90-7.08(2H,m), 7.35-7. 
49(2H,m)3W; 7.50-7.66(2H,m), 7.89-8.07(lH, 
m) 0 

[0565] 

♦#« 50 

, H-NMR(200MHz,CDCl 3 ) 8 ppm:2.69(3H,s), 3. 
92(3H,s), 7.27-7.81 8.XS 7.95-8. 11 (± 12H,m). 

[0566] 

51 

! H-NMR(200MHz,CDCl 3 ) fippm:2.12(3H,s), 3. 
82(3H,s), 3.95(3H,s), 7.02-7.48(5H,m), 7.63(1 
H,d, J= 1 .4Hz), 7.71(1 H,dd,J=7.7Hz, J= 1 .4Hz) 0 

[0567] 
##0] 52 

, H-NMR(200MHz,CDCl 3 ) Sppm:2.05(3H,s), 3. 
77(6H,s), 3.96(3H,s), 7.03-7. 18(lH,m), 7.19-7. 
32(3H,m), 7.34(2H,s) 0 

[0568] 

53 

, H-NMR(200MHz,CDCl 3 ) d ppm:2.40,3-90 RXf 
3.97(& 3H,# s) } 7.09-7.34(4H,ra), 7.42-7.59(2 
H,m), 7.87(lH,d,J=7.9Hz) 0 

[0569] 

54 



Reference Example 48 
compound 

<sup>l</sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :2.43, 3.91 and 3.98 (Each 3 H, each s ), 7.04 - 7.29 (3 H, 
m ), 7.30 - 7.51 (3 H, m ), 7.88(1 H, d, J=7.9Hz ). 

[0564] 

Reference Example 49 
compound 

<sup>l</sup>H-nmr (200 MHz , CDCKsub>3</sub> );de 
ppm :2.67 (3 H, s ), 3.86 (3 H, s ), 3.90 (3 H, s ), 6.90 - 7.08 
(2 H, m ), 7.35 - 7.49(2 H, m ) and 7.50 - 7.66 (2 H, m ), 7.89 
- 8.07 (1 H, m ). 

[0565] 

Reference Example 50 
compound 

<sup>l</sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :2.69 (3 H, s ), 3.92 (3 H, s ), 7.27 - 7.81 and 7.95 - 8.1 1 
(All 12H,ra). 

[0566] 

Reference Example 5 1 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :2.12 (3 H, s ), 3.82 (3 H, s ), 3.95 (3 H, s ), 7.02 - 7.48 
(5 H, m ), 7.63 (1 H, d, J=1.4Hz ), 7.71(1 H, dd, J=7.7Hz , 
J=1.4Hz ). 

[0567] 

Reference Example 52 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :2.05 (3 H, s ), 3.77 (6 H, s ), 3.96 (3 H, s ), 7.03 - 7.18 
(1 H, m ), 7.19 - 7.32(3 H, m ), 7.34 (2 H, s ). 

[0568] 

Reference Example 53 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :2.40, 3.90 and 3.97 (Each 3 H, each s ), 7.09 - 7.34 (4 H, 
m ), 7.42 - 7.59 (2 H, m ), 7.87(1 H, d, J=7.9Hz ). 

[0569] 

Reference Example 54 
compound 
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, H-NMR(200MHz,CDCl 3 ) 8 ppm:2.26,2.65 Rtf 
3.91 (ft 3H,ft s), 7.08-7.38(6H,m), 7.89-8.02(1 
H,m) 0 

[0570] 

55 

, H-NMR(200MHz,CDCl 3 )(5ppm:2.41 &Zfi 3.93 
(ft 3H,ft s), 7.17-7.34(2H,m), 7.46-7.57(2H, 
m), 7.58-7.72(2H,m), 8.02-8. 16(2H,m) 0 



[0571] 
#*« 56 

, H-NMR(200MHz,CDCl 3 )(5ppm:2.26 &lf 3.94 
(ft 3H,ft s), 7.14-7.35(4H,m), 7.36-7.52(2H, 
in), 7.99-8. 18(2H,m) 0 

[0572] 
##« 57 

, H-NMR(200MHz,CDCl 3 ) 8 ppm:2.68(3H,s), 3. 
91(3H,s), 7.29-7.54 Klf 7.55-7.72(± 7H,m), 7. 
91-8.08(lH,tn) o 

[0573] 

58 

1 H-NMR(200MHz,CDCl 3 ) 8 ppm:2.04(6H,s), 3. 
88Sl/3.92(ft3H,fts), 6.71-6.85(2H,m), 7.06 
-7.48(3H,m), 7.78-7.93(lH,m) 0 

[0574] 

59 

l H-NMR(200MHz,CDCl 3 ) Sppm:2.66(3H,s), 3. 
90(3H,s), 5.12(2H,s), 6.98-7. 12(2H,m), 7.20-7. 
68(10H,m) o 

[0575] 

###J 60 

1 H-NMR(200MHz,CDCl 3 ) 8 ppm:2.70(3H,s), 3. 
93(3H,s), 7.38-7.58(2H,m), 7.68-7.87(2H,m), 
7.98-8. 1 2(1 H,m), 8.2 1 -8.46(2H,m) 0 



<sup>l</sup>H-nmr (200 MHz , CDCKsub>3</sub> );de 
ppm :2.26, 2.65 and 3.91 (Each 3 H, each s ), 7.08 - 7.38 (6 H, 
m), 7.89-8.02(1 H,m). 

[0570] 

Reference Example 55 
compound 

<sup>l</sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :2.41 and 3.93 (Each 3 H, each s ), 7.17 - 7.34 (2 H, m ), 
7.46 - 7.57 (2 H, m ), 7.58 -7.72 (2 H, m ), 8.02 - 8.16 (2 H, 
m). 

[0571] 

Reference Example 56 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :2.26 and 3.94 (Each 3 H, each s ), 7.14 - 7.35 (4 H, m ), 
7.36 - 7.52 (2 H, m ), 7.99 -8.18 (2 H, m ). 

[0572] 

Reference Example 57 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :2.68 (3 H, s ), 3.91 (3 H, s ), 7.29 - 7.54 and 7.55 - 7.72 
(A117H,m), 7.91 -8.08(1 H, m ). 

[0573] 

Reference Example 58 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :2.04 (6 H, s ), 3.88 and 3.92 (Each 3 H, each s ), 6.71 - 
6.85 (2 H, m ), 7.06 - 7.48(3 H, m ), 7.78 - 7.93 (1 H, m ). 

[0574] 

Reference Example 59 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :2.66 (3 H, s ), 3.90 (3 H, s ), 5.12 (2 H, s ), 6.98 - 7.12 
(2 H,m), 7.20- 7.68(10 H,m). 

[0575] 

Reference Example 60 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :2.70 (3 H, s ), 3.93 (3 H, s ), 7.38 - 7.58 (2 H, m ), 7.68 - 
7.87 (2 H, m ), 7.98 -8.12 (1 H, m ), 8.21 - 8.46 (2 H, m ). 
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[0576] 
##« 61 

1 H-NMR(200MHz,CDCl 3 ) 8 ppm: 1 .42(3H,t,J=7. 
0Hz), 4.42(2H,q,J=7.0Hz), 7.28-7.78 Rlf 7.85- 
8.18(£ 8H,m) 0 

[0577] 

62 

1 H-NMR(200MHz,CDCl 3 ) 8 ppm:2.40(3H,s), 2. 
67(3H,s), 3.90(3H,s), 7.1 8-7.3 l(2H,m), 7.37-7. 
58(4H,m), 7.91-8.05(lH,m) o 

[0578] 

##01 63 

, H-NMR(200MHz,CDCl 3 ) 8 ppm: 1 .44(3H,t,J=7. 
OHz), 2.66(3H,s), 3.90(3H,s), 4.10(2H,q,J=7.0 
Hz), 6.88-7.06(2H,m), 7.34-7.49(2H,m), 7.50- 
7.64(2H,m), 7.89-8.06(lH,m) o 

[0579] 

##ffl64 

, H-NMR(200MHz,CDCl 3 ) 6 ppm: 1 .06(3H,t,J=7. 
4Hz), 1.70-1.97(2H,m), 2.66(3H,s), 3.90(3H,s), 
3.97(2H,d,J=6.5Hz), 6.89-7.08(2H,m), 7.35-7. 
48(2H,m), 7.49-7.64(2H,m), 7.89-8.08(lH,m) o 



[0580] 
##0] 65 

1 H-NMR(200MHz,DMSO-d 6 ) 8 ppm: 1 .40-2.90 
Rlf 3.21-3.90[± 13H,m,2.33(s)],6.50-8.40[± 
4H,m,7.71(d,J=8.41Hz)L 



[0581] 

66 

1 H-NMR(200MHz,CDCl 3 ) 5ppm:2.85-4.90(^ 9 
H,m), 6.79-7.38 JSlXS 7.45-7.69(± 7H,m) 0 
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[0576] 

Reference Example 61 
compound 

<sup>l</sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :1.42 (3 H, t, J=7.0Hz ), 4.42 (2 H, q, J=7.0Hz ), 7.28 - 
7.78 and 7.85 - 8.18 (All 8 H, m). 

[0577] 

Reference Example 62 
compound 

<sup>l</sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :2.40 (3 H, s ), 2.67 (3 H, s ), 3.90 (3 H, s ), 7.18 - 7.31 
(2 H, m ), 7.37 - 7.58(4 H, m ), 7.91 - 8.05 (1 H, m ). 

[0578] 

Reference Example 63 
compound 

<sup>l</sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1 .44 (3 H, t, J=7.0Hz ), 2.66 (3 H, s ), 3.90 (3 H, s ), 
4. 10 (2 H, q, J=7.0Hz ), 6.88 - 7.06 (2 H, m ), 7.34- 7.49 (2 H, 
m ), 7.50 - 7.64 (2 H, m ), 7.89 - 8.06 (1 H, m ). 

[0579] 

Reference Example 64 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :1.06 (3 H, t, J=7.4Hz ), 1.70 - 1.97 (2 H, m ), 2.66 (3 H, 
s ), 3.90 (3 H, s ), 3.97 (2 H, d, J=6.5Hz ), 6.89- 7.08 (2 H, 
m ), 7.35 - 7.48 (2 H, m ), 7.49 - 7.64 (2 H, m ), 7.89 - 8.08 (1 
H,m). 

[0580] 

Reference Example 65 
compound 

<sup>K/sup>H-nmr (200 MHz , DMSO 
-d<sub>6</sub> );de ppm :1.40-2.90 and 3.21 - 3.90 {All 13 
H, m, 2.33 (s ) }, 6.50 - 8.40 {AH 4 H, m, 7.71 (d, 
J=8.41Hz)}. 

[0581] 

Reference Example 66 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :2.85-4.90 (All 9 H, m ), 6.79 - 7.38 and 7.45 - 7.69 (All 
7 H, m ). 
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[0582] 
##01] 68 

l H-NMR(200MHz,DMSO-d 6 ) 8 ppm:2.60-4.75 
(£ HH,m), 6.80-7.85 8H,m,7.77(d,J=8.80H 
z)3o 

[0583] 

###J 70 

1 H-NMR(200MHz,CDCl 3 ) 5 ppm:2.74(3H,s), 3. 
88(3H,s), 5.82-8.39[^ 8H,m,6.95(d,J-8.0Hz), 
8.15(d,J=8.52Hz)] 0 

[0584] 

##0"] 75 

1 H-NMR(200MHz,DMSO-d 6 ) d ppm:2.77(3H,s), 
3.42-3.50(2H,m), 3.78-3. 86(2H,m), 7.49(lH,d 
d,J=8.8Hz,J=2.2Hz), 7.83(1 H,d,J=8.8Hz), 7.84 
(lH,d,J=2.2Hz), 12.6-13.3(lH,m) 0 



[0585] 
•#« 76 

1 H-NMR(200MHz,DMSO-d 6 ) d ppm:0.86(6H,d,J 
=6.6Hz), 1. 8-2.05(1 H,m), 3.0(2H,d,J=7.2Hz), 
3.4-3.55(2H,m), 3.8-3.95(2H,m), 7.49(lH,dd,J= 
8.8Hz,J=2.2Hz), 7.83(lH,d,J=8.8Hz), 7.85(1H, 
d,J=2.2Hz), 12.8-13. l(lH,m) 0 

[0587] 

###] 78 

, H-NMR(200MHz,DMSO-d 6 ) d ppm:2.93(3H,s), 
4.56(2H,s), 7.20-7.50(5H,m), 7.62(2H,d,J=8.7 
Hz), 7.81(2H,d,J=8.7Hz), 8.76(lH,s) 0 



[0588] 

79 

1 H-NMR(200MHz,DMSO-d 6 ) d ppm:7.38-7.5 1(1 
H,m), 7.51-7.95(4H,m), 7.95-8. 10(lH,m), 8.68- 
7.95(2H,m), 10.3-13.5(lH,br) o 
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[0582] 

Reference Example 68 
compound 

<sup>K/sup>H-nmr (200 MHz , DMSO 
-d<sub>6</sub> );de ppm :2.60-4.75 (All 1 1 H, m ), 6.80 - 
7.85 {All 8 H, m, 7.77 (d, J=8.80Hz ) }. 

[0583] 

Reference Example 70 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :2.74 (3 H, s ), 3.88 (3 H, s ), 5.82 - 8.39 {All 8 H, m, 
6.95 (d, J=8.0Hz ), 8,15 (d, J=8.52Hz ) }. 

[0584] 

Reference Example 75 
compound 

<sup>K/sup>H-nmr (200 MHz , DMSO 
-d<sub>6</sub> );de ppm :2.77 (3 H, s ), 3.42 - 3.50 (2 H, 
m ), 3.78 - 3.86 (2 H, m ), 7.49 (1 H, dd, J=8.8Hz , J=2.2Hz ), 
7.83(1 H, d, J=8.8Hz ), 7.84 (1 H, d, J=2.2Hz ), 12.6 - 13.3 (1 
H,m). 

[0585] 

Reference Example 76 
compound 

<sup>K/sup>H-nmr (200 MHz , DMSO 
-d<sub>6</sub> );de ,ppm :0.86 (6 H, d, J=6.6Hz ), 1.8 - 2.05 
(1 H, m ), 3.0 (2 H, d J=7.2Hz ), 3.4 - 3.55 (2 H, m ), 3.8 
-3.95 (2 H, m ), 7.49 (1 H, dd, J=8.8Hz , J=2.2Hz ), 7.83 (1 H, 
d, J=8.8Hz ), 7.85 (1 H, d, J=2.2Hz ), 12.8 - 13.1 (1 H, m ). 

[0587] 

Reference Example 78 
compound 

<sup>K/sup>H-nmr (200 MHz , DMSO 
-d<sub>6</sub> );de ppm :2.93 (3 H, s ), 4.56 (2 H, s ), 7.20 - 
7.50 (5 H, m ), 7.62 (2 H, d, J=8.7Hz ), 7.81 (2 H, d, 
J=8.7Hz), 8.76(1 H,s). 

[0588] 

Reference Example 79 
compound 

<sup>K/sup>H-nmr (200 MHz , DMSO 

-d<sub>6</sub> );de ppm :7.38-7.51 (1 H, m ), 7.51 - 7.95 (4 

H, m ), 7.95 - 8.10 (1 H, m ), 8.68 - 7.95 (2 H, m ),10.3 - 13.5 
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[0589] 

&m\ 80 

1 H-NMR(200MHz,DMSO-d 6 ) d ppm:2.58(3H s s), 
7.38-7.48(2H,m), 7.48-7.64(1 H,m), 7.46-8.01 
(lH,m), 8.63(lH,d,J=5.0Hz), 8.80(lH,s) o 



[0590] 

81 

1 H-NMR(200MHz,DMSO-d 6 ) d ppm:2.22(3H,s), 
2.30-2.58(4H,m), 3.15-3.40(4H,m), 6.85-7.05 
(2H,m), 7.15-7.84(2H,m), 1 1.75-12.80(lH,br 
s) 0 

[0591] 
##191 94 

1 H-NMR(200MHz,DMSO-4) 6 ppm:0.77(3H,t,J 
-7.3Hz), 1.75(2H,q,J=7.3Hz), 4.15(2H,t,J=7.3H 
z), 7.31-7.97(3H,m), 8.02(1 H,d,J=1.7Hz), 8.11- 
8.27(2H,m) 0 

[0592] 

95 

, H-NMR(200MHz,DMSO-d 6 ) 6 ppm:7.19(lH,s), 
7.35-7.64(2H,m), 7.69(lH,s), 8.00-8.30(4H, 
m), 10.40-1 1.62(lH,brs) 0 



[0593] 

98 

1 H-NMR(200MHz,CDCl 3 ) 6 ppm: 1.55-1 .94(4H, 
m), 2.13-2.30(2H,m), 2.31-2.56(2H,m), 2.66(3 
H,s), 6.I8-6.35(lH,m), 7.15-7.42(2H,m), 7.90- 
8.18(lH,m) 0 

[0594] 

99 

1 H-NMR(200MHz,DMSO-d 6 ) d ppm:2.62(3H,s), 
7.58-7.82(2H,m), 7.88-8. 19(3H,m), 8.21-8.48 
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(lH,br). 
[0589] 

Reference Example 80 
compound 

<sup>K/sup>H-nmr (200 MHz , DMSO 
-d<sub>6</sub> );de ppm :2.58 (3 H, s ), 7.38 - 7.48 (2 H, 
m ), 7.48 - 7.64 (1 H, m ), 7.46 - 8.01 (1 H, m ),8.63 (1 H, d, 
J=5.0Hz ), 8.80 (1 H, s ). 

[0590] 

Reference Example 81 
compound 

<sup>l</sup>H-nmr (200 MHz , DMSO 
-d<sub>6</sub> );de ppm :2.22 (3 H, s ), 2.30 - 2.58 (4 H, 
m ), 3.15 - 3.40 (4 H, m), 6.85 - 7.05 (2 H, m ),7.15 - 7.84 (2 
H,m), 11.75 - 12.80(1 H,brs ). 

[0591] 

Reference Example 94 
compound 

<sup>K/sup>H-nmr (200 MHz , DMSO 
-d<sub>6</sub> );de ppm :0.77 (3 H, t, J=7.3Hz ), 1.75 (2 H, 
q, J=7.3Hz ), 4.15 (2 H, t, J=7.3Hz ), 7.31 - 7.97 (3 H, m ), 
8.02 (1 H, d, J=1.7Hz ), 8.1 1- 8.27 (2 H, m ). 

[0592] 

Reference Example 95 
compound 

<sup>l</sup>H-nmr (200 MHz , DMSO 
-d<sub>6</sub> );de ppm :7.19 (1 H, s ), 7.35 - 7.64 (2 H, 
m), 7.69(1 H,s), 8.00-8.30 (4 H,m), 10.40- 11.62(1 H, 
brs ). 

[0593] 

Reference Example 98 
compound 

<sup>l</sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :1.55-1.94 (4 H, m ), 2.13 - 2.30 (2 H, m ), 2.31 - 2.56 (2 
H, m ), 2.66 (3 H, s ), 6.18 -6.35 (1 H, m ), 7.15 - 7.42 (2 H, 
m), 7.90-8.18(1 H,m). 

[0594] 

Reference Example 99 
compound 

<sup>K/sup>H-nmr (200 MHz , DMSO 
-d<sub>6</sub> );de ppm :2.62 (3 H, s ), 7.58 - 7.82 (2 H, 
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(2H,m), 12.97(lH,s) 0 

[0595] 
###J 102 

'H-NMR^OOMH^CDCU) 6 ppm: 1 .42-2.00(6H, 
m), 2.18-2.46(2H,m), 2.47-2.79(2H,m), 2.66(3 
H,s), 6.21(lH,t,J=6.7Hz), 7.05-7.40(1 H,m), 7.8 
8-8.12(lH,m)o 

[0596] 

##«111 

1 H-NMR(200MHz,CDCl 3 )(5ppm:7.03-7.31(7H, 
m), 7.32-7.58(4H,m), 7.95(2H,d,J=8.35Hz) 0 

[0597] 
##« 113 

, H-NMR(200MHz,CDCl 3 )^ppm:2.30 4.15 
(ft 3H,ft s), 7.09-7.48(6H,m), 8.23(1 H,d,J=8.1 
Hz), 10.00-1 1.42(lH,m) 0 

[0598] 

114 

1 H-NMR(200MHz,CDCl 3 )(Jppm:2.73 &tf 3.87 
(ft 3H,ft s), 7.00 &tf 7.59(ft 2H,ft dd,J=8.8H 
z,J=2.1Hz), 7.36-7.52(2H,m), 8.03-8.21(lH, 
m) 0 

[0599] 

##0] 116 

1 H-NMR(200MHz,CDCl 3 )^ppm:2.14 &tf 3.85 
(ft 3H,ft s), 7.09-7.41 (5H,m), 7.71(lH,d,J=1.4 
Hz), 7.82(lH,dd,J-8.0Hz,J=l .5Hz) Q 

[0600] 

#*« 120 

1 H-NMR(200MHz,CDCl 3 ) d ppm: 1 .21-2.06 RlS 
2.48-2.82(£ 13H,m), 2.63(3H,s), 4.84-6.49(lH, 
m), 6.98-7.19(2H,m), 7.99(1 H,d,J=8.7Hz) 0 
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m ), 7.88 - 8.19 (3 H, m ), 8.21 - 8.48 (2 H, m ),12.97 (1 H, 
s). 

[0595] 

Reference Example 102 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.42-2.00 (6 H, m ), 2.18 - 2.46 (2 H, m ), 2.47 - 2.79 (2 
H, m ), 2.66 (3 H, s ), 6.21(1 H, t, J=6.7Hz ), 7.05 - 7.40 (1 H, 
m), 7.88 -8.12(1 H,m). 

[0596] 

Reference Example 1 1 1 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :7.03-7.31 (7 H, m ), 7.32 - 7.58 (4 H, m ), 7.95 (2 H, d, 
J=8.35Hz ). 

[0597] 

Reference Example 1 1 3 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :2.30 and 4.15 (Each 3 H, each s ), 7.09 - 7.48 (6 H, m ), 
8.23 (1 H, d, J=8.1Hz '), 10.00 - 11.42(1 H, m ). 

[0598] 

Reference Example 1 1 4 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :2.73 and 3.87 (Each 3 H, each s ), 7.00 and 7.59 (Each 2 
H, each dd, J=8.8Hz , J=2.1Hz ), 7.36 - 7.52 (2 H, m ), 8.03- 
8.21 (1 H,m). 

[0599] 

Reference Example 1 16 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :2.14 and 3.85 (Each 3 H, each s ), 7.09 - 7.41 (5 H, m ), 
7.71 (1 H, d, J=1.4Hz ), 7.82 (1 H, dd, J=8.0Hz , J=1.5Hz ). 

[0600] 

Reference Example 1 20 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :1.21-2.06 and 2.48 - 2.82 (All 13 H, m ), 2.63 (3 H, s ), 
4.84 - 6.49 (1 H, m % 6.98 -7.19 (2 H, m ), 7.99 (1 H, d, 
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[0601] 

##0J 121 

nits® 

1 H-NMR(200MHz,CDCl 3 ) d ppm: 1 .40-2.23 RlS 
2.87-3. \4(± 9H,m), 2.64(3H,s), 6.98-7.24(2H, 
m), 8.00(lH,d,J=8.7Hz) o 

[0602] 

122 

1 H-NMR(200MHz,DMSO-d 6 ) 6 ppm: 1 .49-1 .88(4 
H,m), 2.08-2.19 RlS 2.20-2.52(# 2H,& m), 6. 
20-6.40(1 H,m), 7.51 RlS 7.87(& 2H,& d,& J= 
8.4Hz), 12.42-13. 18(lH,m) 0 



[0603] 

123 

, H-NMR(200MHz,DMSO-d 6 ) d ppm: 1 .49-1 .68(4 
H,m), 1.69-1.91(2H,m), 2.18-2.37(2H,m), 2.45- 
2.67(2H,m), 6.23(lH,t,J=6.7Hz), 7.42 Rtf 7.86 
(# 2H,& d,& J=8.4Hz), 7.28-7.79(lH,m) 0 



[0604] 

##01 129 

1 H-NMR(200MHz } CDCl 3 ) d ppm:2.75(3H,m), 
7.29-7.74(7H,m), 8. 1 0-8.22( 1 H,m) Q 



[0605] 

138 

1 H-NMR(200MHz,DMSO-d 6 ) 6 ppm: 1 .34(3H,t,J 
=7.2Hz), 4.33(2H,q,J=7.2Hz), 6.80-6.95(lH,m), 
7.20-7.35(lH,m), 7.55-7.65(1 H,m), 7.98-8.16 
(4H,m), 8.45-8.60(2H,m) o 

[0606] 

139 

1 H-NMR(200MHz,DMSO-d 6 ) d ppm:1.34(3H,t,J 
=7.2Hz), 2.29(3H,s), 4.33(2H,q,J=7.2Hz), 7.10- 
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J=8.7Hz). 
[0601] 

Reference Example 121 
compound 

<sup>l</sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.40-2.23 and 2.87 - 3.14 (All 9 H, m ), 2.64 (3 H, s ), 
6.98 - 7.24 (2 H, m ), 8.00(1 H, d, J=8.7Hz ). 

[0602] 

Reference Example 122 
compound 

<sup>l</sup>H-nmr (200 MHz , DMSO 
-d<sub>6</sub> );de ppm :1.49-1.88 (4 H, m ), 2.08 - 2.19 
and 2.20 - 2.52 (Each 2 H, each m ), 6.20 - 6.40 (1 H, 
m ),7.51 and 7.87 (Each 2 H, each d, each J-8.4Hz ), 12.42 - 
13.18(1 H,m). 

[0603] 

Reference Example 123 
compound 

<sup>K/sup>H-nmr (200 MHz , DMSO . 
-d<sub>6</sub> );de ppm :1.49-1.68 (4 H, m ), 1.69 - 1.91 (2 
H, m ), 2.18 - 2.37 (2 H, m ), 2.45 - 2.67 (2 H, m ),6.23 (1 H, 
t, J=6.7Hz ), 7.42 and 7.86 (Each 2 H, each d, each J=8.4Hz ), 
7.28- 7.79 (lH,m). 

[0604] 

Reference Example 129 
compound 

<sup>l</sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :2.75 (3 H, m ), 7.29 - 7.74 (7 H, m ), 8.10 - 8.22 (1 H, 
m). 

[0605] 

Reference Example 138 
compound 

<sup>l</sup>H-nmr (200 MHz , DMSO 
-d<sub>6</sub> );de ppm :1.34 (3 H, t, J=7.2Hz ), 4.33 (2 H, 
q, J-7.2Hz ), 6.80 - 6.95 (1 H, m ), 7.20 - 7.35 (1 H, m ), 7.55 
-7.65 (1 H, m ), 7.98 - 8.16 (4 H, m ), 8.45 - 8.60 (2 H, m ). 

[0606] 

Reference Example 139 
compound 

<sup>K/sup>H-nmr (200 MHz , DMSO 

-d<sub>6</sub> );de ppm :1.34 (3 H, t, J=7.2Hz ), 2.29 (3 H, 
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7.20(lH,m), 7.50-7.58(lH,m), 7.95-8. 15(4H,m), 
8.33(lH,s), 8.43(lH,s) 0 

[0607] 

140 

'H-NMR^OOMH^CDClj) 6 ppm: 1 .40(3H,t,J=7. 
2Hz), 4.21(2H,s), 4.37(2H,q,J=7.2Hz), 7.60-7.7 
0(2H,m), 8.00-8.1 l(2H,m), 8.42(lH,brs) 0 

[0608] 

##$J 141 

nits® 

1 H-NMR(200MHz,CDCl 3 ) 8 ppm:2.61(3H,s), 3. 
88(3H,s), 4.20(2H,s), 7.40-7.55(2H,m), 7.90-8. 
01(lH,m), 8.30(lH,brs)o 

[0609] 

142 

1 H-NMR(200MHz,DMSO-d 6 ) 8 ppm: 7. 40-7. 5 5(1 
H,m), 7.85-8.03(2H,m), 8.03-8.25(4H,m), 8.85- 
9.00(2H,m), 12.4-14.1(lH,brs) 0 

[0610] 

143 

, H-NMR(200MHz,DMSO-d 6 ) 8 ppm:2.4 1 (3H,s), 
7.75-7.95(2H,m), 7.95-8.25(4H,m), 8.70(1H, 
s), 8.85(lH,s), 12.6-13.6(lH,brs) 0 

[0611] 
##0>J 144 

1 H-NMR(200MHz,CDCl 3 ) 8 ppm:2.07(6H,s), 5. 
94(2H,s), 7.30-7.40(2H,m), 8.20-8.30(2H,m), 1 
0.7-12.1(lH,brs) o 

[0612] 

145 

, H-NMR(200MH 2 ,CDC1 3 ) 8 ppm:2.70(3H,s), 3. 
92(3H,s), 7.22-7.35(lH,m), 7.70-7.96(4H,m), 
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s ), 4.33 (2 H, q, J=7.2Hz ), 7.10 - 7.20 (1 H, m ), 7.50 - 
7.58(1 H, m ), 7.95 - 8.15 (4 H, m ), 8.33 (1 H, s ), 8.43 (1 H, 
s). 

[0607] 

Reference Example 140 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1 .40 (3 H, t, J=7.2Hz ), 4.21 (2 H, s ), 4.37 (2 H, q, 
J-7.2Hz ), 7.60 - 7.70 (2 H, m ), 8.00 - 8.1 1(2 H, m ), 8.42 (1 
H, brs). 

[0608] 

Reference Example 14,1 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :2.61 (3 H, s ), 3.88 (3 H, s ), 4.20 (2 H, s ), 7.40 - 7.55 
(2 H, m ), 7.90 - 8.01(1 H, m ), 8.30 (1 H, brs ). 

[0609] 

Reference Example 142 
compound 

<sup>l</sup>H-nmr (200 MHz , DMSO 
-d<sub>6</sub> );de ppm :7.40-7.55 (lH,m), 7.85 - 8.03 (2 
H, m ), 8.03 - 8.25 (4 H, m ), 8.85 - 9.00 (2 H, m ),12.4 - 14.1 
(1 H,brs ). 

[0610] 

Reference Example 143 
compound 

<sup>l</sup>H-nmr (200 MHz , DMSO 
-d<sub>6</sub> );de ppm :2.41 (3 H, s ), 7.75 - 7.95 (2 H, 
m ), 7.95 - 8.25 (4 H, m ), 8.70 (1 H, s ), 8.85(1 H, s ), 12.6 - 
13.6(1 H, brs). 

[0611] 

Reference Example 144 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :2.07 (6 H, s ), 5.94 (2 H, s ), 7.30 - 7.40 (2 H, m ), 8.20 - 
8.30 (2 H,m), 10.7-12.1 (1 H, brs ). 

[0612] 

Reference Example 145 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :2.70 (3 H, s ), 3.92 (3 H, s ), 



Page 66 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP1997221476A 



8.03(1 H,d,J=8.2H z ), 8.67-8.78( 1 H,m) 0 



[0613] 

146 

1 H-NMR(200MH Z ,CDC1 3 ) 8 ppm: 1 .92-2. 18 &lf 
3.21-3.45(± 8H,m), 3.85(3H,s), 6.38(lH,dd,J= 
2.5H Z ,J=2.5H Z ), 6.52(lH,d,J=2.45H z ), 7.88(1H, 
d,J=11.3H z )o 



[0614] 

##0] 147 

1 H-NMR(200MH Z ,CDC1 3 ) 8 ppm:3.29(4H,tJ-4. 
8H Z ), 3.84(4H,t,J=5.1H z ), 3.87(3H,s), 6.73(1H, 
dd,J=2.8H z ,2.6H z ), 6.86(lH,d,J=2.7H z ), 7.85(1 
H,d,J=9.0H z ) o 



[0615] 
mm 148 

'H-NMR^OOMH^CDCb) 8 ppm:2.60(3H,s), 3. 
85(3H,s), 5.09(2H,s), 6.72-6.99[2H,m,6.83(lH, 
s)] ,7.25-7.48(5H,m), 7.93( 1 H,d,J=9. 1 H z ) 0 



[0616] 

#%#J 150 

'H-NMR^OOMH^CDC^) 8 ppm: 1 .35(6H,d,J=6. 
1H Z ), 2.59(3H,s), 3.85(3H,m), 4.49-4.71(lH, 
m), 6.61-6.78(2H,m), 7.82-7.98(1 H,m) e 



[0617] 

##«1J 151 

'H-NMR(200MH Z ,CDC1 3 ) 8 ppm:0.98(3H,t,J=7. 
8H Z ), 1.30-1.89(4H,m), 2.59(3H,s), 3.85(3H,s), 
4.13(2H,t,J=6.5H z ), 6.68-6.80(2H,m), 7.83-7.9 
9(lH,m)o 
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7.22 - 7.35 (1 H, m ), 7.70 - 7.96 (4 H, m ), 8.03(1 H, d, 
J=8.2H<sub>Z</sub> ), 8.67 - 8.78 (1 H, m ). 

[0613] 

Reference Example 146 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :1.92-2.18 and 3.21 - 3.45 (All 
8 H, m ), 3.85 (3 H, s ), 6.38 (1 H, dd, J=2.5H<sub>Z</sub>, 
J=2.5H<sub>Z</sub> ), 6.52 (1 H, d, 
J=2.45H<sub>Z</sub> ), 7.88(1 H, d, 
J=11.3H<sub>Z</sub>). 

[0614]. 

Reference Example 147 
compound 

<sup>l</sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :3.29 (4 H, t, 
J=4.8H<sub>Z</sub> ), 3.84 (4 H, t, J=5.1H<sub>Z</sub> ), 
3.87 (3 H, s ), 6.73 (1 H, dd, J=2.8H<sub>Z</sub>, 
2.6H<sub>Z</sub> ), 6.86 (1 H, d, J=2.7H<sub>Z</sub> ), 
7.85 (1 H, d, J=9.0H<sub>Z</sub> ). 

[0615] 

Reference Example 148 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :2.60 (3 H, s ), 3.85 (3 H, s ), 
5.09 (2 H, s ), 6.72 - 6.99 {2 H, m, 6.83 (1 H, s ) }, 7.25 - 
7.48(5 H, m ), 7.93 (1 H, d, J=9.1H<sub>Z</sub> ). 

[0616] 

Reference Example 150 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm : 1 .35 (6 H, d, 
J-6.1H<sub>Z</sub> ), 2.59 (3 H, s ), 3.85 (3 H, m ), 4.49 - 
4.71 (1 H, m ), 6.61 - 6.78(2 H, m ), 7.82 - 7.98 (1 H, m ). 

[0617] 

Reference Example 1 5 1 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :0.98 (3 H, t, 
J=7.8H<sub>Z</sub> ), 1.30 - 1.89 (4 H, m ), 2.59 (3 H, s ), 
3.85 (3 H, s ), 4.13 (2 H, t, J=6.5H<sub>Z</sub> ), 6.68- 6.80 
(2 H,m), 7.83 -7.99(1 H, m ). 
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[0618] 

152 

, H-NMR(200MH Z ,CDC1 3 ) 6 ppm: 1 ,03(6H,d,J=6. 
7H Z ), 1.98-2.21(lH,m), 2.59(3H,s), 3.75(2H,d,J 
=6.6H 2 ), 3.85(3H,s), 6.66-6.8 l(2H,m), 7.82-7.9 
9(lH,m) 0 



[0619] 

153 

1 H-NMR(200MH Z ,CDC1 3 ) d ppm:3.94(3H,s), 7. 
58(lH,dd,J=8.6,2.2H z ), 7.78(1 H,d,J=2.2H z ), 7.9 
0(lH,d,J=8.6H z ), 8.32(lH,brs) 0 



[0620] 

154 

'H-NMR^OOMH^DMSO^) 6 ppm:2.50(3H,s), 
3.78(3H,s), 4.75(2H,s), 6.73-6.93(2H,m), 7.82 
(lH,d,J=8.5H z ), 13.09(lH,brs) o 



[0621] 

###J 156 

l H-NMR(200MH z ,CDCl 3 ) 6 ppm:2.88(3H,s), 3. 
41-3.50(2H,m), 3.79-3.89(2H,m), 3.89(3H,s), 
3.90(3H,s), 7.49(lH,d,J=8.2H z ), 7.87(lH,d,J=l. 
7H Z ), 7.65(1 H,dd,J=8.2H z ,1.7H z ) 0 



[0622] 

157 

'H-NMR^OOMH^CDCl-j) 6 ppm:3.77,3.83 RlS 
3.93(^& 3H,& s), 6.89-7.08(2H,m), 7.15-7.44(3 
H,m), 7.54-7.79(2H,m) 0 



[0623] 

158 
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[0618] 

Reference Example 152 
compound 

<sup>K/sup>H-nmr (200 MH<sut»Z</sub>, 
CDCKsub>3</sub> );de ppm :1.03 (6 H, d, 
J=6.7H<sub>Z</sub> ), 1.98 - 2.21 (1 H, m ), 2.59 (3 H, s ), 
3.75 (2 H, d, J=6.6H<sub>Z</sub> ), 3.85 (3 H, s ), 6.66- 
6.81 (2 H, m ), 7.82 - 7.99 (1 H, m ). 

[0619] 

Reference Example 1 53 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :3.94 (3 H, s ), 7.58 (1 H, dd, 
J=8.6, 2.2H<sub>Z</sub> ), 7.78 (1 H, d, 
J=2.2H<sub>Z</sub> ), 7.90 (1 H, d, J=8.6H<sub>Z</sub> ), 
8.32(1 H,brs). 

[0620] 

Reference Example 1 54 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de ppm :2.50 (3 H, s ), 3.78 (3 H, s ), 4.75 
(2 H, s ), 6.73 - 6.93 (2 H, m ), 7.82 (1 H, d, 
J=8.5H<sub>Z</sub> ), 13.09 (1 H, brs ). 

[0621] 

Reference Example 156 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :2.88 (3 H, s ), 3.41 - 3.50 (2 H, 
m ), 3.79 - 3.89 (2 H, m ), 3.89 (3 H, s ), 3.90(3 H, s ), 7.49 (1 

H, d, J=8.2H<sub>Z</sub> ), 7.87 (1 H, d, 
J=1.7H<sub>Z</sub> ), 7.65 (1 H, dd, J=8.2H<sub>Z</sub>, 

I. 7H<sub>Z</sub>). 

[0622] 

Reference Example 157 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :3.77, 3.83 and 3.93 (Each 3 H, 
each s ), 6.89 - 7.08 (2 H, m ), 7.15 - 7.44 (3 H, m ), 7.54 
-7.79 (2 H, m ). 

[0623] 

Reference Example 1 58 
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1 H-NMR(200MH Z) CDC1 3 ) (^ppm:3.84,3.88 JkJf 
3.94(& 3H,# s), 6.83-6.98(1 H,m), 7.02-7.18(2 
H,m), 7.27-7.43(2H,m), 7.64(1 H,d,J=1.4H z ), 7. 
71(lH,dd,J=1.6H z ,7.8H z ) e 



[0624] 

i6o 

1 H-NMR(200MH Z ,CDC1 3 ) 6 ppm:0.79-1.02[9H, 
m,0.96(s)],1.59(2H,t,J=7.8H z ), 3.86(3H,s), 3.89 
(3H,s), 4.23(2H,t,J=7.5H z ), 6.90(lH,dd,J=8.5H 
Z ,8.5H Z ), 7.03(lH,s), 7.43(1 H,d,J=1.7H z ), 7.80 
(lH,d,J=8.5H z ) 0 



[0625] 
##0fl 161 

, H-NMR(200MH z ,DMSO-d 6 ) 6 ppm:2.55(3H,s), 
4.53(2H,s), 4.55(2H,s), 7.25-7.55(7H,m), 7.88 
(lH,d,JM9H z ), 12.88(lH,s) 0 



[0626] 

162 

1 H-NMR(200MH z ,DMSO-d 6 ) 6 ppm:2.62(3H,s), 
7.70-7.82(lH,m), 7.90-8. 13(3H,m), 8.20-8.40 
(2H,m), 8.72-8.86(1 H,m) 0 



[0627] 
###J 163 

, H-NMR(200MH z ,DMSO-d 6 ) 6 ppm: 1 .85-2. 1 2(4 
H,m), 3.12-3.46(4H,m), 6.35-6.62(2H,m), 7.74 
(lH,d,J=8.6H z ), 12.35(lH,brs)o 

[0628] 
##01 164 

, H-NMR(200MH z ,DMSO-d 6 ) 6 ppm:3.25(4H,t,J 
=5.0H Z ), 3.70(4H,t,J=5.0H z ), 6.80-7.09(2H,m), 
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compound 

<sup>l</sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :3.84, 3.88 and 3.94 (Each 3 H, 
each s ), 6.83 - 6.98 (1 H, m ), 7.02 - 7.18 (2 H, m ), 7.27 
-7.43 (2 H, m ), 7.64 (1 H, d, J=1.4H<sub>Z</sub> ), 7.71 (1 

H, dd, J=1.6H<sub>Z</sub>, 7.8H<sub>Z</sub> ). 

[0624] 

Reference Example 160 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :0.79-1.02 {9 H, m, 0.96 (s ) }, 

I. 59 (2H, t, J=7.8H<sub>Z</sub> ), 3.86 (3 H, s ), 3.89 (3 H, 
s ), 4.23 (2 H, t, J=7.5H<sub>Z</sub> ), 6.90 (1 H, dd, 
J=8.5H<sub>Z</sub>, 8.5H<sub>Z</sub> ),7.03 (1 H, s ), 
7.43 (1 H, d, J=1.7H<sub>Z</sub> ), 7.80 (1 H, d, 
J=8.5H<sub>Z</sub> ). 

[0625] 

Reference Example 161 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de ppm :2.55 (3 H, s ), 4.53 (2 H, s ), 4.55 
(2 H, s ), 7.25 - 7.55 (7 H, m ), 7.88 (1 H, d, 
J=9H<sub>Z</sub> ), 12.88 (lH,s). 

[0626] 

Reference Example 162 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de ppm :2.62 (3 H, s ), 7.70 - 7.82 (1 H, 
m ), 7.90 - 8.13 (3 H, m ), 8.20 - 8.40 (2 H, m ),8.72 - 8.86 (1 
H,m). 

[0627] 

Reference Example 1 63 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de ppm :1.85-2.12 (4 H 5 m ), 3.12 - 3.46 (4 
H, m ), 6.35 - 6.62 (2 H, m ), 7.74 (1 H, d, 
J=8.6H<sub>Z</sub>), 12.35(1 H,brs ). 

[0628] 

Reference Example 164 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de ppm :3.25 (4 H, t, 
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7.75(1 H,d,J=8.7H z )o 



[0629] 

166 

^-NMR^OOMH^DMSO-d*) 8 ppm: 1 .26(6H,d,J 
=6.0H Z ), 2.49(3H,s), 4.56-4.80(lH,m), 6.69-6,8 
5(2H,m), 7.75-7.85(lH,m), 12.39(lH,s) 0 



[0630] 

167. 

l H-NMR(200MH z ,DMSO-d«) 8 ppm:0.93(3H,t,J 
=7.3H Z ), 1.33-1.55(2H,m), 1.57- 1.8 l(2H,m), 2. 
5 1 (3H,s), 4.01 (2H,t, J=6.4H z )6.72-6.90[2H,m,6. 
83(1 H,s)3 ,7.82( 1 H,d, J=7.6H Z ), 1 2.4 1 ( 1 H,s) e 



[0631] 

##« 168 

1 H-NMR(200MH z ,DMSO-d 6 ) 8 ppm:0.96(6H,d,J 
=6.7H Z ), 1.87-2.15(lH,m), 2.50(3H,s), 3.78(2 
H,d,J=6.5H z ), 6.72-6.88[2H,m,6.82(lH,s)],7.81 
(lH,d,J=7.8H z ), 12.40(lH,brs) e 



[0632] 
#3f#J 169 

1 H-NMR(200MH Z ,CDC1 3 ) 8 ppm:0.97(6H,d,J=6. 
6H Z ), 1.23(3H,t,J=7.0H z ), 1.85-2,10(lH,m), 3.1 
3(2H,d,J=7.5H z ), 3.39(2H,q,J-7H z ), 6.54(1 H,s), 
7.36(lH,dd,J=8.7H z ,2.2H z ), 7.63(1 H,d,J=2.2H 
z), 7.98(1 H,d,J=8.7H z ) 0 



[0633] 

170 

, H-NMR(200MH z ,DMSO-d 6 ) 8 ppm:2.57(3H,s), 
5.17(2H,s), 6.58-6.92 RlS 6.93-8.03(£ 12H, 
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J-5.0H<sub>Z</sub> 3.70 (4 H, t, J=5.0H<sub>Z</sub> ), 
6.80 - 7.09 (2 H, m ), 7.75 (1 H, d, J=8.7H<sub>Z</sub> ). 

[0629] 

Reference Example 166 
compound 

<sup>l</sup>H-nmr (200 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de ppm : 1.26 (6 H, d, 
J=6.0H<sub>Z</sub> ), 2.49 (3 H, s ), 4.56 - 4.80 (1 H, m ), 
6.69 - 6.85 (2 H, m ), 7.75 -7.85 (1 H, m ), 12.39 (1 H, s,). 

[0630] 

Reference Example 167 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de ppm :0.93 (3 H, t, 
J=7.3H<sub>Z</sub> ), 1.33 - 1.55 (2 H, m ), 1.57 - 1.81 (2 

H, m ), 2.51 (3 H, s ), 4.01(2 H, t, J=6.4H<sub>Z</sub> ) 
6.72 - 6.90 {2 H, m, 6.83 (1 H, s ) }, 7.82 (1 H, d, 
J=7.6H<sub>Z</sub> ), 12.41 (1 H, s ). 

[0631] 

TRANSLATION STALLEDReference Example 168 
compound 

<sup>K/sup>H-nmr ( 200 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de ppm :0.96 (6 H, d, 
J=6.7H<sub>Z</sub> ), 1.87-2.15 (1 H, m ), 2.50 (3 H, s ), 
3.78 (2 H, d, J=6.5H<sub>Z</sub> ), 6.72 - 6.88{2 H, m, 
6.82 (1 H, s ) }, 7.81 (1 H, d, J=7.8H<sub>Z</sub> ), 12.40 
(1 H, brs ). 

[0632] 

Reference Example 169 
compound 

<sup> 1 </sup>H-nmr (200 MH<sub>Z</sub>, 
CDCl<sub>3</sub> );de ppm :0.97 (6 H, d, 
J-6.6H<sub>Z</sub> ), 1.23 (3 H, t, J=7,0H<sub>Z</sub> ), 

I . 85 - 2. 10 (1 H, m ), 3. 13 (2 H, d, J=7.5H<sub>Z</sub> ), 
3.39 (2 H, q, J=7H<sub>Z</sub> ), 6.54(1 H, s ), 7.36 (1 H, 
dd, J=8.7H<sub>Z</sub>, 2.2H<sub>Z</sub> ), 7.63 (1 H, d, 
J=2.2H<sub>Z</sub> ), 7.98 (1 H, d, J=8.7H<sub>Z</sub> ). 

[0633] 

Reference Example 1 70 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de ppm :2.57 (3 H, s ), 5.17 (2 H, s ), 6.58 - 
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m), 12.56-12.94(lH,m) 0 

[0634] 

##01 171 

1 H-NMR(250MH z ,DMSO-d 6 ) d ppm:2.84(2H,t,J 
=4.6H Z ), 3.70(2H,t,J=4.6H 2 ), 4.64(2H,s), 7.17 
(4H,s), 7.54(lH,dd,J=7H z ,1.6H z ), 7.76-7.83(2H, 
m), 9.01(lH,s) o 



[0635] 
##0!l 172 

1 H-NMR(200MH z ,DMSO-d 6 ) 6 ppm:0.83(6H,d,J 
=6.6H Z ), 1.68-1.97(lH,m), 2.42(2H,d,J=7.2H z ), 
2.48(3H,s), 6.93-7. 13(2H,m), 7.74(1 H,d,J=8.5 
H z )o 



[0636] 

##01 173 

1 H-NMR(200MH z ,DMSO-d 6 ) 6 ppm:2.6 1 (3H,s), 
4.10-5.40(2H,brs), 7.32-7.90(4H,m), 7.95(1H, 
d,J=8.2H z ), 9.22(lH,d,J=5.8H z ) 0 



[0637] 
##09 174 

1 H-NMR(200MH z> DMSO-d 6 ) d ppm:2.86(2H,t,J 
=5.8H Z ), 3.67(2H,t,J=5.8H z ), 3.89(3H,s), 4.63 
(2H,s), 7.18(4H,s), 7.4-7.6(2H,m), 7.84(lH,s) } 
7.95(1 H,d,J=8.2H z ) 0 



[0638] 
##01 178 

1 H-NMR(200MH z ,DMSO-d 6 ) S ppm:0.93(9H,s), 
1.55(2H,t,J=7.5H z ), 3.76(3H,s), 4.15(2H,t,J=7. 
4H Z ), 7.05(lH,dd,J=8.6H z ,8.6H z ), 7.64(lH,d,J= 
8.9H Z ), 7.34(1 H,d,J=l-6H z ), 9.88(lH,s) Q 
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6.92 and 6.93 - 8.03 (All 12 H, m ), 12.56- 12.94 (1 H, m ). 
[0634] 

Reference Example 171 
compound 

<sup>H/sup>H-nmr (250 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de ppm :2.84 (2 H, t, 
J=4.6H<sub>Z</sub> ), 3.70 (2 H, t, J=4.6H<sub>Z</sub> ), 
4.64 (2 H, s ), 7.17 (4 H, s ), 7.54 (1 H, dd, 
J=7H<sub>Z</sub>, 1 .6H<sub>Z</sub> ), 7.76 - 7.83(2 H, 
m ), 9.01 (1 H, s ). 

[0635] 

Reference Example 1 72 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de ppm :0.83 (6 H, d, 
J=6.6H<sub>Z</sub> ), 1.68 - 1.97 (1 H, m ), 2.42 (2 H, d, 
J=7.2H<sub>Z</sub> ), 2.48 (3 H, s ), 6.93 - 7.13(2 H, m ), 
7.74 (1 H, d, J=8.5H<sub>Z</sub> ). 

[0636] 

Reference Example 1 73 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de ppm :2.61 (3 H, s ), 4.10 - 5.40 (2 H, 
brs ), 7.32 - 7.90 (4 H, m ), 7.95 (1 H, d, 
J=8.2H<sub>Z</sub> ), 9.22(1 H, d, J=5.8H<sub>Z</sub> ). 

[0637] 

Reference Example 1 74 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de ppm :2.86 (2 H, t, 
J=5.8H<sub>Z</sub> ), 3.67 (2 H, t, J=5.8H<sub>Z</sub> ), 
3.89 (3 H, s ), 4.63 (2 H, s ), 7.18 (4 H, s ), 7.4 - 7.6(2 H, m ), 
7.84 (1 H 5 s ), 7.95 (1 H, d, J=8.2H<sub>Z</sub> ). 

[0638] 

Reference Example 178 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de ppm :0.93 (9 H, s ), 1 .55 (2 H, t, 
J=7.5H<sub>Z</sub> ), 3.76 (3 H, s ), 4.15 (2 H, t, 
J-7.4H<sub>Z</sub> ), 7.05 (1 H, dd, J=8.6H<sub>Z</sub>, 
8.6H<sub>Z</sub> ), 7.64 (1 H, d, 

J=8.9H<sub>Z</sub> ),7.34 (1 H, d, J=1.6H<sub>Z</sub> ), 
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[0820] 

mmm 143 

m 1%RXS 101 0Mb6tt*»fc. 
[1120] 

Hiteflq 147 

1 H-NMR(200MH Z ,CDC1 3 ) 5 ppm: 1 .35-3.55 RXf 
4.50-5.10[£ 16H,m,2.20(s), 2.39(s), 4.69(s)],6. 
54(lH,d,J=8.27H z ), 6.71(lH,d,J=12.82H z ), 6.78 
-6.95(1 H,m), 7.05-7.50 &tf 7.75-8.20(± 3H, 
m) 0 



[1121] 

mmm us 

1 H-NHR(200MHz,CDCl 3 ) d ppm:0.98-3.94,4.41- 
4.6 1 R XS 5 .03-5. 1 9 C ± 24H,m, 1 . 1 2(t, J=6.67Hz), 
4.57(s)],6.38-7.52 Rtf 8.16-8.38(£ 13H,m) 0 



[1122] 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm:0.86-3.9 1,4.36- 
4.6iatf5.00-5.20C±27H,m,1.12(U=7.08Hz), 
2.34(s), 4.54(s)],7.39-7.53 &Z$ 8.14-8.42(± 12 
H,m) 0 

[1123] 

mi&m 151 

1 H-NHR(200MHz,CDCl 3 ) d ppm:0.90-4.24,4.52- 
4.81 &tf5.08-5.24[±27H,m,1.25(t,J=7.27), 2. 
60(s), 4.67(s).4.76(s)],6.48-7.71 &lf 8.25-8.62 
(£ 12H,m) 0 

[1124] 

mi&m 152 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm:0.93-4. 1 8,4.35- 
4.69 RlS 5.00-5.2 1 1£ 27H,m, 1 . 1 2(t,J=6.62Hz), 
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9.88 (lH,s). 
[0820] 

Working Example 143 

With to similar aforementioned Working Example 79, and 
compound of 101 wereacquired making use of suitable 
starting material . 

{1120} 

Working Example 147 
compound 

<sup> 1 </sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm : 1.35-3. 55 and 4.50 - 5.10 {All 
16 H, m, 2.20 (s ), 2.39 (s ), 4.69 (s ) }, 6.54 (1 H, d, 
J=8.27H<sub>Z</sub>- ), 6.71 (1 H, d, 
J=12.82H<sub>Z</sub> ), 6.78 - 6.95(1 H, m ), 7.05 - 7.50 
and 7.75 - 8.20 (All 3 H, m ). 

{1121} 

Working Example 148 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.98-3.94, 4.41-4.61 and 5.03 - 5.19 {All 24 H, m, 1.12 
(t, J=6.67Hz ), 4.57 (s ) }, 6.38 - 7.52 and 8.16 - 8.38 (All 13 
H,m). 

{1122} 

Working Example 150 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.86-3.91, 4.36-4.61 and 5.00 - 5.20 {All 27 H, m, 1.12 
(t, J=7.08Hz ), 2.34 (s ), 4.54 (s ) }, 7.39 - 7.53 and 8.14 - 
8.42 (All 12H,m). 

{1123} 

Working Example 151 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :0.90-4.24, 4.52-4.81 and 5.08 - 5.24 {All 27 H, m, 1.25 
(t, J=7.27 ), 2.60 (s ), 4.67 (s ). 4.76 (s ) }, 6.48 - 7.71 and 
8.25-8.62 (All 12H,m). 

{1124} 

Working Example 152 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :0.93-4.18, 4.35-4.69 and 5.00 - 5.21 {All 27 H, m, 1.12 
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2.30(s), 4.53(s)],6.48-7.62 JSiXS 8.18-8.40(± 12 
H,m) 0 

[1125] 

mmm 153 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm:0.90-4. 1 8,4.35- 
4.70 &lf 5.05-5.18[± 27H,m,3.89(s), 4.59(s)], 
6.45-8.12X1/ 8.90-9.25(± 12H,m) 0 

[1126] 

mmm 154 

1 H-NHR(200MHz,CDCl 3 ) d ppm:0.95-3.9 1,4.3 1- 
4.68XlM.98-5.20[£27H,m,1.12(t,J=7.20Hz), 
3.80(s), 4.53(s)],6.48-7.61 S.U 8.29-8.42(£ 12 
H,m) 0 

[1127] 

mmm 155 

, H-NHR(200MHz,CDCl 3 ) 8 ppm:0. 96-3. 94,4.40- 
4.62 RZf 5.00-5.20(£ 27H,m, 1 . 1 2(t,J=7. 1 8Hz), 
2.33(s), 4.56(s)],6.50-7.60 Rtf 8.34-8.48(± 12 
H,m)c 

[1128] 

mmm \S6 

1 H-NHR(200MHz,CDCl 3 ) d ppm:0.96-3.92,4.3 1- 
4.62 RZf 5.0-5.21[£ 27H,m,1.12(t,J=7.24Hz), 
3.77(s), 4.50(s)],6.45-7.65 &lf 8.32-8.52(± 12 
H,m) 0 

[1129] 

mmm 157 

, H-NHR(200MHz,CDCl 3 ) 6 ppm:0.84-4.15,4.39- 
4.62Xi;5.05-5.40[±24H,m,l.ll(t,J=5.70Hz), 
5.15(s), 5.29(s)],6.54(lH,d,J=6.48Hz), 6.78(1H, 
d,J=6.66Hz), 6.98-7.75 &lf 7.95-8.I2[± 11H, 
m,7.35(s), 7.99(s)] 0 

[1130] 
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(t, J=6.62Hz ), 2.30 (s ), 4.53 (s ) }, 6.48 - 7.62 and 8.18 - 
8.40 (All 12 H, m ). 

{1125} 

Working Example 1 53 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.90-4.18, 4.35-4.70 and 5.05 - 5.18 {All 27 H, m, 3.89 
(s ), 4.59 (s ) }, 6.45 - 8.12 and 8.90 - 9.25 (All 12 H, m ). 

{1126} 

Working Example 154 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :0.95-3.91, 4.31 -4.68 and 4.98 - 5.20 {All 27 H, m, 1.12 
(t, J=7.20Hz ), 3.80 (s ), 4.53 (s ) }, 6.48 - 7.61 and 8.29 - 
8.42 (All 12H,m). 

{1127} 

Working Example 1 55 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.96-3.94, 4.40-4.62 and 5.00 - 5.20 {AH 27 H, m, 1.12 
(t, J=7.18Hz ), 2.33 (s ), 4.56 (s ) }, 6.50 - 7.60 and 8.34 - 
8.48 (All 12H,m). 

{1128} 

Working Example 1 56 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.96-3.92, 4.31 -4.62 and 5.0 - 5.21 {All 27 H, m, 1.12 
(t, J=7.24Hz ), 3.77 (s ), 4.50 (s ) }, 6.45 - 7.65 and 8.32 - 
8.52 (All 12H,m). 

{1129} 

Working Example 157 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.84-4.15, 4.39-4.62 and 5.05 - 5.40 {All 24 H, m, 1.1 1 
(t, J=5.70Hz ), 5.15 (s ), 5.29 (s ) }, 6.54 (1 H, d, J=6.48Hz ), 
6.78 (1 H, d, J=6.66Hz ), 6.98 - 7.75and 7.95 - 8.12 {All 1 1 
H, m, 7.35 (s ), 7.99 (s)}. 

{1130} 

Working Example 158 
compound 
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, H-NHR(200MHz,CDCl 3 )^ppm:0.61(3H,d J J=5. 
16Hz), 0.97(3H,d,J=5.28Hz), 1.12-5.15 Rlf 5.7 
6-5.86[£ 15H,m,2.51(s), 4.63(s)],6.38-8.75[£ 
12H,m,8.47(s)] 0 

[1131] 

mi&m 159 

1 H-NHR(200MHz,CDCl 3 ) d ppm: 1.11 -4.20 Jtlf 
4.31-4.62[± 21H,m,4.53(s), 4.62(s)],2.46(3H, 
s), 6.35-7.68 8.18-8.56(± 12H,m) 0 

[1132] 

1 H-NHR(200MHz,CDCl 3 ) <Sppm:0.8 1-4.29,4.31- 
4.71 RXf 4.95-5.13[£ 28H,m), 1.02(t,J=5.66H 
z), 1.15(J-5.78Hz), 4.54(s), 4.63(s)],6.35-7.76 
Tklf 8.23-8.69[£ 13H,m,8.53(s)] 0 

[1133] 

mmm i6i 

, H-NHR(200MHz,CDCl 3 ) d ppm:0.79-4.72 JSilS 
4.90-5.08[:£: 22H,m,2.45(s), 4.51(s), 4.61(s)],6. 
30-7.69 8.21-8.63C± 12H,m,6.38(d,J=6.80 
Hz), 6.50(d,J=6.66Hz), 8.53(s)] 0 

[1134] 

mmm 162 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm:0.72-4.0 1,4.31- 
4.73 & U 4.89-5. \SL± 14H,m,2.50(s), 4.52(s), 
4.64(s), 5,04(s)],5.80-7.70 &lf 8.12-8.58[£ 12 
H,m,6.54{d,J=6.64Hz), 8.42(s)] 0 

[1135] 

mmm 163 

l H-NHR(200MHz,CDCl 3 ) 6 ppm:0.81-3.59[£ 1 
5H,m,1.22(t,J=5.96Hz), 2.39(s), 2.98(q,J=5.94H 
z)],4.75-5.05(lH,m), 6.50-7.62[£ 8H,m,6.60(d, 
J=6.20Hz), 6.85(t,J=6.10Hz), 7.01(t,J=5.96Hz), 
7.56(s)L 

[1136] 

SIJWPJ 165 
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<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :0.61 (3 H, d, J-5. 16Hz ), 0.97 (3 H, d, J=5.28Hz ), 1.12 
-5.15 and 5.76 -5.86 {All 15 H, m, 2.51 (s ),4.63 (s ) }, 6.38 
-8.75 {All 12H,m, 8.47 (s)}. 

{1131} 

Working Example 159 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :1.1 1-4.20 and 4.31 - 4.62 {All 21 H, m, 4.53 (s ), 4.62 
(s ) }, 2.46 (3 H, s ), 6.35 - 7.68 and 8.18 -8.56 (All 12 H, m ). 

{1132} 

Working Example 160 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :0.81-4.29, 4.31 -4.71 and 4.95 - 5.13 {AH 28 H, m) , 
1.02 (t, J=5.66Hz ), 1.15 (J=5.78Hz ), 4.54 (s ), 4.63 (s ) }, 
6.35 - 7.76 and 8.23 - 8.69 {All 13 H, m, 8.53 (s ) }. 

{1133} 

Working Example 161 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.79-4.72 and 4.90 - 5.08 {All 22 H, m, 2.45 (s ), 4.51 
(s ), 4.61 (s ) }, 6.30 - 7.69 and 8.21 - 8.63 {All 12 H, m, 6.38 
(d, J=6.80Hz ), 6.50 (d, J-6.66Hz ), 8.53 (s ) }. 

{1134} 

Working Example 162 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.72-4.01, 4.31 -4.73 and 4.89 -5.18 {All 14 H, m, 2.50 
(s ), 4.52 (s ), 4.64 (s ), 5 and 04 (s ) }, 5.80 - 7.70 and 8.12 - 
8.58 {All 12 H, m, 6.54 (d, J=6.64Hz ), 8.42 (s ) }. 

{1135} 

Working Example 163 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :0.81-3.59 {All 15 H, m, 1.22 (t, J=5.96Hz ), 2.39 (s ), 
2.98 (q, J=5.94Hz ) }, 4.75 - 5.05 (1 H, m ), 6.50 - 7.62 {All 8 
H, m, 6.60 (d, J=6.20Hz ), 6.85 (t, J=6.10Hz ), 7.01 (t, 
J=5.96Hz ), 7.56 (s)}. 

{1136} 

Working Example 1 65 
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1 H-NMR(200MHz,DMSO-d 6 ) 6 ppm:0.36- 1 . 1 5, 
1.35-3.89 itf 4.98-5.09[±30H,m,2.27(s), 2,29 
(s)3,5.65-6.70(± llH,m) 0 



[1137] 

, H-NHR(200MHz,CDCl 3 ) d ppm:0.92(6H,d,J=5. 
36Hz), 1.35-3. 13,3.28-3.58,3.69-4.01 4.82- 
5.09[£ 14H,m,2.40(s), 3.88(d,J=5.24Hz)],6.42- 
7.40[± 8H,m,7.00(t,J=5.84Hz)] o 



[1138] 

mmm m 

l H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 .0 1 -4. 1 0,4,4 1 - 
4.68 4.92-5. 15[£26H,m), 2.33(s), 2.52(s), 
3.88(s)],6.35-7.60[± 10H,m,6.59(d,J=8.35H 
z)] 0 

[1139] 

1 H-NHR(200MHz,CDCl 3 ) d ppm: 1 .0 1 -4. 1 2,4.45- 
4.70 &l/4.92-5.16[± 26H,m,2.33(s), 2.53(s), 
3.88(s)],6.41-7.63(± HH,m) 0 

[1140] 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm:0.52(3H,d,J=6. 
52Hz), 0.96(3H,d,J=6.59Hz), 1.05-2.15,2.21-4.6 
7 &tf 5.60-5.76[± 16H,m,2.59(s), 3.88(s)],6.2 
9-7.62(± llH,m) 0 

[1141] 

1 H-NHR(200MHz,CDCl 3 ) 8 ppmrl . 1 5-2.20,2.49- 
4.61 &.U 5.01-5.28[± 17H,m,3.74(s), 3.77(s), 
4.51(s)],6.38-7.60 Iktf 8.21-8.49[^: 12H,m,6.55 
(d,J=8.32Hz)] 0 

[1142] 
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compound 

<sup>l</sup>H-nmr (200 MHz , DMSO 
-d<sub>6</sub> );de ppm :0.36-1.15, 1.35-3.89 and 4.98 - 
5.09 {All 30 H, m, 2.27 (s ), 2 and 29 (s ) }, 5.65 - 6.70 (All 
11 H, m ). 

{1137} 

Working Example 167 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.92 (6 H, d, J=5.36Hz ), 1.35 - 3. 13 and 3. 28 - 3. 58 
and 3. 69 -4.01 and 4.82 - 5.09 {All 14 H, m, 2.40 (s ), 3.88 
(d, J=5.24Hz ) }, 6.42 - 7.40 {All 8 H, m, 7.00 (t, 
J-5.84Hz)}, 

{1138} 

Working Example 1 73 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :1.01-4.10, 4, 41-4.68 and 4.92 - 5.15 {All 26 H, m) , 
2.33 (s ), 2.52 (s ), 3.88 (s ) }, 6.35 - 7.60 {All 10 H, m, 6.59 
(d, J=8.35Hz)}. 

{1139} 

Working Example 174 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :1.01-4.12, 4.45-4.70 and 4.92 - 5.16 {All 26 H, m, 2.33 
(s ), 2.53 (s ), 3.88 (s ) }, 6.41 - 7.63 (All 11 H, m). 

{1140} 

Working Example 175 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.52 (3 H, d, J-6.52Hz ), 0,96 (3 H, d, J=6.59Hz ), 1 .05 
- 2. 15 and 2. 21 - 4.67 and5.60 - 5.76 {All 16 H, m, 2.59 (s ), 
3.88 (s ) }, 6.29 - 7.62 (All 1 1 H, m ). 

{1141} 

Working Example 176 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :1. 15-2.20, 2.49-4.61 and 5.01 - 5.28 {All 17 H, m, 3.74 
(s ), 3.77 (s ), 4.51 (s ) }, 6.38 - 7.60 and 8.21 - 8.49 {All 12 
H, m, 6.55 (d, J=8.32Hz)}. 

{1142} 
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mMw 177 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 . 1 8-2.3 1 ,2.5 1 - 
3.96 RXS 4.26-5.5 1[£ 15H,m,3.77(s), 4.53(s)], 
6.40-6.69,6.81-7.00,7.08-7.51 £1/ 8.25-8.4 1(£ 1 
2H,m) 0 

[1143] 

HSfeW 179 

'H-NHR^OOMH^CDCb) 5 ppm:1.21-2.30,2.55- 
3.96 JbXf 4.25-5.80C^ 15H,m,3.76(s), 4.49(s)], 
6.39-6.65,6.78-7.51 &lf 8.25-8.45[± 12H,m,6. 
55(s), J=8.32Hz)] 0 

[1144] 

HWI 180 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 . 1 5-4.65 RlS 
5.05-5.21[£ 18H,m,2.51(s), 3.84(s), 3.88(s)],6. 
40-7.42[± 10H,ra), 6.60(d,J=7.62Hz)L 



[1145] 

, H-NHR(200MHz,CDCl 3 ) 8 ppm : 1.1 4-4. 36, 4.45- 
4.83&l/5.0-5.25[£l8H,m), 2.56(s), 3.71(s), 
3.81(s)],6.43-7.78[£ HH,m), 6.68(d,J=7.67H 
z)] 0 

[1146] 

HSfcfl] 182 
<Dlb£» 

, H-NHR(200MHz,CDCl 3 ) d ppm: 1 .20-2.30,2.45- 
3.94 4.44-4.65C± 12H,m,2.52(s), 3.72(s)3, 
6.42-6.77(1 H,m), 6.80-7.55(6H,m), 8.35-8.75(2 
H,m) 0 

[1147] 

mmm m 

, H-NHR(200MHz,CDCl 3 ) d ppm: 1 . 1 9-4.01 ,4.42- 
4.69 RXf 5.0-5.21 t± 15H,m,2.55(s), 3.81(s)],7. 
49-7.60(± HH,m)o 

[1148] 
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Working Example 177 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :1. 18-2.31 , 2.51-3.96 and 4.26 - 5.51 {All 15 H, m, 3.77 
(s ), 4.53 (s ) }, 6.40 - 6. 69 and 6. 81 - 7.00 and 7. 08 - 7.51 
and 8.25 - 8.41 (All 12 H, m ). 

{1143} 

Working Example 179 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :1.21-2.30, 2.55-3.96 and 4.25 - 5.80 {All 15 H, m, 3.76 
(s ), 4.49 (s ) }, 6.39 - 6. 65 and 6. 78 - 7.5 land 8.25 - 8.45 
{All 12 H, m, 6.55 (s ), J=8.32Hz ) }. 

{1144} 

Working Example 180 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.15-4.65 and 5.05 - 5.21 {All 18 H, m, 2.51 (s ), 3.84 
(s ), 3.88 (s ) }, 6.40 - 7.42 {All 10 H, m) , 6.60 (d, 
J=7.62Hz)}. 

{1145} 

Working Example 181 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.14-4.36, 4.45-4.83 and 5.0 - 5.25 {All 18 H, m) , 2.56 
(s ), 3.71 (s ), 3.81 (s ) }, 6.43 - 7.78 {All 1 1 H, m) , 6.68 (d, 
J=7.67Hz)}. 

{1146} 

Working Example 182 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm -.1.20-2.30, 2.45-3.94 and 4.44 - 4.65 {All 12 H, m, 2.52 
(s ), 3.72 (s ) }, 6.42 - 6.77 (1 H, m ), 6.80 - 7.55 (6 H, 
m),8.35 -8.75 (2 H,m). 

{1147} 

Working Example 183 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :1. 19-4.01, 4.42-4.69 and 5.0 - 5.21 {AH 15 H, m, 2.55 
(s ), 3.81 (s ) }, 7.49 - 7.60 (All 1 1 H, m ). 

{1148} 
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m^m 184 

, H-NHR(200MHz,CDCl 3 ) d ppm: 1 .06-4.05,4.39- 
4.65 4.99-5.20[£ 15H,m), 2.50(s), 3.80 

(s)],6.35-7.52t£ 10H,m), 6.72(d,J=7.32Hz)] 0 



[1149] 

'H-NHR^OOMH^CDCh) d ppm: 1 . 1 8-3.65,3.92- 
4.30 Jklf 4.80-5. 10[± 13H,m), 2.43(s), 4.10 
(s)],6.46-7.58 RXS 8.01-8.49[± 7H,m,6.62(d,J= 
5.48Hz), 6.74(d,J=6.66Hz)] 0 

[1150] 

mmm 186 

'H-NHR(200MHz,CDCl 3 ) 6 ppm: 1.1 1-4.78 RlS 
5.02-5.20[± 14H,m,2.44(s), 4.62(s)], 6.44-7. 15 
JSiXS 8.19-8.51 L± 12H,m,6.55(d,J=8.36Hz)] 0 



[1151] 

mmm 187 

, H-NHR(200MHz,CDCl 3 ) d ppm: 1 . 1 9-2.30,2.52- 
3.31,3.42-4.78 &lf 5.09-5.28[± 17H,m,3.74(s), 
3.91(s), 4.61(s)],6.42-7.58 iRtf 8.85-9. 10[± 1 
2H,m,5.80(d,J=8.36Hz)] o 

[1152] 

188 

1 H-NHR(200MHz,CDCl 3 ) d ppm: 1 . 1 9-4.80 
5.09-5. 18(£ 14H,m,3.88(s), 4.59(s)],5.72-7.60 
Rtf 8.87-9. \2t± 13H,m,6.56(d,J=8.4Hz)] 0 



[1153] 

mmm 189 

l H-NHR(200MHz,CDCI 3 ) d ppm: 1.08-4.23 ,4.38- 
4.68 &I/5.03-5.19[± 17H,m,3.74(s), 3.79(s), 
4.54(s)],6.31-7.80 JSilS 8.10-8.71(± 12H,m) 0 
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Working Example 1 84 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.06-4.05, 4.39-4.65 and 4.99 - 5.20 {All 15 H, m) , 
2.50 (s ), 3.80 (s ) }, 6.35 - 7.52 {All 10 H, m) , 6.72 (d, 
J=7.32Hz)}. 

{1149} 

Working Example 185 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.18-3.65, 3.92-4.30 and 4.80 - 5.10 {All 13 H, m) , 
2.43 (s ), 4.10 (s ) }, 6.46 - 7.58 and 8.01 - 8.49 {All 7 H, m, 
6.62 (d, J=5.48Hz ), 6.74 (d, J=6.66Hz ) }. 

{1150} 

Working Example 1 86 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.1 1-4.78 and 5.02 - 5.20 {All 14 H, m, 2.44 (s ), 4.62 
(s ) }, 6.44 - 7.15 and 8.19 - 8.51 {All 12 H, m, 6.55 (d, 
J=8.36Hz)}. 

{1151} 

Working Example 1 87 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :1. 19-2.30, 2.52-3.31 , 3.42-4.78 and 5.09 - 5.28 {All 17 
H, m, 3.74 (s ), 3.91 (s ), 4.61 (s ) }, 6.42 - 7.58 and 8.85 - 
9.10 {All 12 H, m, 5.80 (d, J=8.36Hz ) }. 

{1152} 

Working Example 1 88 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1 .19-4.80 and 5.09 - 5. 1 8 {All 14 H, m, 3.88 (s ), 4.59 
(s ) }, 5.72 - 7.60 and 8.87 - 9.12 {All 13 H, m, 6.56 (d, 
J=8.4Hz)}. 

{1153} 

Working Example 189 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :1.08-4.23, 4.38-4.68 and 5.03 - 5.19 {All 17 H, m, 3.74 
(s ), 3.79 (s ), 4.54 (s ) }, 6.31 - 7.80 and 8.10 - 8.71 (All 12 
H,m). 
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[1154] 

mi&ffl 190 

(DUG® 

1 H-NHR(200MHz ) CDCl 3 ) 6 ppm: 1 . 1 8-3.29,3.41- 
4.69 Rlf 5.07-5.27[£ 17H,m,2.34(s), 3.74(s), 
4.57(s)] ,6.43-7.71 RlS 8.21-8.50[± 12H,m,6.58 
(d,J=6.36Hz), 6.85(d,J=8.21Hz)] 0 

[1155] 

mmm m 

1 H-NHR(200MHz ) CDCl 3 ) d ppm:l .09-3.85,4.01- 

4.71 JSiJS 5.01-5.20[:£: 17H,m,2.46(s), 3.74(s), 
4.64(s)] ,6.3 1-7.65 RlS 8.05-8.41 [± 13H,m,6.55 
(d,J=8.34Hz)L 

[1156] 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 . 1 8-4.73 &Xf 
5.03-5.26[± 1 lH,m,4.57(s)],6.49-7.52 Rlf 8.20 
-8.41[£ 13H,m,6.55(d,J=8.39Hz)] 0 

[1157] 

HffiflJ 194 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 . 1 9-3.90,4.28- 

4.72 Rlt 5.09-5.26[± 14H,m,2.28(s), 4.51(s)], 
5.60-7.50 JSlXS 8.20-8.45[£ 13H,m,6.55(d,J=8.5 
8Hz)] G 

[1158] 

mt&m 195 

l H-NHR(200MHz,CDCl 3 ) d ppm: 1 . 1 2-4.65 RlS 
5.03-5.26[± 14H,m,2.33(s), 4.54(s)],6.40-7.51 
Rlf 8.21 -8.43 12H,m,6.55(d,J-8.06Hz)] o 

[1159] 

mi&m 196 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 . 1 9-2.3 1 ,2.49- 
4.65 Xtf 5.08-5.26[£ 14H,m,3.74(s), 4.57(s)], 
6.45-6.67,6.80-7.68 Jtlf 7.92-8.43[± 13H,m,6. 
57(d,J=8.22Hz)] 0 
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{1154} 

Working Example 190 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.18-3.29, 3.41-4.69 and 5.07 - 5.27 {All 17 H, m, 2.34 
(s ), 3.74 (s ), 4.57 (s ) }, 6.43 - 7.71 and 8.21 - 8.50 {All 12 
H, m, 6.58 (d, J=6.36Hz ), 6.85 (d, J=8.21Hz ) }. 

{1155} 

Working Example 192 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :1.09-3.85, 4.01-4.71 and 5.01 - 5.20 {All 17 H, m, 2.46 
(s ), 3.74 (s ), 4.64 (s ) }, 6.31 - 7.65 and 8.05 - 8.41 {All 13 
H, m, 6.55 (d, J=8.34Hz)}. 

{1156} 

Working Example 193 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.18-4.73 and 5.03 - 5.26 {All 1 1 H, m, 4.57 (s ) }, 6.49 
- 7.52 and 8.20 - 8.41 \ All 13 H, m, 6.55 (d, J=8.39Hz ) }. 

{1157} 

Working Example 194 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :1. 19-3.90, 4.28-4.72 and 5.09 - 5.26 {All 14 H, m, 2.28 
(s ), 4.51 (s ) }, 5.60 - 7.50 and 8.20 - 8.45 {All 13 H, m, 6.55 
(d, J=8.58Hz)}. 

{1158} 

Working Example 195 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :1. 12-4.65 and 5.03 - 5.26 {All 14 H, m, 2.33 (s ), 4.54 
(s ) }, 6.40 - 7.51 and 8.21 - 8.43 {All 12 H, m, 6.55 (d, 
J=8.06Hz)}. 

{1159} 

Working Example 196 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.1 9-2.31 , 2.494.65 and 5.08 - 5.26 {All 14 H, m, 3.74 
(s ), 4.57 (s ) }, 6.45 - 6. 67 and 6. 80 - 7.68and 7.92 - 8.43 
{All 13 H, m, 6.57 (d, J=8.22Hz ) }. 
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[1160] 

mmm 197 

'H-NHR^OOMH^CDC^) 6 ppm: 1.11 -2.22 Rlf 
2.41-5.95(± 9H,m), 5.14(2H,s), 6.62-6.48 £tf 
6.75-7.59[± 13H,m,6.52(d,J=8.24Hz), 7.34 
(s)]o 

[1161] 

Hffitf] 198 

, H-NHR(200MHz,CDCl 3 ) d ppm: 1 . 1 3-4.70 IlXS 
5.03-5.25[£ 17H,m,2.30(s), 3.74(s), 4.53(s)],6. 
41-7.65 JBilf 7.91-8.43C£ 13H,m,6.56(d,J=8.41 
Hz)]. 

[1162] 

mmm 199 

1 H-NHR(200MHz,CDCl 3 ) d ppm: 1 . 1 5-2.22,2.48- 
3.29 JBilS 3.41 -4.80[± 14H,m,3.67(s), 3.72(s)), 
5. 16(2H,s), 6. 1 5-6.20,6.40-6.68,6.75-8.40 & 9. 
31-9.48[± 13H,m,6.55(d,J=8.24Hz), 7.36(s)] 0 



[1163] 

rnmrn 2oi 

1 H-NHR(200MHz,CDCl 3 ) d ppm: 1 .35-2.25 Rlf 
2.70-3.25(± 7.2H,m), 3.45(2.5H,s), 3.52(0.5H, 
s), 3.94(1.7H,s), 4.03(0.3H,s), 4.75-5. 10(0.8H, 
m), 6.75-7.95(7.2H,m), 8.18(0.7H,s), 8.40(0.1 
H,s) 0 

[1164] 

mmm 202 

, H-NMR(200MHz,DMSO-d 6 ) 6 ppm: 1 . 1 0-5.0(28 
H,m), 6.60-7.80(1 lH,m), 10.0-10.5(lH,m), 11. 
0-11.8(lH,m)o 

[1165] 

mmm 203 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 .35-2.25,2.60- 
3.15 Stf 4.85-5.05(± 8H,m), 2.45 RZf 2A9(± 
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{1160} 

Working Example 197 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :1. 11-2.22 and 2.41 - 5.95 (All 9 H, m ), 5.14 (2 H, s ), 
6.62 - 6.48 and 6.75 -7.59 {All 13 H, m, 6.52 (d, J=8.24Hz ), 
7.34 (s)}. 

{1161} 

Working Example 198 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.13-4.70 and 5.03 - 5.25 {All 17 H, m, 2.30 (s ), 3.74 
(s ), 4.53 (s ) }, 6.41 - 7.65 and 7.91 - 8.43 {All 13 H, m, 6.56 
(d, J=8.41Hz)}. 

{1162} 

Working Example 199 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm: 1.1 5-2.22, 2.48-3.29 and 3.41 - 4.80 {All 14 H, m, 3.67 
(s ), 3.72 (s ) }, 5.16 (2 H, s ), 6.15 - 6. 20 and 6.40 - 6. 68 and 
6. 75 - 8.40 and 9.31 - 9.48 {All 13 H, m, 6.55 (d, J=8.24Hz ), 
7.36 (s)}. 

{1163} 

Working Example 2 01 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :1.35-2.25 and 2.70 - 3.25 (All 7.2 H, m ), 3.45 (2.5 H, 
s ), 3.52 (0.5 H, s ), 3.94 (1.7 H, s ), 4.03(0.3 H, s ), 4.75 - 
5.10 (0.8 H, m ), 6.75 - 7.95 (7.2 H, m ), 8.18 (0.7 H, s ), 8.40 
(0.1 H,s). 

{1164} 

Working Example 2 02 
compound 

<sup>K/sup>H-nmr (200 MHz , DMSO 
-d<sub>6</sub> );de ppm :1. 10-5.0 (28 H, m ), 6.60 - 7.80 
(11 H,m), 10.0-10.5(1 H,m), 11.0-11.8(1 H,m). 

{1165} 

Working Example 2 03 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.35-2.25, 2.60-3.15 and 4.85 - 5.05 (All 8 H, m), 2.45 
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3H,# s), 2.95 JSllS 2.91(± 6H,# s), 4.53 
4.65(± 2H,# s), 6.26-7.55(1 1.3H,m), 8.17(0.7 
H,s) 0 

[1166] 

mmm 205 

1 H-NMR(200MHz,DMSO-d 6 ) 6 ppm: 1 .20-3.80 
Jgilf 4.30-4.60C± 23H,m,2.34(s), 2.37(s)],4.63 
RZfi 4.73(£ 2H,# s), 6.40-7.80(1 2H,m), 10.1 
Xtf 10.35(£ 1H,& s), 10.7-1 1.4(lH,m)o 



[1167] 

mmm 206 

1 H-NMR(200MHz,DMSO-d 6 ) d ppm: 1 . 1 0-4.90 
t± 28H,m,4.64(s), 4.66(s), 4.77(s) } 4.86(s)],6. 
65-8.05( 1 2H,m), 10.4-11 .5(2H,m) 0 



[1168] 

MMM 207 

1 H-NMR(200MHz,DMSO-d 6 ) d ppm: 1 .20-2. 1 0 
JSiU 2.70-4.90[± 25H,m,3.70(s)],1.87(3H,s), 6. 
50-7.70(1 lH,m), 10.1-1 1.4(2H,m) 0 



[1169] 

mmm 208 

1 H-NHR(200MHz,CDCl 3 ) d ppm: 1 .20-2.20,2.20- 
3.20,3.20-4.0 Rlf 4.30-4.50C£ 25H,m,2.29(s)], 
5.70-6.10,6.51-7.40 RlS 7.40-8.00(£ 13H,m) 0 



[1170] 

mmm 209 

1 H-NHR(200MHz,CDCl 3 ) 8 ppm: 1 .35-2. 1 5,2.70- 
3.10 JSLlS 4.80-5.00(±: 10H,m), 3.66 Jklf 3.76 
l± 2H,# t,J=5.8Hz),4.60 St/4.71 2H,& s], 
6.70-7.50(12H,m) o 

[1171] 

mmm 210 
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and 2.49 (All 3 H, each s ), 2.95 and 2.97(AU 6 H, each s ), 
4.53 and 4.65 (All 2 H, each s ), 6.26 - 7.55 (1 1.3 H, m ), 8.17 
(0.7 H, s ). 

{1166} 

Working Example 2 05 
compound 

<sup>l</sup>H-nmr (200 MHz , DMSO 
-d<sub>6</sub> );de ppm : 1.20-3.80 and 4.30 - 4.60 {All 23 
H, m, 2.34 (s ), 2.37 (s ) }, 4.63 and 4.73 (All 2 H, each s ), 
6.40 - 7.80(12 H, m ), 10. 1 and 10 .35 (All 1 H, each s ), 10.7 
-11.4(1 H,m). 

{1167} 

Working Example 2 06 
compound 

<sup>K/sup>H-nmr (200 MHz , DMSO 
-d<sub>6</sub> );de ppm : 1.1 0-4.90 {All 28 H, m, 4.64 (s ), 
4.66 (s ), 4.77 (s ), 4.86 (s ) }, 6.65 - 8.05 (12 H, m ), 10.4 - 
11.5(2 H,m). 

{1168} 

Working Example 2 07 
compound 

<sup>l</sup>H-nmr (200 MHz , DMSO 
-d<sub>6</sub> );de ppm : 1.20-2. 10 and 2.70 - 4.90 {All 25 
H, m, 3.70 (s ) }, 1.87 (3 H, s ), 6.50 - 7.70 (1 1 H, m ), 10.1 
-11.4 (2 H,m). 

{1169} 

Working Example 2 08 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.20-2.20, 2.20-3.20, 3.20-4.0 and 4.30 - 4.50 {All 25 
H, m, 2.29 (s ) }, 5.70 - 6. 10 and 6. 51 - 7.40and 7.40 - 8.00 
(All 13H,m). 

{1170} 

Working Example 2 09 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.35-2.15, 2.70-3.10 and 4.80 - 5.00 (All 10 H, m ), 3.66 
and 3.76 {All 2 H, each t, J=5.8Hz }, 4.60 and 4.71 {All 2 H, 
each s}, 6.70 -7.50 (12 H, m ). 

{1171} 

Working Example 2 1 0 
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, H-NHR(200MHz,CDCl 3 ) d ppm: 1 .20-2.30,2.70- 
3.20 JBLlS 4.40-5.20(± 10H,m), 6.25-8. 10(13H, 
m) 0 

[1172] 

mmmm 

'H-NHR^OOMH^CDCl;,) 6 ppm: 1.35-2.20,2.70- 
3.15,3.20-3.60,3.90-4.25 Rtf 4.85-5.05(^1 13H, 
m), 6.21(0.6H,dd,J=8.4Hz,J=2.2Hz), 6.50(0.7H, 
d,J=1.8Hz), 6.70(6.9H,d,J=8.4Hz), 6.80-7.40(9. 
8H,m) 0 

[1173] 

mmm 214 

1 H-NHR(250MHz,CDCl 3 ) 6 ppm: 1 .20-4.60[£ 2 
0H,m,2.33(s)],5.15 JSilS 5.2\(± 2H,# s), 6.70- 
8.10(12H,m) o 

[1174] 

mmm 220 

1 H-NHR(200MHz,CDCl 3 ) d ppm: 1 .35- 1 . 75( 1 H, 
m), 1.85-2.25(3H,m), 2.75-3.25(3H,m), 4.58(2 
H,d,J=5.6Hz), 4.9-5.1(lH,m), 6.3-6.5(lH,m), 6. 
58(lH,d,J=7.4Hz), 6.87(1 H,t,J=7.6Hz), 7.06(1 
H,t,J=7.3Hz), 7.19-7.32(8H,m), 7.55(2H,d,J=8.3 
Hz)o 

[1175] 

mmm 228 

1 H-NHR(200MHz,CDCl 3 ) d ppm: 1 .20-2.20,2.30- 
3.35,3.60-3.90 4.40-4.70 14H,m,2.45(s), 
4.48(s)],6.45-7.60(12H,m), 8.28 RXS 8.49(£ 1 
H,& s) 0 

[1176] 

mmm 229 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1.30-2.30,2.70- 
3.90 RlS 4.40-4.60(± 9H,m), 4.62 Rtf 4.64(£ 
2H,&s), 6.80-7.65(12.5H,m), 8.48 &XS 8.75(± 
0.5H,& s) 0 
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compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.20-2.30, 2.70-3.20 and 4.40 - 5.20 (All 10 H, m ), 6.25 
-8.10(13H,m). 

{1172} 

Working Example 2 1 1 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.35-2.20, 2.70-3.15, 3.20-3.60, 3.90A25 and 4.85 - 
5.05 (All 13 H, m ), 6.21 (0.6 H, dd, J=8.4Hz , J-2.2Hz ), 
6.50 (0.7 H, d, J=l .8Hz ), 6.70 (0.9 H, d, J=8.4Hz ), 6.80- 
7.40 (9.8 H, m ). 

{1173} 

Working Example 2 14 
compound 

<sup>K/sup>H-NHR (250 MHz , CDCl<sub>3</sub> );de 
ppm :1.20-4.60 {All 20 H, m, 2.33 (s ) }, 5.15 and 5.21 (All 2 
H, each s ), 6.70 - 8.10 (12 H, m ). 

{1174} 

Working Example 2 20 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.35-1.75 (1 H, m ), 1.85 - 2.25 (3 H, m ), 2.75 - 3.25 (3 
H, m ), 4.58 (2 H, d, J=5.6Hz ), 4.9 -5.1 (1 H, m ), 6.3 - 6.5 (1 
H, m ), 6.58 (1 H, d, J=7.4Hz ), 6.87 (1 H, t, J=7.6Hz ), 7.06 
(1 H, t, J=7.3Hz ), 7.19 - 7.32 (8 H, m ), 7.55(2 H, d, 
J=8.3Hz ). 

{1175} 

Working Example 2 28 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.20-2.20, 2.30-3.35, 3.60-3.90 and 4.40 - 4.70 {All 14 
H, m, 2.45 (s ), 4.48 (s ) }, 6.45 - 7.60 (12 H, m ), 8.28 and 
8.49(A1I 1 H, each s ). 

{1176} 

Working Example 2 29 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.30-2.30, 2.70-3.90 and 4.40 - 4.60 (All 9 H, m ), 4.62 
and 4.64 (AH 2 H, each s ), 6.80 - 7.65(12.5 H, m ), 8.48 and 
8.75 (All 0.5 H, eachs). 
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mmm 230 

1 H-NHR(200MHz J CDCl 3 ) d ppm: 1 .30-2.20,2.70- 
3.10,3.20-4.00 RXS 4.90-5. 10(£ 10H,m), 2.44 
JSlXS 2.48(± 3H,& s), 4.48 jfctf 4.57(± 2H,& 
s), 6.20-7.35(1 lH,m), 8.12 8.30(± 1H,# 
s) 0 

[1178] 

HJfc#i231 

1 H-NHR(200MHz,CDCl 3 ) (5 ppm: 1 .20-2.20,2.65- 
3.85 RZt 4.40-4.65(± 9H,m), 2.42(3H,s), 3.72 
mS 3J1(± 3H,& s), 4.43 &tf 4.57(± 2H,# 
s), 6.40-8. 10(12.2H,m), 8.36 Rlf 8.64(± 0.8H, 
&s) e 

[1179] 

nmm 232 

l H-NHR(200MHz,CDCl 3 ) (5 ppm: 1 .2-2.2,2.2-3.3 
5,3.65-3.75 Rlf 4.40-4.65(£ 9H,m), 2.29 Rlf 
2.33(£ 3H,# s), 2.42(3H,s), 4.44 Rlf 4.57(± 
2H,#s), 6.60-7.60(1 3.5H,m), 8.36 SIX 8.62(± 
0.5H,& s) 0 

[1180] 

mmm 233 

1 H-NMR(200MHz,DMSO-d 6 ) <5 ppm: 1 .20-2.20, 
2.60-3.65 Stf 4.20-4.40(± 9H,m), 2.31(3H,s), 
5.10-5.16(£ 2H,# s), 6.46(0. lH,d,J=8.3Hz), 6. 
65(0.9H,d,J=8.3Hz), 6.82(0.9H,d,J=8.4Hz), 6.9 
8-7.50(9.4H,m), 9.72,9.76 RlS 9.90(± 0.7H,& 
s) 0 

[1181] 

mmm 234 

! H-NMR(200MHz,DMSO-d 6 ) d ppm: 1 .20- 1 .65, 
1.80-2.10,2.65-3.80 4.20-4.40(± 9H,m), 5. 
llXl/5.18(±2H,^&s), 6.70-7.80(1 1.3H,m), 1 
0.0 &JS \0.2(± 0.7H,# s) 0 

[1182] 

mmm 235 
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{1177} 

Working Example 2 30 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.30-2.20, 2.70-3.10, 3.20-4.00 and 4.90 - 5.10 (All 10 
H, m ), 2.44 and 2.48 (All 3 H, each s ), 4.48 and 4.57(A11 2 
H, each s ), 6.20 - 7.35 (1 1 H, m ), 8.12 and 8.30 (All 1 H, 
each s ). 

{1178} 

Working Example 2 3 1 
compound 

<sup>K/sup>H-NHR (TRANSLATION STALLEDMHz , 
CDCKsub>3</sub>);de ppm : 1 .20-2.20, 2.65-3.85 and 4.40 - 
4.65 (All 9 H, m ), 2.42 (3 H, s ), 3.72 and 3.77 (All 3 H, each 
s ), 4.43and 4.57 (All 2 H, each s ), 6.40 - 8.10 (12.2 H, m ), 
8.36 and 8.64 (All 0.8 H, each s ). 

{1179} 

Working Example 2 32 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1 .2- 2.2, 2.2- 3.35, 3.65-3.75 and 4.40 - 4.65 (All 9 H, 
m ), 2.29 and 2.33 (All 3 H, each s ), 2.42 (3 H, s ), 4.44and 
4.57 (All 2 H, each s ), 6.60 - 7.60 (13.5 H, m ), 8.36 and 8.62 
(All 0.5 H, each s ). 

{1180} 

Working Example 2 33 
compound 

<sup>K/sup>H-nmr (200 MHz , DMSO 
-d<sub>6</sub> );de ,ppm : 1 .20-2.20, 2.60-3.65 and 4.20 - 
4.40 (All 9 H, m ), 2.31 (3 H, s ), 5.10 - 5.16 (All 2 H, each 
s ), 6.46(0.1 H, d, J=8.3Hz ), 6.65 (0.9 H, d, J=8.3Hz ), 6.82 
(0.9 H, d, J=8.4Hz ), 6.98 - 7.50 (9.4 H, m ), 9. 72 and 9. 76 
and 9.90 (All 0.7 H, each s ). 

{1181} 

Working Example 2 34 
compound 

<sup>l</sup>H-nmr (200 MHz , DMSO 
-d<sub>6</sub> );de ppm :1.20-1.65, 1.80-2.10, 2.65-3.80 
and 4.20 - 4.40 (All 9 H, m ), 5. 1 1 and 5. 1 8 (All 2 H, each s ), 
6.70 - 7.80(1 1.3 H, m ), 10.0 and 10.2 (All 0.7 H, each s ). 

{1182} 

Working Example 2 35 
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'H-NHR(250MHz,CDCl 3 ) 6 ppm: 1 .20-3.85 RlS 
4.05-4.50[± 14H,m,2.18(s)],5.50-7.60(13.2H, 
m), 7.97 fttf 8.32(± 0.8H,# s) D 

[1183] 

mmm 237 

, H-NHR(200MHz,CDCl 3 ) d ppm:0.82-4.26,4.29- 
4.62 S.U 4.97-5.22(± 31H,m), 6.42-8. 18(7H, 
m) 0 

[1184] 

mmm 238 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 .08-5.25(3 1H, 
m), 6.16-7.80(9H,m), 12.08-13.75(lH,m) o 

[1185] 

mmm 239 

1 H-NHR(200MHz,CDCl 3 ) (5 ppm:0.9 1-4.02,4.43- 
4.68&tf5.04-5.23(±22H,m), 2.31(3H,s), 6.50 
-7.74(1 lH,m) e 

[1186] 

SIIS^J 240 

l H-NHR(200MHz,CDCl 3 ) (5 ppm: 1.51 -4.75 C^: 2 
8H,m,2.31(s), 3.90(s)],6.46-7.63(10H,m), 12.01 
-12.51(lH,m) 0 

[1187] 

mmm 241 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm:0.90-5.24(22H, 
m), 6.51-7.72(12H,m) e 

[1188] 

mmm 242 

1 H-NHR(200MHz,CDCl 3 )<5ppm:1.17-2.55(10H, 
m), 2.64-4.9lC±: 18H,m,3.86(s), 3.90(s)],6.79- 
7.63(10H,m), 12.42-12.83(lH,m) 0 



1997-8-26 

compound 

<sup>K/sup>H-NHR (250 MHz , CDCl<sub>3</sub> );de 
ppm .1.20-3.85 and 4.05 - 4.50 {All 14 H, m, 2.18 (s ) }, 5.50 
- 7.60 (13.2 H, m ), 7.97 and 8.32(A11 0.8 H, each s ). 

{1183} 

Working Example 2 37 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm .0.82-4.26, 4.29-4.62 and 4.97 - 5.22 (All 31 H, m ), 6.42 
-8.18(7 H,m). 

{1184} 

Working Example 2 38 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.08-5.25 (31 H, m ), 6.16 - 7.80 (9 H, m ), 12.08 - 
13.75 (lH,m). 

{1185} 

Working Example 2 39 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.9 1-4.02, 4.43-4.68 and 5.04 - 5.23 (All 22 H, m ), 2.31 
(3 H,s), 6.50-7.74(11 H, m ). 

{1186} 

Working Example 2 40 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :1.51-4.75 {All 28 H, m, 2.31 (s ), 3.90 (s ) }, 6.46 - 7.63 
(10H,m), 12.01 - 12.51 (1 H, m ). 

{1187} 

Working Example 2 41 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :0.90-5.24 (22 H, m ), 6.51 - 7.72 (12 H, m ). 

{1188} 

Working Example 2 42 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :1. 17-2.55 (10 H, m ), 2.64 - 4.91 {All 18 H, m, 3.86 (s ), 
3.90 (s ) }, 6.79 - 7.63 (10 H, m ), 12.42 - 12.83(1 H, m ). 
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[1189] 

243 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 .49-2.68(4H, 
m), 2.15(3H,s), 2.69-3.04 &lf 4.44-5. 21 (± 2H, 
m), 3.66,3.76,3.80 Rlf 3.90{± 6H,& s), 4.04- 
4.43(2H,m), 6.54-7.62(10H,m) o 

[1190] 

mmm 244 

, H-NHR(200MHz,CDCl 3 ) <5 ppm: 1. 45-2.62 [± 7 
H,m,2.13(s)],2.71-3.06 RTf 3.07-5. 19[± 8H,m, 
3.65(s)],6.00-7.65(llH,m)o 

[1191] 

HffiflJ 245 

, H-NHR(200MHz,CDCl 3 ) d ppm: 1 .00-5.22(25H, 
m), 6.45-7.82(1 lH,m), 12.52-13.54(lH,m) 0 

[1192] 

mmm 246 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm:l . 14-2.55,2.56- 
4.42 &t/4.51-4.95[£ 25H,m,3.95(s)],6.76-7.80 
(HH,m), 12.40-12.98(lH,m) o 

[1193] 

247 

, H-NHR(200MHz J CDCl 3 )5ppm:1.21-5.12[± 2 
8H,m,2.15(s), 2.30(s)],6.52-7.72(10H,m), 12.08 
-13.78(lH,m) 0 

[1194] 

mi&m 248 

, H-NHR(200MHz,CDCl 3 ) d ppm: 1 . 1 0-5.28(22H, 
m), 2.36,3.45 &Xf 3.52(& 3H,s), 6.37-7.82(9H, 
m), 12.34-13.35(lH,m) 0 

[1195] 

mi&m 250 



{1189} 

Working Example 2 43 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1 .49-2.68 (4 H, m ), 2. 1 5 (3 H, s ), 2.69 - 3.04 and 4.44 - 
5.21 (All 2 H, m ), 3. 66and 3. 76 and 3. 80 and 3.90 (All 6 H, 
each s ), 4.04 - 4.43 (2 H, m ), 6.54 - 7.62 (10 H, m ). 

{1190} 

Working Example 2 44 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :1. 45-2.62 {All 7 H, m, 2.13 (s ) }, 2.71 - 3.06 and 3.07 - 
5.19 {All 8 H, m, 3.65 (s ) }, 6.00 - 7.65 (11 H, m ). 

{1191} 

Working Example 2 45 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.00-5.22 (25 H, m ), 6.45 - 7.82 (1 1 H, m ), 12.52 - 
13.54(1 H,m). 

{1192} 

Working Example 2 46 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.14-2.55, 2.56-4.42 and 4.51 - 4.95 {All 25 H, m, 3.95 
(s ) }, 6.76 - 7.80 (1 1 H, m ), 12.40 - 12.98(1 H, m ). 

{1193} 

Working Example 2 47 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :1.21-5.12 {All 28 H, m, 2.15 (s ), 2.30 (s ) }, 6.52 - 7.72 
(10H,m), 12.08- 13.78(1 H,m). 

{1194} 

Working Example 2 48 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.1 0-5.28 (22 H, m ), 2. 36 and 3. 45 and 3.52 (Each 3 
H, s ), 6.37 - 7.82 (9 H, m ),12.34 - 13.35 (1 H, m ). 

{1195} 

Working Example 2 50 
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1 H-NHR(200MHz,CDCl 3 ) d ppm: 1 . 1 4-4.29 JBl.lt 
4.42-4.68[± 29H,m,2.14(s), 2.30(s)] ,6.47-7.62 
(10H,m), 8.49-8. 74(lH,m), 1 1 . 1 7-12.00(lH, 
m) 0 

[1196] 

! H-NHR(200MHz,CDC! 3 ) 6 ppm: 1 .10-4.22,4.48- 
4.73 &tf4.92-5.19[± 32H,m,3.74(s), 3.85(s), 
3.93(s)],6.70-7.50(10H,m), 1 1.62- 12.22(1 H,m) 0 

[1197] 

mmm 252 

! H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 .09-2.5 1 ,2.62- 
4.29 &Z£ 4.47-4.88[± 28H,m,2.43(s), 3.94(s)], 
6.69-7.60(10H,m), 12.06-13.01(lH,m) e 

[1198] 

mmm 253 

1 H-NHR(200MHz,CDCl 3 ) d ppm: 1 .08-4.22,4.50- 
4.75 &UU.91-5.10[:£: 32H,m,2.37(s), 2.42(s), 
3.77(s)],6.70-7.60(10H,m), 1 1.60-12.50(lH,m) o 

[1199] 

mmm 254 

*H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 .05-2.62 Rlf 
2.63-5. 19[32H,m,2.15(s), 3.91(s)],6.51-7.68(10 
H,m), 12.00-12.39(lH,m) o 

[1200] 

mmm 255 

l H-NHR(200MHz,CDCl 3 ) 6 ppm:0.64-4. 16 RlS 
4.44-4.68[± 20H,m,0.73(t,J=7.26Hz), 2.29(s), 
2.55(s)],5.60-5.85 Rlf 6.48-7.50(±: HH,m) 0 

[1201] 

mmm 260 
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compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.14-4.29 and 4.42 - 4.68 {All 29 H, m, 2.14 (s ), 2.30 
(s ) }, 6.47 - 7.62 (10 H, m ), 8.49 - 8.74 (1 H, m ),1 1.17 - 
12.00(1 H,m). 

{1196} 

Working Example 2 51 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.1 0-4.22, 4.48-4.73 and 4.92 - 5.19 {All 32 H, m, 3.74 
(s ), 3.85 (s ), 3.93 (s ) }, 6.70 - 7.50 (10 H, m ), 1 1.62 - 
12.22(1 H,m). 

{1197} 

Working Example 2 52 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.09-2.51, 2.62-4.29 and 4.47 - 4.88 {All 28 H, m, 2.43 
(s ), 3.94 (s ) }, 6.69 - 7.60 (10 H, m ), 12.06 - 13.01(1 H, m ). 

{1198} 

Working Example 2 53 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :1.08-4.22, 4.50-4.75 and 4.91 - 5.10 {All 32 H, m, 2.37 
(s ), 2.42 (s ), 3.77 (s ) }, 6.70 - 7.60 (10 H, m ), 1 1.60 - 
12.50(1 H,m). 

{1199} 

Working Example 2 54 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :1.05-2.62 and 2.63 - 5.19 {32 H, m, 2.15 (s ), 3.91 (s ) }, 
6.51 - 7.68 (10 H, m ), 12.00 - 12.39(1 H, m ). 

{1200} 

Working Example 2 55 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :0.64-4.16 and 4.44 - 4.68 {All 20 H, m, 0.73 (t, 
J=7.26Hz ), 2.29 (s ), 2.55 (s ) }, 5.60 - 5.85 and 6.48 - 7.50 
(All 11 H,m). 

{1201} 

Working Example 2 60 
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l H-NHR(200MHz,CDCl 3 ) d ppm:0. 62- 1.40, 1.41- 
2.19,2.20-4.13 JSLlS 4.39-4.69[£ 17H,m,0.73(t,J 
-7.25Hz), 2.57(s)],5.60-5.89;fttf 6.31-7.73(£ 1 
2H,m)o 

[1202] 

mmm 262 

I H-NHR(200MHz,CDCl 3 ) S ppm: 1 .38- 1 .82, 1 .83- 
2.35,2.40-2.58,2.65-3.78 JBiU 4.82-5. 15[± 14H, 
m,2.12(s), 2.45(s)],6.60(lH,d,J=8.36Hz), 6.68- 
6.90 RZf 6.97-7.48(± 9H,m) 0 

[1203] 

HSfcflJ 263 

, H-NHR(200MHz,CDCl 3 ) 6 ppm : 1.1 9-2. 24,2. 37- 
2.60,2.64-3.92 JSiU 4.81-5. 15[£ HH,m,2.48 
(s)],6.61(lH,d,J=8.38Hz), 6.71-6.92 7.02-7. 
6S(± 10H,m) o 

[1204] 

mmm 264 

1 H-NHR(200MHz,CDCl 3 ) d ppm: 1 . 1 6-4.38,4.45- 
4.68 XXf 4.95-5.18[± 32H,m,1.32(t), 2.12(s), 
2.29(s), 2.50(s), 3.30(s)],6.40-7.68(10H,m), 11. 
48-12.38(lH,m) 0 

[1205] 

265 

1 H-NHR(200MHz,CDCl 3 ) tfppm:0.74-4.08 &tf 
4.42-4.69[± 18H,m,2.29(s), 2.54(s)],5.59-5.80 
Alt 6.29-7.5 \(± llH,m) 0 

[1206] 

mmm 266 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm:0.75-4.05,4.40- 
4.66,4.76-5.09,5.36-5.81 &lf 6.30-7.68[£ 25H, 
m,2.57(s), 4.96(brs), 6.45(brs)] c 

[1207] 

mmm 267 
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compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :0.62-1.40, 1.41-2.19, 2.20-4.13 and 4.39 -4.69 {All 17 
H, m, 0.73 (t, J=7.25Hz ), 2.57 (s ) }, 5.60 - 5.89 and 6.31 - 
7.73 (A1112H,m). 

{1202} 

Working Example 2 62 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.38-1.82, 1.83-2.35, 2.40-2.58, 2.65-3.78 and 4.82 - 
5.15 {All 14 H, m, 2.12 (s ), 2.45 (s ) }, 6.60 (1 H, d, 
J=8.36Hz ), 6.68 - 6.90 and 6.97 -7.48 (All 9 H, m ). 

{1203} 

Working Example 2 63 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :1. 19-2.24, 2.37-2.60, 2.64-3.92 and 4.81 - 5.15 {All 11 
H, m, 2.48 (s ) }, 6.61 (1 H, d, J=8.38Hz ), 6.71 - 6.92 and 
7.02 -7.68 (All 10 H, in). 

{1204} 

Working Example 2 64 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.16-4.38, 4.45-4.68 and 4.95 - 5.18 {All 32 H, m, 1.32 
(t ), 2.12 (s ), 2.29 (s ), 2.50 (s ), 3.30 (s ) }, 6.40 - 7.68 (10 H, 
m), 11.48- 12.38(1 H,m). 

{1205} 

Working Example 2 65 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.74-4.08 and 4.42 - 4.69 {All 18 H, m, 2.29 (s ), 2.54 
(s ) }, 5.59 - 5.80 and 6.29 - 7.51 (All 1 1 H, m ). 

{1206} 

Working Example 2 66 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.75-4.05, 4.40-4.66, 4.76-5.09, 5.36-5.81 and 6.30 - 
7.68 {All 25 H, m, 2.57 (s ), 4.96 (brs ), 6.45 (brs ) }. 

{1207} 

Working Example 2 67 
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1 H-NHR(200MHz,CDCl 3 ) d ppm:0.76-2.60 JSilS 
2.61-4.92[± 31H,m,2.08(s), 3.85(s)],6.30-7.50 
(9H,m), 12.22-12.86(lH,m) e 

[1208] 

268 

1 H-NHR(200MHz,CDCl 3 ) (5 ppm:0.73-2.56 &lt 
2.57-4.94[±31H,m,2.28(s), 2.39(s), 3.87(s)],6. 
52-7.52(9H,m), 12.17- 1 3.00( 1 H,m) 0 

[1209] 

mmm 269 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 . 1 4-4.08,4.4 1 - 
4.68,4.82-5.09,5.37-5.96 &lf 6.30-7.58[£ 27H, 
m,2.29(s), 2.54(s), 5.00(brs), 6.45(brs)] 0 

[1210] 

mmm 270 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 . 1 0-4.29,4.4 1 - 
4.68 &tf4.96-5.15[£ 29H,m,2.53(s), 3.31(s)], 
6.38-7.72(1 lH,m), 11.64-12.47(lH,m) 0 

[1211] 

mmm 21 \ 

1 H-NHR(200MHz,CDCl 3 ) d ppm : 0.80-4. 98 [ 23 H, 
m,2.52(s), 2.58(d,J=4.4Hz)],6.47-7.72(l lH,m), 
12.56-13.30(lH,m) o 

[1212] 
Sffitt 212 

1 H-NHR(200MHz,CDCl 3 )(5ppm:0.58-4.00,4.12- 
4.68 Xl/5.06-5.24[± 14H,m,1.63(s)],5.45-5.82 
&lf 6.49-8.09(± 17H 3 m) 0 

[1213] 

Sttl 273 

, H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 .08-5.20[± 2 
0H,m,2.85(s)],6.48-6.72,6.81-7.08 7.09-7.7 
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compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.76-2.60 and 2.61 - 4.92 {All 31 H, m, 2.08 (s ), 3.85 
(s ) }, 6.30 - 7.50 (9 H, m ), 12.22 - 12.86(1 H, m ). 

{1208} 

Working Example 2 68 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :0.73-2.56 and 2.57 - 4.94 {All 31 H, m, 2.28 (s ), 2.39 
(s ), 3.87 (s ) }, 6.52 - 7.52 (9 H, m ), 12.17 - 13.00(1 H, m ). 

{1209} 

Working Example 2 69 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :1. 14-4.08, 4.41-4.68, 4.82-5.09, 5.37-5.96 and 6.30 - 
7.58 {All 27 H, m, 2.29 (s ), 2.54 (s ), 5.00 (brs ), 6.45 
(brs)}. 

{1210} 

Working Example 2 70 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.1 0-4.29, 4.41-4.68 and 4.96 - 5.15 {All 29 H, m, 2.53 
(s ), 3.31 (s ) }, 6.38 - 7.72 (1 1 H, m ), 1 1 .64 - 12.47(1 H, m ). 

{1211} 

Working Example 2 71 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :0.80-4.98 {23 H, m, 2.52 (s ), 2.58 (d, J=4.4Hz ) }, 6.47 
- 7.72 (1 1 H, m ), 12.56 - 13.30 (1 H, m ). 

{1212} 

Working Example 2 72 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.58-4.00, 4.12-4.68 and 5.06 - 5.24 {All 14 H, m, 1.63 
(s ) }, 5.45 - 5.82 and 6.49 - 8.09 (All 17 H, m ). 

{1213} 

Working Example 2 73 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :1.08-5.20 {All 20 H, m, 2.85 (s ) }, 6.48 - 6. 72 and 6. 
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9t± 16H,m,6.74(d,J=8.2Hz)],12.62-13.78(lH, 
m) 0 

[1214] 

274 

1 H-NHR(250MHz,CDCl 3 ) 8 ppm: 1.04-5. 24(22H, 
m), 6.38-6.71 &tf6.72-7.60(£ 16H,m), 12.49- 
13.31(lH,m) 0 

[1215] 

3S1S0J 275 

l H-NHR(250MHz,CDCl 3 ) 6 ppm: 1.10-5. 1 9[20H, 
m,1.74(s)], 6.41 -6.68 JMt 6.79-7.60(± 16H,m) 0 

[1216] 

I H-NHR(200MHz,CDCl 3 ) 6 ppm:0.78-2.34,2.35- 

4.48.4.49- 4.74 RlS 4.92-5. 1 2[± 35H,m,l .39(t,d, 
J=7.0Hz), 1.83(s), 3.90(s), 3.93(s), 3.95(s), 3.9 
8(s)] ,6.70-7.60(9H,m), 1 1 .6 1 - 1 2.24{ 1 H,m) 0 

[1217] 

1 H-NHR(200MHz,CDCl 3 ) d ppm:0.75-2.28,2.29- 

4.33.4.50- 4.76 &lf 4.91-5.13[± 32H,m,1.85(s), 
2.39(s), 2.45(s), 3.30(s), 3.77(s), 3.99(s)],6.7 

0-7. 58( 1 0H,m), 11.58-1 2.27( 1 H,m) 0 

[1218] 
HJfiffl 278 

i H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 . 1 2-4.29 Jktf 
4.42-4.93C£ 26H,m,1.41(t,J=7.3Hz), 2.53(s), 3. 
87(s)],6.58-7.68(l lH,m), 12.52-13.50(lH,m) e 

[1219] 

mmm 219 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm:0.48- 1.41 ,1.49- 
2.88,2.94-3.28,3.32-4.80 Rlfi 5.31-5.62[± 22H, 
m,0.52(d,J=6.5Hz), 0.96(d,J=6.5Hz), 2.58(s), 3. 
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81 - 7.08 and 7.09 - 7.79{A11 16 H, m, 6.74 (d, J=8.2Hz ) }, 
12.62- 13.78(1 H,m). 

{1214} 

Working Example 2 74 
compound 

<sup>K/sup>H-NHR (250 MHz , CDCKsub>3</sub> );de 
ppm :1.04-5.24 (22 H, m ), 6.38 - 6.71 and 6.72 - 7.60 (All 16 
H,m), 12.49-13.31(1 H, m ). 

{1215} 

Working Example 2 75 
compound 

<sup>l</sup>H-NHR (250 MHz , CDCKsub>3</sub> );de 
ppm :1. 10-5.19 {20 H, m, 1.74 (s ) }, 6.41 - 6.68 and 6.79 - 
7.60 (All 16H,m). 

{1216} 

Working Example 2 76 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :0.78-2.34, 2.35-4.48, 4.49-4.74 and 4.92 - 5.12 {All 35 
H, m, 1.39 (t, d, J=7.0Hz ), 1.83 (s ), 3.90 (s ), 3.93 (s ), 3.95 
(s ), 3.98 (s ) }, 6.70 - 7.60 (9 H, m ), 1 1 .61 - 12.24(1 H, m ). 

{1217} 

Working Example 2 77 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :0.75-2.28, 2.29-4.33, 4.50-4.76 and 4.91 - 5.13 {All 32 
H, m, 1 .85 (s ), 2.39 (s ), 2.45 (s ), 3.30 (s ), 3.77 (s ), 3.99 
(s )}, 6.70 -7.58 (10 H,m), 11.58- 12.27(1 H, m ). 

{1218} 

Working Example 2 78 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :1. 12-4.29 and 4.42 - 4.93 {All 26H,m, 1.41 (t, 
J=7.3Hz ), 2.53 (s ), 3.87 (s ) }, 6.58 - 7.68 (1 1 H, m ), 12.52 - 
13.50(1 H,m). 

{1219} 

Working Example 2 79 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.48-1.41, 1.49-2.88, 2.94-3.28, 3.32-4.80 and 5.31 - 
5.62 {All 22 H, m, 0.52 (d, J=6.5Hz ), 0.96 (d, J=6.5Hz ), 
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87(s)],6.37-6.79 S.U 6.80-7.75(£ 12H,m) 0 



[1220] 

mMM 283 

I H-NHR(250MHz,CDCl 3 ) 6 ppm 



1.10-2.96,2.97-3.91,4.05^.61 RlS 5.05-5. 19[:£: 
20H,m,1.63(s), 2.87(d,J=4.5Hz)],5.49-5.78,6.07- 
6.32,6.46-6.69 &tf 6.81-7.62(± 9H,m) e 

[1221] 

mnm 284 

1 H-NHR(250MHz,CDCl 3 ) 6 ppm:0.79-4.32,4.33- 
4.66 Jklf 4.99-5.26C^ 34H,m,1.41(t,J=5.8Hz), 
3.31(s)],6.02-6.37,6.45-6.68 S.lf 6.78-7.81(± 8 
H,m), 11.83-12.39(lH,m) 0 

[1222] 
mi&m 285 

1 H-NHR(250MHz,CDCl 3 ) d ppm: 1 .17-3.40,3.52- 
4.10,4.11-4.62 Rlf 5.04-5.23[£ 36H,m,1.41(t,J 
=7.18Hz), 3.31(s)],6.05(lH,t,J=6.68Hz), 6.51-6. 
69 &lf 6.82-7.68(7H,m), 1 1.99-1 2.39(1 H,m) 0 

[1223] 

mmm 286 

, H-NHR(200MHz,CDCl 3 ) 6 ppm:0. 3 5-0.65, 0.80- 

2.12.2.13- 2.88,2.89-3.23,3.32-4.24,4.34-4.65,5.2 
6-5.47 &tf 6.31-7.44[£ 38H,m,0.50(d,J=6.5H 
z), 0.94{d,J=6.5Hz), 2.49(s)L 

[1224] 

mmm 287 

'H-NHR(200MHz,CDCl 3 ) d ppm:0.50-0.8 1 , 1 .00- 

2. 1 3.2. 14- 3.1 7,3.2 1-4.00,4.36-4.62,5.48-5.7 1 R 
IS 6.39-7.43[± 38H,m,0.65(t,J=7.3Hz), 2.49 
(s)3o 

[1225] 

mWl 288 
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2.58 (s ), 3.87 (s ) }, 6.37 - 6.79 and 6.80 - 7.75 (All 12 H, 
m). 

{1220} 

Working Example 2 83 
compound 

<sup>K/sup>H-NHR (250 MHz , CDCKsut»3</sub> );de 
ppm 

1.10 - 2. 96 and 2. 97 - 3. 91 and 4. 05 - 4.61 and 5.05 - 
5.19{A11 20 H, m, 1.63 (s ), 2.87 (d, J=4.5Hz ) }, 5.49 - 5. 78 
and 6. 07 - 6. 32 and 6. 46 - 6.69 and 6.81 -7.62 (All 9 H, m ). 

{1221} 

Working Example 2 84 
compound 

<sup>l</sup>H-NHR (250 MHz , CDCKsub>3</sub> );de 
ppm :0. 79-4.32, 4.33-4.66 and 4.99 - 5.26 {All 34 H, m, 1.41 
(t, J=5.8Hz ), 3.31 (s ) }, 6.02 - 6. 37 and 6. 45 - 6.68and 6.78 
- 7.81 (All 8 H, m ), 1 1.83 - 12.39 (1 H, m ). 

{1222} 

Working Example 2 85 
compound 

<sup>K/sup>H-NHR (250 MHz , CDCl<sub>3</sub> );de 
ppm :1. 17-3.40, 3.52-4.10, 4.1 1-4.62 and 5.04 - 5.23 {All 36 
H, m, 1.41 (t, J=7.18Hz ), 3.31 (s ) }, 6.05 (1 H, t, J=6.68Hz ), 
6.51 -6.69 and 6.82 -7.68 (7 H, m), 1 1.99 - 12.39 (1 H,m). 

{1223} 

Working Example 2 86 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.35-0.65, 0.80-2.12, 2.13-2.88, 2.89-3.23, 3.32-4.24, 
4.34-4.65, 5.26-5.47 and 6.31 - 7.44 {Alt 38 H, m, 0.50 (d, 
J=6.5Hz ), 0.94 (d, J=6.5Hz ), 2.49 (s ) }. 

{1224} 

Working Example 2 87 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.50-0.81, 1.00-2.13, 2.14-3.17, 3.21-4.00, 4.36-4.62, 
5.48-5.71 and 6.39 - 7.43 {All 38 H, m, 0.65 (t, J=7.3Hz ), 
2.49 (s)}. 

{1225} 

Working Example 2 88 
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1 H-NHR(200MHz,CDCl 3 )5ppm:0.81-2.55(5H, 
m), 2.31(3H,s), 2.56-3.97,4.31-4.70 2klf 5.08-5. 
50(£4H,m), 6.50-7. 83(12H,m) 0 

[1226] 

MM® 289 

1 H-NHR(200MHz,CDCl 3 ) (5ppm:1.15-2.49[± 8 
H,m,1.95(s)],2.59-3.94,4.00-4.25,4.40-4.67 JSilS 
5.09-5.29[£ 13H,m,3.47(s), 3.55(s), 3.68(s)],6. 
30-7.48(9H,m) o 

[1227] 

mmm 291 

, H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 . 1 5-2.27(5H, 
m), 2.52-4.33,4.51-4.73 RlS 5.00-5.19[± 13H, 
m,3.70(s), 3.74(s), 3. 75(s)], 6.7 1-7.54(1 0H,m) o 

[1228] 

mmm 292 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 .27-2.42(5H, 
m), 2.36(3H,s), 2.58-3.07(2H,m), 3.10-4.31,4.3 
8-4.67 5.19-5.29[£ 1 lH,m,3.53(s), 3.68 
(s)],6.41-7.48(9H,m) 0 

[1229] 

mmm 293 

1 H-NHR(200MHz,CDCl 3 ) 8 ppm: 1 .09-2.42(5H, 
m), 2.58-4.24,4.49-4.74 fttf 5.01-5.22(± 10H, 
m), 5.24-7.56(1 lH,m) 0 

[1230] 

mmm 294 
(bits® 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 . 1 8-2.58(4H, 
m), 2.35(3H,s), 2.60-4.09,4.36-4.68 Rtf 5.02-5. 
30(± 5H,m), 3.49(6H,s), 6.31-7.49(10H,m) o 

[1231] 

mmm 295 



1997-8-26 

compound 

<sup>l</sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :0.8 1-2.55 (5 H, m ), 2.31 (3 H, s ), 2.56 - 3. 97 and 4. 31 

- 4.70 and5.08 - 5.50 (All 4 H, m ), 6.50 - 7.83 (12 H, m ). 

{1226} 

Working Example 2 89 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.15-2.49 {All 8 H, m, 1.95 (s ) }, 2.59 - 3. 94 and 4. 00 

- 4. 25 and 4. 40 -4.67 and 5.09 - 5.29 {All 13 H, m, 3.47 (s ), 
3.55 (s ), 3.68 (s ) }, 6.30 - 7.48 (9 H, m ). 

{1227} 

Working Example 2 91 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1 . 1 5-2.27 (5 H, m ), 2.52 - 4. 33 and 4. 5 1 - 4.73 and 

5.00 - 5.19{A11 13 H, m, 3.70 (s ), 3.74 (s ), 3.75 (s ) }, 6.71 - 
7.54(10H,m). 

{1228} 

Working Example 2 92 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.27-2.42 (5 H, m ), 2.36 (3 H, s ), 2.58 - 3.07 (2 H, m ), 
3.10-4.31 and 4.38 - 4.67 and 5.19 - 5.29 {All 11 H, m, 3.53 
(s ), 3.68 (s ) }, 6.41 - 7.48 (9 H, m ). 

{1229} 

Working Example 2 93 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.09-2.42 (5 H, m ), 2.58 - 4. 24 and 4. 49 - 4.74 and 

5.01 - 5.22(A11 10 H, m ), 5.24 - 7.56 (1 1 H, m ). 

{1230} 

Working Example 2 94 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.18-2.58 (4 H, m ), 2.35 (3 H, s ), 2.60 - 4. 09 and 4. 36 

- 4.68 and5.02 - 5.30 (All 5 H, m ), 3.49 (6 H, s ), 6.31 - 7.49 
(10H,m). 

{1231} 

Working Example 2 95 
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1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 . 1 6-2.47(4H, 
m), 2.58-3.40,3.41-4.38,4.39-4.68 Rlf 5.09-5.30 
(± 1 lH,m), 3.67 &lf 3.71(# 3H,& s), 6.55-7. 
83(llH,m)o 

[1232] 

296 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 . 19-2.39(4H, 
m), 2.5 1-3.95,4.36-4.64 Rlf 5.05-5.3 1 [± 8H,m, 
3.65(s)],6.50-7.80(llH,m), 8.99-1 0.36(1 H,m) 0 

[1233] 

mmm 297 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 . 1 8-2.34,2.58- 
3.30,3.31-4.37,4.51-4.72 JBiXf 5.01-5.19[± 15H, 
m,3.76(s)],6.71-7.69(l lH,m) 0 

[1234] 

mmm 298 

] H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 . 1 5-2.29(4H, 
m), 2.57-3.21,3.30-4.13,4.49-4.72 ^1X4.99-5.21 
C£ 8H,m,3.73(s)],5.41-7.69(12H,m) 0 

[1235] 

mmm 299 

1 H-NHR(200MHz,CDCl 3 ) d ppm: 1 . 1 2-2.22,2.24- 
2.52,2.57-3.19,3.28-4.41,4.51-4.73 &lS 4.99-5.2 
0l£ 18H,m,2.37(s), 3.76(s)],6.71-7.58(10H, 
m) 0 

[1236] 

mmm 300 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1.07-4.14 &Xf 
4.15-5.58[£ 16H,m,2.35(s), 3.73(s)],6.62-7.64 
(10H,m) o 

[1237] 

mmm 301 



1997-8-26 

compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.1 6-2.47 (4 H, m ), 2.58 - 3. 40 and 3. 41 - 4. 38 and 4. 
39 -4.68 and 5.09 - 5.30 (All 1 1 H, m ), 3.67 and 3.71 (Each 3 
H, eachs), 6.55 - 7.83 (1 1 H, m ). 

{1232} 

Working Example 2 96 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1 .19-2.39 (4 H, m ), 2.5 1 - 3. 95 and 4. 36 - 4.64 and 
5.05 - 5.31 {All 8 H, m, 3.65 (s ) }, 6.50 - 7.80 (1 1 H, m ), 
8.99- 10.36(1 H,m). 

{1233} 

Working Example 2 97 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm: 1.1 8-2.34, 2.58-3.30, 3.31 -4.37, 4.51-4.72 and 5.01 - 
5.19 {All 15 H,m, 3.76 (s)}, 6.71 -7.69(11 H,m). 

{1234} 

Working Example 2 98 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.1 5-2.29 (4 H, m ), 2.57 - 3. 21 and 3. 30 - 4. 13 and 4. 
49 -4.72 and 4.99 - 5.21 {All 8 H, m, 3.73 (s ) }, 5.41 - 7.69 
(12H,m). 

{1235} 

Working Example 2 99 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :1. 12-2.22, 2.24-2.52, 2.57-3.19, 3.28-4.41, 4.51-4.73 
and 4.99 - 5.20 {All 18 H, m, 2.37 (s ), 3.76 (s ) }, 6.71 - 7.58 
(10H,m). 

{1236} 

Working Example 300 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.07-4. 14 and 4.15 -5.58 {All 16 H, m, 2.35 (s), 3.73 
(s )}, 6.62 -7.64 (10 H,m). 

{1237} 

Working Example 301 
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1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 . 1 3-2.3 1 [ £ 1 
0H,m,1.90(s)],2.54-3.23,3J3-3.97,4.05-4.31,4.5 
1-4.71 Rtf 5.01-5.18[£ llH,m,3.74(s)],6.31-7. 
50(9H,m) o 

[1238] 

302 

1 H-NHR(200MHz,CDCl 3 ) d ppm: 1 . 14-2.22(4H, 
m), 2.57-3.20,3.36-4.35,4.50-4.71 Rlf 5.02-5.20 
[± 17H,m,3.76(s), 3.91(s), 3.93(s)],6.71-7.55(9 
H,m) 0 

[1239] 

mmm 303 

, H-NHR(200MHz,CDCl 3 ) Sppm:l.l 1-2.51[£ 7 
H,m,2.39(s)],2.57-3.21,3.22-4.35,4.51-4.73 JBlXS 
5.01-5.19[£ 1 lH,m,3.76(s)],6.70-7.55(10H,m)o 



[1240] 

mmm 304 

l H-NHR(200MHz,CDCl 3 ) (5ppm:1.15-2.49[£ 1 
0H,m,2.1 l(s), 2.34(s)],2.56-3.22,3.30-4.32,4.49- 
4.73 »tf 5.02-5.19[£ 1 lH,m,3.67(s), 3.74(s)], 
6.48-7.52(9H,m) 0 

[1241] 

307 

, H-NHR(200MHz,CDCl 3 )5ppm:1.09-2.25(4H, 
m), 2.37 &tf 2M(± 3H,# s), 2,55-3.30,3.31- 
4.22 fttf 4.49-6.21 [± 9H,m,3.73(s)], 6.70-7.58 
(10H,m) o 

[1242] 

mmm 309 

, H-NHR(200MHz,CDCl 3 ) d ppm: 1 .14-4.23,4.42- 
4.69 Jklf 5.03-5.25[£ 18H,m,2.13(s), 2.48(s), 
3.71(s)],6.30-7.54(10H,m)o 

[1243] 

mmm 310 



1997-8-26 

compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :1. 13-2.31 {All 10H,m, 1.90 (s )}, 2.54 - 3. 23 and 3. 
33 - 3. 97 and 4. 05 -4. 31 and 4. 51 - 4.71 and 5.01 - 5.18 
{All 1 1 H, m, 3.74 (s ) }, 6.31 - 7.50 (9 H, m ). 

{1238} 

Working Example 302 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.14-2.22 (4 H, m ), 2.57 - 3. 20 and 3. 36 - 4. 35 and 4. 
50 -4.71 and 5.02 - 5.20 {All 17 H, m, 3.76 (s ), 3.91 (s ), 3.93 
(s)}, 6.71 -7.55 (9 H,m). 

{1239}* 

Working Example 303 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.1 1-2.51 {All 7 H, m, 2.39 (s ) }, 2.57 - 3. 21 and 3. 22 
-4. 35 and 4. 51 -4.73 and 5.01 -5.19 {All 11 H, m, 3.76 
(s )}, 6.70 -7.55 (10 H,m). 

{1240} 

Working Example 304 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :1. 15-2.49 {All 10H,m,2.11 (s ), 2.34 (s)}, 2.56 -3. 
22 and 3. 30 - 4. 32 and 4. 49 -4.73 and 5.02 - 5.19 {All 1 1 H, 
m, 3.67 (s ), 3.74 (s ) }, 6.48 - 7.52 (9 H, m ). 

{1241} 

Working Example 307 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1 .09-2.25 (4 H, in ), 2.37 and 2.44 (All 3 H, each s ), 
2.55 - 3. 30 and 3. 31 4.22 and 4.49 - 6.21 {All 9 H, m, 3.73 
(s )}, 6.70 -7.58 (10 H,m). 

{1242} 

Working Example 309 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.14-4.23, 4.42-4.69 and 5.03 - 5.25 {All 18 H, m, 2.13 
(s ), 2.48 (s ), 3.71 (s ) }, 6.30 - 7.54 (10 H, m ). 

{1243} 

Working Example 310 
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, H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 . 1 7-2.29(4H, 
m), 2.39-4.32,4.43-4.65 &XS 5.02-5.22[£ 11H, 
m,2.51(s), 3.74(s)],6.41-7.69(l lH,m) 0 



[1244] 

l H-NHR(200MHz,CDCl 3 ) 6 ppm:l .05-3.99,4.38- 
4.65 &tf 5.01-5.22[± 1 5H,m,2. 1 2(s), 2.47(s)], 
6.40-7.48(10H,m) o 

[1245] 

1 H-NHR(200MHz,CDCl 3 ) d ppm: 1 . 12-2.34(4H, 
m), 2.35-4.09,4.40-4.68 Rtf 5.03-5.25[£ 8H,m, 
2.50(s)],6.40-7.70(llH,m) o 

[1246] 

cons® 

, H-NHR(200MHz,CDCl 3 ) 6 ppm:l .19-2.52,2.53- 
3.94,3.97-4.32,4.37-4.62 Rlf 5.07-5.28t£ 20H, 
m,3.74(s)],6.00-6.32,6.40-6.68,6.70-7.01 &lf 7. 
02-7.40(£ 8H,m) 0 

[1247] 

mi&m 314 

, H-NHR(250MHz,CDCl 3 ) 6 ppm: 1 .08-2.37,2.38- 
3.92,4.01-4.64 5.08-5.28[£ 22H,m,3.74 

(s)],6.07(lH,t,J=6.7Hz), 6.41-6.71 &lf 6.72-7 .4 
\(± 7H,m) 0 

[1248] 

SISS0I315 

1 H-NHR(250MHz,CDCl 3 ) 6 ppm: 1 . 1 2-2.3 1 ,2.48- 
3.32,3.37-3.82,3.83-4.36,4.37-4.58 Rlf 5.10-5.2 
5[£ 12H,m,1.58(s), 3.59(s)],6.43-6.66 Rlf 6.7 
9-7.52(± 16H,m) 0 

[1249] 

mmm 316 



1997-8-26 

compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1 . 1 7-2.29 (4 H, m ), 2.39 - 4. 32 and 4. 43 - 4.65 and 

5.02 - 5.22 {All 1 1 H, m, 2.51 (s ), 3.74 (s ) }, 6.41 - 7.69 (1 1 
H,m). 

{1244} 

Working Example 311 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :1.05-3.99, 4.38-4.65 and 5.01 - 5.22 {All 15 H, m, 2.12 
(s ), 2.47 (s ) }, 6.40 - 7.48 (10 H, m ). 

{1245} 

Working Example 312 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.12-2.34 (4 H, m ), 2.35 - 4. 09 and 4. 40 - 4.68 and 

5.03 - 5.25 {All 8 H, m, 2.50 (s ) }, 6.40 - 7.70 (11 H, m ). 

{1246} 

Working Example 3 1 3 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.1 9-2.52, 2.53-3.94, 3.97-4.32, 4.37-4.62 and 5.07 - 
5.28 {All 20 H, m, 3.74 (s ) }, 6.00 - 6. 32 and 6. 40 - 6.68 
and 6. 70 - 7.01 and 7.02 - 7.40 (All 8 H, m ). 

{1247} 

Working Example 3 14 
compound 

<sup>K/sup>H-NHR (250 MHz , CDCl<sub>3</sub> );de 
ppm : 1.08-2.37, 2.38-3.92, 4.01-4.64 and 5.08 - 5.28 {All 22 
H, m, 3.74 (s ) }, 6.07 (1 H, t, J=6.7Hz ), 6.41 - 6.71 and 6.72 
-7.41 (All 7 H, m ). 

{1248} 

Working Example 3 1 5 
compound 

<sup>K/sup>H-NHR (250 MHz , CDCKsub>3</sub> );de 
ppm : 1.1 2-2.31 , 2.48-3.32, 3.37-3.82, 3.83-4.36, 4.37-4.58 
and 5.10 - 5.25 {All 12 H, m, 1.58 (s ), 3.59 (s ) }, 6.43 - 6.66 
and 6.79 - 7.52 (All 16H,m). 

{1249} 

Working Example 3 1 6 



Page 93 Paterra® InstantMT® Machine Translation (U.S. Pat. Sen No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP1997221476A 

'H-NHR(250MHz,CDCl 3 ) 6 ppm: 1.22-3.06,3.07- 
3.25,3.32-3.79,4.38-4.60 &lS 5.08-5.24[£ 9H, 
m,3.48(s), 3.58(s)],6.42-6.63 6.78-8.5 \(± 1 
7H,m) 0 

[1250] 

mmmm 

I H-NHR(250MHz,CDCl 3 ) d ppm: 1.12-2.52,2.53- 
3.33,3.34-3.88,3.89-4.65,5.08-5.25(± 17H,m), 
5.99-6.36,6.44-6.70 Rlf 6.78-7.55(± 9H,m) 0 

[1251] 
HJS0IJ318 

l H-NHR(250MHz,CDCl 3 ) d ppm:l . 16-3.32,3.33- 
4.62 Rlf 5.08-5.26(^ 19H,m), 6.05(lH,t,J=6.7 
Hz), 6.48-6.74 RZf 6.75-7.8 1(± 8H,m) 0 

[1252] 

mmm 319 

1 H-NHR(250MHz,CDCl 3 ) d ppm: 1 . 1 9-2.30,2.57- 
3.90,3.91-4.67 &lf 5.12-5.31 l± 12H,m,1.59(s), 
3.75(s)],6.49-6.74 &t/ 6.81-7.87(£ 16H,m) 0 

[1253] 

mmm 320 

1 H-NHR(250MHz,CDCl 3 ) d ppm: 1 . 1 8-2.26(4H, 
m), 2.55-3.36,3.37-3.90,4.38-4.62 5.10-5.30 
(£5H,m), 6.50-6.71 Stf 6.82-7.81(£ 17H,m) 0 

[1254] 

mmm 321 

, H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 . 1 8-2.39,2.40- 
4.27,4.46-4.68 5.06-5.22[£ 18H,m,2.52(s), 
3.72(s), 3.82(s)&tf 3.87(s)],6.48-7.68(l 1H, 
m) 0 

[1255] 

mmm 322 



1997-8-26 

compound 

<sup>K/sup>H-NHR (250 MHz , CDCl<sut»3</sub> );de 
ppm : 1.22-3.06, 3.07-3.25, 3.32-3.79, 4.38-4.60 and 5.08 - 
5.24 {All 9 H, m, 3.48 (s ), 3.58 (s ) }, 6.42 - 6.63 and 6.78 - 
8.51 (All 17H,m). 

{1250} 

Working Example 317 
compound 

<sup>K/sup>H-NHR ( (250 MHz , CDCKsub>3</sub> );de 
ppm : 1.12-2.52, 2.53-3.33, 3.34-3.88, 3.89-4.65, 5.08-5.25 
(All 17 H, m ), 5.99 - 6. 36 and 6. 44 - 6.70 and 6.78 - 
7.55(A11 9 H, m ). 

{1251} 

Working Example 3 1 8 
compound 

<sup>K/sup>H-NHR (250 MHz , CDCKsub>3</sub> );de 
ppm : 1.16-3.32, 3.33-4.62 and 5.08 - 5.26 (All 19 H, m ), 6.05 
(1 H, t, J=6.7Hz ), 6.48 - 6.74 and 6.75 -7.81 (All 8 H, m ). 

{1252} 

Working Example 319 
compound 

<sup>l</sup>H-NHR (250 MHz , CDCl<sut»3</sub> );de 
ppm :1. 19-2.30, 2.57-3.90, 3.91-4.67 and 5.12 -5.31 {All 12 
H, m, 1.59 (s ), 3.75 (s ) }, 6.49 - 6.74 and 6.81 - 7.87 (All 16 
H,m). 

{1253} 

Working Example 320 
compound 

<sup>K/sup>H-NHR (250 MHz , CDCKsub>3</sub> );de 
ppm :1 . 18-2.26 (4 H, m ), 2.55 - 3. 36 and 3. 37 - 3. 90 and 4. 
38 -4.62 and 5.10 - 5,30 (All 5 H, m ), 6.50 - 6.71 and 6.82 - 
7.81 (All 17H,m). 

{1254} 

Working Example 321 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.18-2.39, 2.40-4.27, 4.46-4.68 and 5.06 - 5.22 {All 18 
H, m, 2.52 (s ), 3.72 (s ), 3.82 (s ) and 3.87 (s ) }, 6.48 - 7.68 
(11 H,m). 

{1255} 

Working Example 322 
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1 H-NHR(200MHz,CDCl 3 ) d ppm:0.86-4.3 1,4.43- 
4.67 At; 5.03-5 .20[£ 26H,m,2.43(s), 2.47(s), 
3.72(s)],6.41-7.46(7H,m)o 

[1256] 

mmm 323 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 .07-4.3 1 ,4.40- 
4.67 fttf 5.02-5.20[± 28H,m,2.43(s), 2.47(s), 
3.72(s)],6.40-7.46(7H,m)o 

[1257] 

324 

1 H-NHR(200MHz,CDCl 3 ) d ppm: 1 . 1 5-4.3 1 ,4.43- 

4.65 RlS 5.02-5.20[± 24H,m,2.43(s), 2.48(s), 
3.71(s)],6.44-7.48(7H,m) e 

[1258] 

Hffitfj 325 

1 H-NHR(200MHz,CDCl 3 ) d ppm:0.98-5.26[24H, 
m,2.43(s), 2.48(s)],6.42-7.53[7H,m,6.64(d,J-7.3 
Hz)L 

[1259] 

mmm 326 

1 H-NHR(200MHz,CDCl 3 ) d ppm: 1 .03-4.04,4.42- 
4.64 RlS 5.01-5.21 [± 25H,m,2.43(s), 2.48(s)], 
6.41-7.45(7H,m) 0 

[1260] 

mmm 327 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 .04-4.01 ,4.40- 

4.66 5.02-5.22[£ 21H,m,2.43(s), 2.48(s)], 
6.43-7.48(7H,m) 0 

[1261] 

mmm 32s 

1 H-NHR(200MHz,CDCl 3 ) d ppm: 1 .14-2.28,2.38- 
4.02,4.41-4.68 fttf 5.02-5.22[^: 15H,m,2.51(s), 
2.56(s), 3.78(s)],6.48-7.62(l lH,m) 0 
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compound 

<sup>l</sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.86-4.31 , 4.43-4.67 and 5.03 - 5.20 {All 26 H, m, 2.43 
(s ), 2.47 (s ), 3.72 (s ) }, 6.41 - 7.46 (7 H, m ). 

{1256} 

Working Example 323 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.07-4.31 , 4.40-4.67 and 5.02 - 5.20 {All 28 H, m, 2.43 
(s ), 2.47 (s ), 3.72 (s ) }, 6.40 - 7.46 (7 H, m ). 

{1257} 

Working Example 324 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.1 5-4.31 , 4.43-4.65 and 5.02 - 5.20 {All 24 H, m, 2.43 
(s ), 2.48 (s ), 3.71 (s ) }, 6.44 - 7.48 (7 H, m ). 

{1258} 

Working Example 325 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.98-5.26 {24 H, m, 2.43 (s ), 2.48 (s ) }, 6.42 - 7.53 {7 
H, m, 6.64 (d, J=7.3Hz)}. 

{1259} 

Working Example 326 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.03-4.04, 4.42-4.64 and 5.01 - 5.21 {All 25 H, m, 2.43 
(s ), 2.48 (s ) }, 6.41 - 7.45 (7 H, m ). 

{1260} 

Working Example 327 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :1.04-4.01, 4.40-4.66 and 5.02 - 5.22 {All 21 H, m, 2.43 
(s ), 2.48 (s ) }, 6.43 - 7.48 (7 H, m ). 

{1261} 

Working Example 328 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :1. 14-2.28, 2.38-4.02, 4.41-4.68 and 5.02 - 5.22 {All 15 
H, m, 2.51 (s ), 2.56 (s ), 3.78 (s ) }, 6.48 - 7.62 (1 1 H, m ). 



Page 95 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP1997221476A 

[1262] 
StSfeflfl 329 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 . 1 5-2.32(4H, 
m), 2.43-4.32,4.45-4.68 JBlXS 5.03-5.22[£ 11H, 
m,2.55(s), 2.58(s), 3.73(s)],6.43-7.80(16H,m) o 



[1263] 

mmm 332 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm:0.54- 1 .04, 1 .05- 
2.25,2.26-4.18,4.36-4.74 Rlf 5.52-5.84[£ 17H, 
m,0.67(t,J-7.3Hz), 2.60(s)] ,6.38-7.82(1 7H,m) e 

[1264] 
HJ&ffll 333 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm:0.9-4.2,4.4-4.6 
5 Rtf 5.0-5.25(± 22H,m), 6.45-6.67 6.78- 
7.88[± 13H,m,6.58(d,J=8.3Hz)] 0 

[1265] 

334 

l H-NHR(200MHz,CDCl 3 ) 6 ppm:0.9-4. 1,4.45-4. 
65 Rtf 5.0-5.2[± 22H,m,1.23(t,J=7.1Hz)],6.35- 
7.55(13H,m) c 

[1266] 

§6J&6#] 335 

1 H-NHR(200MHz,CDCl 3 ) d ppm: 1 .06(3H,t,J-7.2 
Hz), l.l-1.55(5H,m), 1.6-2.0(5H,m), 2.2-2.7(9 
H,m), 3.4-3.9(7H,m), 4.55-4.85(lH,m), 6.19(1 
H,t,J=5.5Hz), 6.62(lH,d,J=8.2Hz), 6.8-7.1(lH, 
m), 6.99(2H,d,J=7.9Hz), 7.16(2H,d,J=7.9Hz), 
7.33(1 H,d,J=2.4Hz) 0 

[1267] 

HSfeffll 336 

l H-NHR(200MHz,CDCl 3 ) 8 ppm: 1 .05(3H,t,J=7.2 
Hz), 2.2-2.7(8H,m), 3.4-3. 9(7H,m), 4.6-4.9(1 H, 
m), 6.21(lH,t,J=5.8Hz), 6.65(1 H,d,J=8.3Hz), 6. 
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{1262} 

Working Example 329 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1 . 1 5-2.32 (4 H, m ), 2.43 - 4. 32 and 4. 45 - 4.68 and 
5.03 - 5.22 {All 11 H, m, 2.55 (s ), 2.58 (s ), 3.73 (s ) }, 6.43 - 
7.80(16H,m). 

{1263} 

Working Example 332 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :0.54-1.04, 1.05-2.25, 2.26-4.18, 4.36-4.74 and 5.52 - 
5.84 {All 17 H, m, 0.67 (t, J=7.3Hz ), 2.60 (s ) }, 6.38 - 7.82 
(17H,m). 

{1264} 

Working Example 333 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.9-4.2, 4.4- 4.65 and 5.0 - 5.25 (All 22 H, m ), 6.45 - 
6.67 and 6.78 - 7.88 {All 13 H, m, 6.58 (d, J=8.3Hz ) }. 

{1265} 

Working Example 334 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.9-4.1, 4.45-4.65 and 5.0 - 5.2 {All 22 H, m, 1.23 (t, 
J=7.1Hz )}, 6.35 - 7.55 (13 H, m ). 

{1266} 

Working Example 335 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm: 1.06 (3 H, t,J-7.2Hz ), 1.1 - 1.55(5 H,m), 1.6-2.0(5 
H, m ), 2.2 - 2.7 (9 H, m ), 3.4- 3.9 (7 H, m ), 4.55 - 4.85 (1 H, 
m ), 6.19 (1 H, t, J=5.5Hz ), 6.62 (1 H, d, J=8.2Hz ), 6.8 - 7.1 
(1 H, m ), 6.99 (2 H, d, J=7.9Hz ),7.16 (2 H, d, J=7.9Hz ), 
7.33(1 H, d, J=2.4Hz ). 

{1267} 

Working Example 336 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1 .05 (3 H, t, J=7.2Hz ), 2.2 - 2.7 (8 H, m ), 3.4 - 3.9 (7 
H, m ), 4.6 - 4.9 (1 H, m ), 6.21(1 H, t, J=5.8Hz ), 6.65 (1 H, 
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8-7.1(lH,m), 7.2-7.6(10H,m) o 
[1268] 

mmm 337 
(bits® 

1 H-NHR(200MHz,CDCl 3 )5ppm:0.99 RXf 1.21 
(± 6H,ft U=7Hz), 2.0-2.8(7H,m), 3.0-4.9(7H, 
m), 6.34(1 H,t,J=5.5Hz), 6.65(lH,d,J=8.1Hz), 6. 
75-7.8(12H,m) 0 

[1269] 

mmm 339 

1 H-NHR(200MHz,CDCl 3 ) d ppm: 1.2-4.2,4.4-4.7 
&1/ 5.0-5.2(± 19H,m), 6.5-6.7 [lH,m,6.63(d,J= 
7. 1 Hz) ] ,6. 8-7.8( 1 2H,m), 8.2-8.7( 1 H,m) 0 

[1270] 

mmm 340 

, H-NMR(200MHz,CDCl 3 +DMSO-d 6 ) 6 ppm: 1 .0 
-4.8 &tf 5.0-5.2[£ 24H,m,1.47(t,J=7.1Hz)],6.5 
-8.0(13H,m), 8.9-9.8(1 H,m), 1 1.6-12.5(lH,m) 0 

[1271] 

mmm 341 

, H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 .1-2.3,2.4-4.7 
Xtf 4.9-5.15(£ 21H,m), 6.58(1 H,d,J=7.7Hz), 
6.7-7.8(1 2H,m), 8.35-8.8(lH,m) 0 

[1272] 

HS60!) 342 

1 H-NHR(200MHz,CDCl 3 ) 6 PP m:0.9-4.0,4.4-4.7 
5.0-5.25(± 21H,m), 6.5-6.7(lH,m), 6.8-7. 
7(12H,m), 8.2-8.5(lH,m) 0 

[1273] 

mmm 344 
(bit-Sty 

I H-NHR(200MHz,CDCl 3 ) 6 ppm: 0.9-4. 1,4.4-4. 7 
&tf 4.9-5.15[£ 27H,m,1.12(t,J=5.7Hz), 2.49 
(s), 4.52(s)D,6.4-7.7[12H,m,6.62(d,J-6.1Hz)],8. 
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d, J=8.3Hz ), 6.8 - 7.1 (1 H, m ), 7.2 - 7.6 (10 H, m ). 
{1268} 

Working Example 337 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.99 and 1.21 (All 6 H, each t, J=7Hz ), 2.0 - 2.8 (7 H, 
m ), 3.0 - 4.9 (7 H, m ), 6.34 (1 H, t, J=5.5Hz ),6.65 (1 H, d, 
J=8.1Hz),6.75-7.8(12H,m). 

{1269} 

Working Example 339 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1 .2- 4.2, 4.4- 4.7 and 5.0 - 5.2 (All 19 H, m ), 6.5 - 6.7 
{1 H, m, 6.63 (d, J=7.1Hz ) }, 6.8 - 7.8 (12 H, m ), 8.2 -8.7 (1 
H,m). 

{1270} 

Working Example 340 
compound 

<sup>K/sup>H-nmr (200 MHz , 
CDCl<sub>3</sub>+DMSO -d<sub>6</sub> );de 
ppm :1.0-4.8 and 5.0 - 5.2 {All 24 H, m, 1.47 (t, J-7.1Hz ) }, 
6.5-8.0(13H,m), 8.9-9.8(1 H,m), 11.6- 12.5(1 H,m). 

{1271} 

Working Example 341 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.1- 2.3, 2.4- 4.7 and 4.9 - 5.15 (All 21 H, m ), 6.58 (1 
H, d, J-7.7Hz ), 6.7 - 7.8 (12 H, m ), 8.35 -8.8 (1 H, m ). 

{1272} 

Working Example 342 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.9-4.0, 4.4- 4.7 and 5.0 - 5.25 (All 21 H, m ), 6.5 - 6.7 
(1 H, m ), 6.8 - 7.7 (12 H, m ), 8.2- 8.5 (1 H, m ). 

{1273} 

Working Example 344 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :0.9-4. 1 , 4.4- 4.7 and 4.9 -5.15 {All 27 H, m, 1 . 1 2 (t, 
J=5.7Hz ), 2.49 (s ), 4.52 (s ) }, 6.4 - 7.7 {12 H, m, 6.62 (d, 
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1- 8.5ClH,m,8.15(s), 8.41(s)3o 
[1274] 

mmm 345 

'H-NHR^OMH^CDCb) 6 ppm: 0.9-4. 1,4. 3 -4. 8 
&lf 4.9-5. \(± 24H,m), 6.7-8.0(1 lH,m), 8.3-8. 
8[lH,m,8.38(s), 8.67(s)] G 

[1275] 

mmm 346 

, H-NHR(200MHz,CDCl 3 ) d ppm: 1 .0-5.1 [24H, 
m,2.46(s), 2.47(s), 4.48(s), 4.61(s)],6.35-6.7[l 

H, m,6.58(d,J=5.5Hz)),6.75-8.0(12H,m), 8.3-8.7 
ClH,m,8.42(s), 8.59(s)L 

[1276] 

mmm 350 

l H-NHR(200MHz,CDCl 3 ) 6 ppm: 1.2-4.2,4.4-4.7 
fttf 4.9-5.2[± 23H,m,2.35(s), 2.53(s)],6.4-8.5 
[ 12H,m,6.58(d,J=8.3Hz), 6.87(dd,J=8 J,J=2.3H 
z), 6.99(d,J=2.2Hz), 7.10(d,J=8.3Hz)],10.0-10.0 
4(lH,m) e 

[1277] 

mmm 352 

'H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 .05- 1 .55 RZf 

I. 6-2.0[± 13H,1.25(t,J=7Hz)],2.2-2.8(3H,m), 3. 

2- 3.55(2H,m), 3.6-3 .9(1 H,m), 4.0-4.4(2H,m), 4. 
6-4.9(lH,m), 6.29(lH,t,J=5.6Hz), 5.62(lH,d,J= 
8Hz), 6.89(1 H,dd,J=8Hz,J=2Hz), 6.99(2H,d,J= 
8.2Hz), 7.18(2H,d,J=8.2Hz), 7.35(lH,d,J=2H 
z) 0 

[1278] 

mmm 353 

, H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 . l-2.0( 1 OH, 
m), 2.2-2.8(3H,m), 3.2-3. 6(2H,m), 3.65-3.9(lH, 
m), 4.6-4.95(1 H,m), 6.28(1 H,t,J=5.4Hz), 6.61(1 
H,d,J=8Hz), 6.8-7.1(lH,m), 6.98(2H,d,J=8Hz), 
7.21(2H,d,J=8Hz), 7.35(lH,d,J=2.3Hz), 9.03(1 
H,brs) 0 

[1279] 
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J=6.1Hz ) }, 8.1 - 8.5 { 1 H, m, 8.15 (s ), 8.41 (s ) }. 
{1274} 

Working Example 345 
compound 

<sup>K/sup>H-NHR (250 MHz , CDCl<sub>3</sub> );de 
ppm :0.9-4.1, 4.3- 4.8 and 4.9 - 5.1 (All 24 H, m ), 6.7 - 8.0 
(11 H,m), 8.3-8.8 {1 H, m, 8.38 (s ), 8.67 (s)}. 

{1275} 

Working Example 346 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.0-5.1 {24 H, m, 2.46 (s ), 2.47 (s ), 4.48 (s ), 4.61 
(s ) }, 6.35 - 6.7 {1 H, m, 6.58 (d, J=5.5Hz ) }, 6.75 - 8.0 (12 
H, m ), 8.3 - 8.7 {1 H, m, 8.42 (s ), 8.59 (s ) }. 

{1276} 

Working Example 350 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :1.2- 4.2, 4.4- 4.7 and 4.9 - 5.2 {All 23 H, m, 2.35 (s ), 
2.53 (s ) }, 6.4 - 8.5 {12 H, m, 6.58 (d, J=8.3Hz ), 6.87 (dd, 
J=8.3, J=2.3Hz ), 6.99 (d, J=2.2Hz ), 7.10 (d, J=8.3Hz ) }, 
10.0-10.04(1 H,m). 

{1277} 

Working Example 352 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm: 1.05-1. 55 and 1.6-2.0 {All 13 H, 1.25 (t, J=7Hz)},2.2 
- 2.8 (3 H, m ), 3.2 - 3.55 (2 H, m ), 3.6- 3.9 (1 H, m ), 4.0 - 
4.4 (2 H, m ), 4.6 - 4.9 (1 H, m ), 6.29 (1 H, t, J=5.6Hz ), 5.62 
(1 H, d, J=8Hz ), 6.89 (1 H, dd, J=8Hz , J=2Hz ), 6.99(2 H, d, 
J=8.2Hz 7.18 (2 H, d, J=8.2Hz ), 7.35 (1 H, d, J=2Hz ). 



{1278} 

Working Example 353 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :1.1- 2.0 (10 H, rn ), 2.2 - 2.8 (3 H, m ), 3.2 - 3.6 (2 H, 
m ), 3.65 - 3.9 (1 H, m ), 4.6- 4.95 (1 H, m ), 6.28 (1 H, t, 
J=5.4Hz ), 6.61 (1 H, d, J=8Hz ), 6.8 - 7.1 (1 H, m ), 6.98 (2 
H, d, J=8Hz ), 7.21 (2 H, d, J=8Hz ), 7.35 (1 H, d, 
J=2.3Hz ),9.03(1 H, brs). 

{1279} 
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mmm 354 

(DUG® 

, H-NHR(200MHz,CDCl 3 ) 6 ppm:2. 1 5-2.8(2H, 
m), 3.25-3.6(2H,m), 3.65-3.95(lH,m), 4.6-4.9 
(lH,m), 6.25(lH,t,J=5.6Hz), 6.63(lH,d,J=8.1H 
z), 6.8-7.0(lH,m), 7.2-7.6(1 OH,m), 9.1(lH,br)o 



[1280] 

355 
<Dit£® 

'H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 . 1 -2.2,2.6-3.3 
5,3.4-3.95,4.0-4.7 JklS 5.05-5.25[£ 14H,3.72 
(s)] ,6.45-6. 7C 1 H,m,6.63(d,J=7.6Hz)] ,6.8-7.5( 1 2 
H,m), 8.15-8.4(lH,m)o 

[1281] 

mmm 356 
(bits® 

, H-NHR(250MHz,CDCl 3 )<5 ppm: 1.2-4.9 Jklf 5. 
0-5.25[± 17H,m,2.46(s), 3.70(s), 4.51(s)3,6.4- 
7.6C 1 2H,m,6.62(d, J=8. 1 Hz)] ,8.1 -8.6( 1 H,m) 0 



[1282] 

mmm 357 

<Dit£® 

1 H-NHR(250MHz,CDCl 3 ) d ppm: 1 .l-2.2(4H,m), 
2.6-3.0(2H,m), 3.1-3.3,3.4-3.9,4.4-4.7 Rlf 4.9- 
5.2[± 8H,m,3.73(s), 4.56(s)],6.8-8.0,8.2-8.4 R 
1/ 8.45-8.6(± 12H,m) 0 

[1283] 

mmm 358 

1 H-NHR(250MHz,CDCl 3 ) d ppm: 1 . 1 -2.25(4H, 
m), 2.5-5.2(7H,m), 6.2-8.1(1 lH,m), 8.3-8.8[l 
H,m,8.42(s)] 0 

[1284] 

mmm 359 

<Dit£® 

, H-NHR(200MHz,CDCl 3 ) 6 ppm: 1.2-4.7 JBilS 5. 
0-5.2[± 15H,m,2.48(s), 3.74(s)],6.3-6.7[lH,m, 
6.57(d,J=8.7Hz)],6.7-7.8(10H,m), 8.3-8.8C 1H, 
m,8.41(s), 8.72(s)L 
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Working Example 354 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :2.15-2.8 (2 H, m ), 3.25 - 3.6 (2 H, m ), 3.65 - 3.95 (1 H, 
m ), 4.6 - 4.9 (1 H, m ),6.25 (1 H, t, J=5.6Hz ), 6.63 (1 H, d, 
J=8.1Hz ), 6.8 - 7.0 (1 H, m ), 7.2 - 7.6 (10 H, m ), 9.1 (1 H, 
br). 

{1280} 

Working Example 355 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :1.1- 2.2, 2.6-3.35, 3.4- 3.95, 4.0-4.7 and 5.05 - 5.25 {All 
14 H, 3.72 (s ) }, 6.45 - 6.7 {1 H, m, 6.63 (d, J=7.6Hz ) }, 6.8 
-7.5(12H,m),8.15-8.4 (1 H,m). 

{1281} 

Working Example 356 
compound 

<sup>K/sup>H-NHR (250 MHz , CDCKsub>3</sub> );de 
ppm :1.2- 4.9 and 5.0 - 5.25 {All 17 H, m, 2.46 (s ), 3.70 (s ), 
4.51 (s)}, 6.4 -7.6 {12H,m, 6.62 (d, J=8.1Hz ) }, 8.1 - 8.6 
(lH,m). 

{1282} 

Working Example 357 
compound 

<sup> 1 </sup>H-NHR (250 MHz , CDCl<sub>3</sub> );de . 
ppm : 1 . 1 - 2.2 (4 H, m ), 2.6 - 3.0 (2 H, m ), 3. 1 - 3.33.4 - 
3.94.4 - 4.7 and4.9 - 5.2 {All 8 H, m, 3.73 (s ), 4.56 (s ) }, 6.8 
- 8.08.2 - 8.4 and 8.45 - 8.6 (All 12 H, m ). 

{1283} 

Working Example 358 
compound 

<sup>K/sup>H-NHR (250 MHz , CDCl<sub>3</sub> );de 
ppm :1.1- 2.25 (4 H, m ), 2.5 - 5.2 (7 H, m ), 6.2 - 8.1 (1 1 H, 
m), 8.3- 8.8 {1H, m, 8.42 (s)}. 

{1284} 

Working Example 359 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :1.2- 4.7 and 5.0 - 5.2 {AH 15 H, m, 2.48 (s ), 3.74 (s ) }, 
6.3 - 6.7 {1 H, m, 6.57 (d, J=8.7Hz ) }, 6.7 - 7.8 (10 H, m ), 
8.3 -8.8 {1 H, m, 8.41 (s ), 8.72 (s ) }. 
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[1285] 
Hffifll 360 

1 H-NHR(200MHz,CDCl 3 )5ppm:l. 1-4.7 Jktf 5. 
0-5.2[± 15H,m,2.49(s), 3.68(s)],6.1-8.0[lOH, 
m,6.60(d,J=8.4Hz)],9.4-9.8[lH,m,9.54(s), 9.75 
(s)] , 1 2. 1-1 2.4 [ 1 H,m, 1 2.27(s)] 0 

[1286] 

mmm 36i 

1 H-NHR(200MHz,CDCl 3 )(5ppm:Ll-3.9 RlS 4. 
3-5.3[£ 12H,m,2.45(s)] ) 6.3-6.7C lH,m,6.57(d,J= 
8.4Hz)],6.7-7.8(10H,m), 8.40 &tf 8.65(± 1H, 

[1287] 

mmm 362 

1 H-NHR(200MHz,CDCl 3 ) S ppm: 1 .1-3.9,4.2-4.6 
MS 4.9-5.2[± 12H,m,2.43(s)],6.3-7.9[llH,m, 
6.57(d,J=8.3Hz)],8.44 MS 8.74(£ 1H,& s) Q 



[1288] 

mmm 363 

1 H-NHR(20OMHz,CDCI 3 ) 8 ppm: 1 .7-2.4(2H,m), 
2.87(2H,t,J=6Hz), 3.4-5.2[4H,m,4.55(s)],6.8-8. 
l(12H,m), 8.2-8.7[lH,m,8.35(s)] 0 



[1289] 

mmm 365 

1 H-NMR(200MHz,DMSO-d 6 ) 6 ppm: 1 . 1 -5. 1 [ 1 2 
H,m,2.42(s)],6.4-8.8Cl3H,m,6.72(d,J=8.4Hz), 8. 
60(d,J=8.3Hz)3,10.5-10.9(lH,m)o 



[1290] 

mmm 366 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm:0.95-4.05,4.48- 
4.72 fttf 4.96-5.14[£ 27H,m,1.06(t,J=7.3Hz), 
2.38(s)3,6.48-7.73[12H,m,6.68(d,J=7.5Hz)] 0 
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{1285} 

Working Example 360 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :1.1- 4.7 and 5.0- 5.2 {All 15H,m, 2.49 (s), 3.68 (s)}, 
6.1 - 8.0 {10 H, m, 6.60 (d, J=8.4Hz ) }, 9.4 - 9.8 {1 H, m, 
9.54 (s ), 9.75 (s ) }, 12.1- 12.4 { 1 H, m, 12.27 (s ) }. 

{1286} 

Working Example 361 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsut»3</sub> );de 
ppm : 1.1- 3.9 and 4.3 - 5.3 {All 12 H, m, 2.45 (s ) }, 6.3 - 6.7 
{1 H, m, 6.57 (d, J=8.4Hz ) }, 6.7 - 7.8 (10 H, m ), 8.40and 
8.65 (All 1 H, each s ). 

{1287} 

Working Example 362 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :U- 3.9, 4.2- 4.6 and 4.9 - 5.2 {All 12 H, m, 2.43 (s ) }, 
6.3 - 7.9 {1 1 H, m, 6.57 (d, J=8.3Hz ) }, 8.44 and 8.74 (All 1 
H, each s ). 

{1288} 

Working Example 363 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.7-2.4 (2 H, m ), 2.87 (2 H, t, J=6Hz ), 3.4 - 5.2 {4 H, 
m, 4.55 (s ) }, 6.8 - 8.1 (12 H, m ), 8.2 - 8.7{1 H, m, 8.35 
(s)}. 

{1289} 

Working Example 365 
compound 

<sup>K/sup>H-nmr (200 MHz , DMSO 
-d<sub>6</sub> );de ppm :1.1- 5.1 {12 H, m, 2.42 (s ) }, 6.4 - 
8.8 {13 H, m, 6.72 (d, J=8.4Hz ), 8.60 (d, J=8.3Hz ) }, 10.5 - 
10.9(1 H,m). 

{1290} 

Working Example 366 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.95-4.05, 4.48-4.72 and 4.96 - 5.14 {All 27 H, m, 1.06 
(t, J=7.3Hz ), 2.38 (s ) }, 6.48 - 7.73 {12 H, m, 6.68 (d, 
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[1291] 

mmm 367 

1 H-NHR(200MHz,CDCl 3 ) d ppm: 1 .05(3H,t,J=7.3 
Hz), 1.18-4.1 8,4.42-4.72 & If 4.97-5 . 1 5 [ £ 24H, 
m,2.34(s)],6.40-6.68 &lf 6.73-7.74[± 1 lH,m,6. 
61(d,J=8.3Hz)] 0 

[1292] 

mmm m 

, H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 .05(3H,t,J=7.3 
Hz), 1.20-2.32,2,59-4.00,4.43-4.72 AXS 5.03-5.2 
\(± 13H,m), 6.51-7.72[£ 12H,m,6.69(d,J=7.4H 
z)L 

[1293] 

mmm 371 

! H-NHR(200MHz,CDCl 3 ) <5 ppm: 1 .05(3H,t,J=7.3 
Hz), 1.17-2.28,2.55-3.90,4.34-4.66 Rlf 5.01-5.2 
2(± 13H,m), 6.43-7.69C£ 1 lH,m,6.63(d,J=8.3H 
z)] 0 

[1294] 

mmm 375 

'H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 . 1 8-2.25(4H, 
m), 2.60-3.15(3H,m), 3.35-3.80(lH,m), 4.50-5. 
20(lH,m), 6.60-6.72(lH,m), 6.90-7.00(lH,m), 
7.02(1 H,d,J=8.2Hz), 7.16(1 H,dd,J=2 .3Hz, J=8.3 
Hz), 7.21-7.54(5H,m) 0 

[1295] 

mmm 377 

1 H-NHR(200MHz,CDCl 3 ) d ppm: 1 . 1 3-2.28(4H, 
m), 2.50-3. 18(3H,m), 3.31-3.60(lH,m), 4.48-5. 
19(lH,m), 7.02(1 H,dd,J=1.7Hz,J=8.2Hz), 7.06- 
7.52(9H,m) 0 

[1296] 

mmm 379 
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J=7.5Hz)}. 
{1291} 

Working Example 367 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :1.05 (3 H, t, J=7.3Hz ), 1.18 - 4. 18 and 4. 42 - 4.72 and 
4.97 - 5. 15 {All 24 H, m, 2.34 (s ) }, 6.40 - 6.68 and 6.73 - 
7.74 {All 1 1 H, m, 6.61 (d, J=8.3Hz ) }. 

{1292} 

Working Example 370 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :1.05 (3 H, t, J=7.3Hz), 1.20 - 2. 32, 2, 59 - 4. 00 and 4. 
43 - 4.72and 5.03 - 5.21 (All 13 H, m ), 6.51 - 7.72 {All 12 H, 
m,6.69 (d, J=7.4Hz)}. 

{1293} 

Working Example 371 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :1.05 (3 H, t, J-7.3Hz ), 1.17 - 2. 28 and 2. 55 - 3. 90 and 
4. 34 -4.66 and 5.01 - 5.22 (All 13 H, m ), 6.43 - 7.69 {All 1 1 
H, m, 6.63 (d, J=8.3Hz)}. 

{1294} 

Working Example 375 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.1 8-2.25 (4 H, m ), 2.60 - 3.15 (3 H, m ), 3.35 - 3.80 (1 
H, m ), 4.50 - 5.20 (1 H, m ),6.60 - 6.72 (1 H, m ), 6.90 - 7.00 
(1 H, m ), 7.02 (1 H, d, J=8.2Hz ), 7.16 (1 H, dd, J=2.3Hz , 
J=8.3Hz ), 7.21-7.54 (5 H, m ). 

{1295} 

Working Example 377 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.13-2.28 (4 H, m ), 2.50 - 3.18 (3 H, m ), 3.31 - 3.60 (1 
H, m ), 4.48 - 5.19 (1 H, m ),7.02 (1 H, dd, J-1.7Hz , 
J=8.2Hz), 7.06-7.52(9 H, m ). 

{1296} 

Working Example 379 
compound 
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1 H-NHR(200MHz,CDCl 3 ) 8 ppm: 1 . 1 7-2.30(4H, 
m), 2.61-3.20(2H,m), 3.20-3.45(lH,m), 3.50-3. 
98(lH,m), 4.42-5.33(lH,m), 6.50-6.65(lH,m), 
6.72-7.56(6H,m), 7.62(1 H,dd,J=2.0Hz,J=8.8Hz), 
7.71(lH,d,J=8.6Hz), 7.78-8.08(4H,m), 8.12(1 
H,d,J=8.6Hz) 0 

[1297] 

mmm 383 
outs® 

, H-NHR(200MHz,CDCl 3 ) d ppm: 1 . 1 7-2.22(7H, 
m), 2.69-3.93(6H,m), 4.41-5.23(lH,m), 6.45-7. 
73(llH,m) 0 

[1298] 

HJfcfl] 385 

l H-NHR(200MHz,CDCl 3 ) 8 ppm: 1 . 1 5-2.28(7H, 
m), 2.56-3.08(4H,m), 3.08-3.96(2H,m), 4.40-5. 
21(lH,m), 6.40-7. 16(4H,m), 7.16-7.75(8H,m) 0 

[1299] 

HJfcfll 386 

1 H-NHR(200MHz,CDCl 3 ) 8 ppm:0. 70- 1 . 1 6(6H, 
m), 1.20-3.66(18H,m), 3.66-3.97(lH,m), 4.48- 
5.19(lH,m), 6.51-7.21(2H,m), 7.21-8.10(7H, 
m) 0 

[1300] 

387 

l H-NHR(200MHz,CDCl 3 ) 8 ppm:0.80- 1 . 1 8(3H, 
m), 1.19-2.58(10H,m), 2.58-3.21(4H,m), 3.29- 
3.80(4H,m), 4.52-5.1 l(lH,m), 6.40-6. 87(lH,m), 
6.90-7.1 l(2H,m), 7.1 l-7.44(4H,m), 7.44-7.68 
(3H,m)o 

[1301] 

xim 388 

1 H-NHR(200MHz J CDCl 3 ) 8 ppm:0.85(3H,t,J=7.1 
Hz), 1.02(3H,t,J=7.1Hz), 1.15-2.28(3H,m), 2.3 
8(4H,q,J=7.1Hz), 2.56(4H,q,J=7.1Hz), 2.63-3.4 
9(4H,m), 3.50-3.79(lH,m), 4.51-5.14(lH,m), 5. 
65-6.79(2H,m), 6.90-7. 10(2H,m), 7.10-7.21(1H, 
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<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :1. 17-2.30 (4 H, m ), 2.61 - 3.20 (2 H, m ), 3.20 - 3.45 (1 
H, m ), 3.50 - 3.98 (1 H, m ),4.42 - 5.33 (1 H, m ), 6.50 - 6.65 
(1 H, m ), 6.72 - 7.56 (6 H, m ), 7.62 (1 H, dd, J=2.0Hz , 
J=8.8Hz ), 7.71 (1 H, d, J=8.6Hz ), 7.78- 8.08 (4 H, m ), 8.12 
(1 H,d, J=8.6Hz). 

{1297} 

Working Example 383 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsut»3</sub> );de 
ppm :1. 17-2.22 (7 H, m ), 2.69 - 3.93 (6 H, m ), 4.41 - 5.23 (1 
H,m), 6.45-7.73(11 H,m). 

{1298} 

Working Example 385 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.15-2.28 (7 H, m ), 2.56 - 3.08 (4 H, m ), 3.08 - 3.96 (2 
H, m ), 4.40 - 5.21 (1 H, m ),6.40 - 7.16 (4 H, m ), 7.16 - 7.75 
(8 H, m ). 

{1299} 

Working Example 386 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.70-1.16 (6 H, rn ), 1.20 - 3.66 (18 H, m ), 3.66 - 3.97 
(1 H, m ), 4.48 - 5.19 (1 H, m ),6.51 - 7.21 (2 H, m ), 7.21 - 
8.10 (7 H,m). 

{1300} 

Working Example 387 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.80-1.18 (3 H, in ), 1.19 - 2.58 (10 H, m ), 2.58 - 3.21 
(4 H, m ), 3.29 - 3.80 (4 H, m ),4.52 - 5.1 1 (1 H, m ), 6.40 - 
6.87 (1 H, m ), 6.90 - 7.1 1 (2 H, m ), 7.1 1 - 7.44 (4 H, m ), 
7.44 -7.68 (3 H, m ). 

{1301} 

Working Example 388 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.85 (3 H, t, J=7.1Hz ), 1.02 (3 H, t, J=7.1Hz ), 1.15 - 
2.28 (3 H, m ), 2.38 (4 H, q, J=7.1Hz ), 2.56 (4 H, q, 
J=7.1Hz ), 2.63- 3.49 (4 H, m ), 3.50 - 3.79 (1 H, m ), 4.51 - 
5.14 (1 H, m ), 5.65 - 6.79 (2 H, m ), 6.90 - 7.10(2 H, m ), 
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m) } 7.10-7.62(6H,m) o 
[1302] 

mmm 389 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm:0. 82- 1 . 1 9(3H, 
m), 1. 20-2.5 5(10H,m), 2.55-3. 19(4H,m), 3.19- 
3.87(4H,m), 4.55-5. 13(lH,m), 6.81-7.72(10H, 
m) 0 

[1303] 

HJfcflJ 390 

1 H-NHR(250MHz,CDCl 3 ) d ppm 



0.84(3H,t,J=7.1Hz), 1.00(3H,t,J=7.2Hz), 1.21-2. 
42(8H,m), 2.42-2.68(4H,m), 2.68-3.46(3H,m), 
3.52-3.81(lH 3 m), 4.53-5. 14(lH,m), 5.65-6.51(1 
H,m), 6.88-7.1 l(2H,m), 7.1 1-7.22(1 H,m), 7.11- 
7.65(8H,m) 0 

[1304] 

mmm 391 

1 H-NHR(250MHz,CDCl 3 )(5ppm:0.88-1.27(3H, 
m), 1.30-2.89(10H,m), 2.99-3.20(1 H,m), 3.20- 
4.12(7H,m), 4.45-5.29(lH,m), 6.48-6.67(1 H,m), 
6.75-6.90(1 H,m), 7.02(lH,d,J=2.1Hz), 7.40-8. 
09(7H,m), 8.09-8.20(2H,m), 8.31(lH,d,J=8.6H 
z) 0 

[1305] 

mmm 392 

1 H-NMR(250MHz,CDC13 ) 6 ppm:0.8 1 - 1 . 1 9(6 
H,m), 1.25-2.30(4H,m), 2.30-2.77(7H,m), 2.77- 
5.30(6H,m), 6.29-6.78(2H,m), 6.81(lH,dd,J=2.2 
Hz,J=8.3Hz), 7.11-7.38(lH,m), 7.38-7.66(3H, 
m), 7.66-7.89(2H,m), 7.89-8.24(4H,m), 8.31(1 
H,d,J=8.6Hz) 0 

[1306] 

mmm 393 

1 H-NHR(250MHz > CDCl 3 ) 6 ppnKO^S^O^H, 
m), 2.35(3H,s), 2.41-2.60(3H,m), 2.60-3.52(3 
H,m), 3.52-4.01(5H,m), 4.46-5.26(1 H,m), 6.50- 
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7.10 - 7.21 (1 H, m ), 7.10 - 7.62 (6 H, m ). 
{1302} 

Working Example 389 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.82-1.19 (3 H, m ), 1.20 - 2.55 (10 H, m), 2.55 - 3.19 
(4 H, m ), 3.19 - 3.87 (4 H, m ),4.55 - 5.13 (1 H, m ), 6.81 - 
7.72(10H,m). 

{1303} 

Working Example 390 
compound 

<sup>K/sup>H-NHR (250 MHz , CDCKsub>3</sut» );de 
ppm 

0.84 (3 H, t, J=7.1Hz ) 1.00 (3 H, t, J=7.2Hz ), 1.21 - 2.42 (8 
H, m ), 2.42 - 2.68 (4 H, m ), 2.68 - 3.46 (3 H, m ), 3.52- 3.81 
(1 H, m ), 4.53 - 5.14 (1 H, m ), 5.65 - 6.51 (1 H, m ), 6.88 - 

7.1 1 (2 H, m ), 7.1 1 - 7.22(1 H, m ), 7.1 1 - 7.65 (8 H, m ). 



{1304} 

Working Example 391 
compound 

<sup>K/sup>H-NHR (250 MHz , CDCKsub>3</sub> );de 
ppm :0.88-1.27 (3 H, m ), 1.30 - 2.89 (10 H, m ), 2.99 - 3.20 
(1 H, m ), 3.20 - 4.12 (7 H, m ),4.45 - 5.29 (1 H, m ), 6.48 - 
6.67 (1 H, m ), 6.75 - 6.90 (1 H, m ), 7.02 (1 H, d, J=2.1Hz ), 
7.40 - 8.09(7 H, m ), 8.09 - 8.20 (2 H, m ), 8.31 (1 H, d, 
J=8.6Hz ). 

{1305} 

Working Example 392 
compound 

1 H-nmr (250 MHz , CDCl<SB>3</SB> );de 
ppm :0.81-1.19 (6 H, m ), 1.25 - 2.30 (4 H, m ), 2.30 - 2.77 (7 
H, m ), 2.77 - 5.30(6 H, m ), 6.29 - 6.78 (2 H, m ), 6.81 (1 H, 
dd, J=2.2Hz , J=8.3Hz ), 7.1 1 - 7.38 (1 H, m ), 7.38 - 7.66 (3 
H, m ), 7.66 -7.89 (2 H, m ), 7.89 - 8.24 (4 H, m ), 8.31 (1 H, 
d, J=8.6Hz). 

{1306} 

Working Example 393 
compound 

<sup>l</sup>H-NHR (250 MHz , CDCl<sub>3</sub> );de 
ppm :0.78-2.30 (5 H, m ), 2.35 (3 H, s ), 2.41 - 2.60 (3 H, m ), 
2.60 - 3.52 (3 H, m ), 3.52 -4.01 (5 H, m ), 4.46 - 5.26 (1 H, 
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6.69(lH,m), 6.89(lH,dd,J=2.2Hz,J=8.3Hz), 7.0 
2(lH,d,J=2.2Hz), 7.09-7.20(1 H,m), 7.28-7.55(1 
H,m), 7.60-7.90(6H,m), 8.38(lH,s) 0 

[1307] 

mmm 394 

1 H-NHR(250MHz,CDCl 3 ) 6 ppm:0.79-1.20(6H, 
m), 1. 29-2.82(1 0H,m), 2.82-4.02 [9H,m,3.00(s), 
3.22(s)],4.40-5.25(lH,m), 6.50-6.68(1 H,m), 6, 
83-7.20(3H,m), 7.25-7.52(lH,m), 7.58-7.87(6H, 
m), 8.37(lH,d,J=5.2Hz) 0 

[1308] 

mmm 397 

, H-NHR(200MHz,CDCl 3 ) 8 ppm: 1 .20-4. 1 8,4.40- 
4.72 JSLlf 4.96-5.20[± 25H,m,2.34(s), 2.88(q,J= 
7.4Hz)],6.40-7.85(llH,m) o 

[1309] 

mmm 398 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 . 1 5-4. 1 0,4.49- 
4.75 RXf 4.98-5. 18[± 25H,m,2.33(s)),6.45-7.72 
(12H,m) 0 

[1310] 

HSS0I14O4 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 . 1 8-2.28( 1 OH, 
m), 2.54-4.08(1 5H,m), 4.18-5.22(lH,m), 6.50- 
6.70(2H,m), 6.72-6.90,(lH,m), 7.08-7.78(9H, 
m), 12.02(lH,brs) o 

[1311] 

mmm 408 

] H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 . 1 5-5. 1 5( 1 7H, 
m), 2.86(3H,s), 6.49-6.70(2H,m), 6.72-6.90(1 
H,m), 6.93-7.8 l(9H,m), 12.27(lH,brs) 0 



[1312] 

mmmw 
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m ), 6.50 - 6.69 (1 H, m ), 6.89 (1 H, dd, J=2.2Hz , J-8.3Hz ), 
7.02 (1 H, d, J=2.2Hz ), 7.09 - 7.20(1 H, m ), 7.28 - 7.55 (1 H, 
m ), 7.60 - 7.90 (6 H, m ), 8.38 (1 H, s ). 

{1307} 

Working Example 394 
compound 

<sup>K/sup>H-NHR (250 MHz , CDCKsub>3</sub> );de 
ppm :0.79-1.20 (6 H, m ), 1.29 - 2.82 (10 H, m ), 2.82 - 4.02 
{9 H, m, 3.00 (s ), 3.22 (s ) }, 4.40 - 5.25 (1 H, m ),6.50 - 6.68 
(1 H, m ), 6.83 - 7.20 (3 H, m ), 7.25 - 7.52 (1 H, m ), 7.58 - 
7.87 (6 H, m ), 8.37(1 H, d, J=5.2Hz ). 

{1308} 

Working Example 397 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.20-4. 18, 4.40-4.72 and 4.96 - 5.20 {All 25 H, m, 2.34 
(s ), 2.88 (q, J=7.4Hz ) }, 6.40 - 7.85 (1 1 H, m ). 

{1309} 

Working Example 398 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :1. 15-4.10, 4.49-4.75 and 4.98 - 5.18 {All 25 H, m, 2.33 
(s )}, 6.45 -7.72 (12 H,m). 

{1310} 

Working Example 404 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.1 8-2.28 (10 H, m ), 2.54 - 4.08 (15 H, m ), 4.18 - 5.22 
(1 H, m ), 6.50 - 6.70 (2 H, m ),6.72 - 6.90, (1 H, m ), 7.08 - 
7.78 (9 H,m), 12.02(1 H, brs). 

{1311} 

Working Example 408 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :1. 15-5.15 (17 K, m ), 2.86 (3 H, s ), 6.49 - 6.70 (2 H, 
m ), 6.72 - 6.90 (1 H, m ), 6.93 -7.81 (9 H, m ), 12.27 (1 H, 
brs). 

{1312} 

Working Example 413 
compound 
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! H-NHR(200MHz,CDCl 3 ) d ppm:l . 46-4.00,4.27- 
4.80&tf 5.03-5.17(£ 13H,m), 6.68(1 H,d,J=8.3 
Hz), 6.80-7.69(12H,m) o 

[1313] 

mmm 415 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 .35-4. 1 5 &lf 
4.80-5.10(£ 13H,m), 6.45-7.90(1 2H,m) 0 

[1314] 

mmm 417 

1 H-NHR(200MHz,CDCl 3 ) d ppm:0.87(3H,t,J=7.3 
Hz), 1.35-2.22,2.66-3.17 RXf 4.88-5.09(£ 10H, 
m), 4.08(2H,t,J=7.3Hz), 6.57(1 H,d,J=8.3Hz), 6. 
89(lH,dd,J-2Hz,J=8.3Hz), 7.15-7.49(3H,m), 7. 
53-7.69(2H,m), 1 1 .39-1 1 .64(lH,brs) 0 

[1315] 

mmm 41 8 

I H-NHR(200MHz,CDCl 3 ) d ppm:0.99-4.17 Rlf 
4.45-4.65[^25H,m,1.84(s)],6.56-6.65,6.82-7.02 
&tf7.11-7.58(£:6H,m), 7.75-7.96(1 H,m), 8.50 
-8.66(lH,m), 8.71-8.93(lH,m) 0 

[1316] 

mmm 419 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm:0.64-0.85, 1.10- 
4.00,4.40-4.70 JBlZS5.S8-5J2(± 17H,m), 6.36-7. 
62(8H,m), 7.75-7.96(lH,m), 8.49-8.70(1 H,m), 
8.70-8.95(lH,m) o 

[1317] 

mmm 420 

I H-NHR(200MHz,CDCl 3 ) d ppm: 1 .2-4.2,4.45-4. 
6[± 20H,m,2.04(s), 2.34(s)],5. 1 5 Rlf 5.22(± 2 
H,£s), 6.8-7.8(± 12H,m) 0 

[1318] 

§US£#j421 
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<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.46-4.00, 4.27-4.80 and 5.03 - 5.17 (All 13 H, m ), 6.68 
(1 H, d, J=8.3Hz ), 6.80 - 7.69 (12 H, m ). 

{1313} 

Working Example 415 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.35-4.15 and 4.80 - 5.10 (All 13 H, m ), 6.45 - 7.90 (12 
H,m). 

{1314} 

Working Example 417 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :0.87 (3 H, t, J=7.3Hz ), 1.35 - 2. 22 and 2. 66 - 3.17 and 
4.88 - 5.09(A11 10 H, m ), 4.08 (2 H, t, J=7.3Hz ), 6.57 (1 H, 
d, J=8.3Hz ), 6.89 (1 H, dd, J=2Hz , J=8.3Hz ), 7.15 - 7.49 (3 
H,m), 7.53 -7.69 (2 H,m), 11.39-11.64(1 H, brs ). 

{1315} 

Working Example 418 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :0.99-4.17 and 4.45 - 4.65 {All 25 H, m, 1.84 (s ) }, 6.56 
- 6. 65 and 6. 82 - 7.02and 7.1 1 - 7.58 (All 6 H, m ), 7.75 - 
7.96 (1 H, m ), 8.50 - 8.66 (1 H, m ), 8.71 - 8.93 (1 H, m ). 

{1316} 

Working Example 419 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.64-0.85, 1.10-4.00, 4.40-4.70 and 5.58 - 5.72 (AH 17 
H, m ), 6.36 - 7.62 (8 H, m ), 7.75 - 7.96 (1 H, m ),8.49 - 8.70 
(1 H,m), 8.70 -8.95 (1 H,m). 

{1317} 

Working Example 420 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :1.2- 4.2, 4.45^1.6 {All 20 H, m, 2.04 (s ), 2.34 (s ) }, 
5.15 and 5.22 (All 2 H, each s ), 6.8 - 7.8 (All 12 H, m ). 

{1318} 

Working Example 421 
compound 
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'H-NHR(250MHz,CDCl3) 6 ppm: 1 .40- 1 .85, 1 .85- 
2.14,2.68-3.10 Jklf 4.85-5.06(£ 8H,m), 2.53 R 
2.59(:£3H,&s), 6.60(lH,d,J=8.3Hz), 6.85(1 
H,dd,J=2.9Hz,J=8.3Hz), 6.96(1 H,d,J=7.9Hz), 7. 
1 2-7.22(2H,m), 7.29,7.40 &tf 7.58(£ 2H,# s), 
7.89-8.09(1 H,m), 8.43-8.66(1 H,m), 8.69-8.86(1 
H,m), 8.90-9.1 l(lH,m) 0 

[1319] 

mmm 422 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm:0.75-2. 10,2.32- 
2.90,3.20-3.45 RlS 4.70-4.90(± 8H,m), 6.42(1 
H,d,J=6.8Hz), 6.71(lH,dd,J=2.0Hz,J=6.8Hz), 6. 
85(lH,d,J=2.0Hz), 7.00-7.65(10H,m) o 

[1320] 

mi&m 423 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1.3 6- 1.73, 1.84- 
2.25,2.65-3.16 &lf 4.93-5.16(£ 8H,m), 6.61(1 
H,d,J=8.3Hz), 6.90(lH,dd,J=2Hz,J=8.3Hz), 7.0 
8-7.70(10H,m) o 

[1321] 

mmm 424 

1 H-NHR(200MHz,CDCl 3 ) 8 ppm: 1 . 1 5-4.00 RlS 
4.45-4.65[± 23H,m,1.62,2.34(s), 2.54(s)],6.55- 
6.65,6.82-7.01 Rlf 7.10-7.56(± 6H,m), 7.74-7. 
93(lH,m), 8.50-8.67(lH,m), 8.74-8.90(1 H,m) 0 

[1322] 

mmm 425 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1.38-2.22,2.65- 
3 . 1 5 Jk IS 4.95-5 . 1 2(± 8H,m), 6.61(1 H,d, J=8.4H 
z), 6.80-7.00(2H,m), 7.20-7.38(4H,m), 7.62(1 
H,d,J=9.1Hz), 7.98(2H,d,J=8.3Hz), 8.09(lH,d,J 
=6.9Hz) 0 

[1323] 

mmm 426 

1 H-NHR(250MHz,CDCl 3 ) d ppm:0.90-l .90,1 .90- 
2.23,2.46-2.70 JBilS 4.67-4.90(± 8H,m), 8.44(1 
H,d,J=8.4Hz), 6.75(1 H,dd,J=2.4Hz,J=8.4Hz), 6. 
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<sup>K/sup>H-NHR (250 MHz , CDCKsub>3</sub> );de 
ppm :1.40-1.85, 1.85-2.14, 2.68-3.10 and 4.85 - 5.06 (All 8 H, 
m ), 2.53 and 2.59 (All 3 H, each s ), 6.60 (1 H, d, J=8.3Hz ), 
6.85(1 H, dd, J=2.9Hz , J=8.3Hz ), 6.96 (1 H, d, J=7.9Hz ), 
7.12 - 7.22 (2 H, m ), 7. 29 and 7. 40 and 7.58 (All 2 H, each 
s ), 7.89 -8.09 (1 H, m ), 8.43 - 8.66 (1 H, m ), 8.69 - 8.86 (1 
H,m), 8.90-9.11 (1 H,m). 

{1319} 

Working Example 422 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :0.75-2.10, 2.32-2.90, 3.20-3.45 and 4.70 - 4.90 (All 8 H, 
m ), 6.42 (1 H, d, J=6.8Hz ), 6.71 (1 H, dd, J=2.0Hz , 
J=6.8Hz ), 6.85 (1 H, d, J=2.0Hz ), 7.00- 7.65 (10 H, m ). 

{1320} 

Working Example 423 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :1.36-1.73, 1.84-2.25, 2.65-3.16 and 4.93 - 5.16 (All 8 H, 
m ), 6.61 (1 H, d, J=8.3Hz ), 6.90 (1 H, dd, J=2Hz , J=8.3Hz ), 
7.08- 7.70(10 H,m). 

{1321} 

Working Example 424 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1 . 1 5-4.00 and 4.45 - 4.65 {All 23 H, m, 1 .62, 2.34 (s ), 
2.54 (s ) }, 6.55 - 6. 65 and 6. 82 - 7.01and 7.10 - 7.56 (All 6 
H, m ), 7.74 - 7.93 (1 H, m ), 8.50 - 8.67 (1 H, m ), 8.74 - 8.90 
(lH,m). 

{1322} 

Working Example 425 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.38-2.22, 2.65-3.15 and 4.95 - 5.12 (All 8 H, m ), 6.61 
(1 H, d, J=8.4Hz ), 6.80 - 7.00 (2 H, m ), 7.20 -7.38 (4 H, m ), 
7.62 (1 H, d, J-9.1Hz ), 7.98 (2 H, d, J=8.3Hz ), 8.09 (1 H, d, 
J=6.9Hz ). 

{1323} 

Working Example 426 
compound 

<sup>K/sup>H-NHR (250 MHz , CDCKsub>3</sub> );de 
ppm :0.90-1.90, 1.90-2.23, 2.46-2.70 and 4.67 - 4.90 (All 8 H, 
m ), 8.44 (1 H, d, J=8.4Hz ), 6.75 (1 H, dd, J-2.4Hz , 
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92(lH,d,J=2.4Hz), 7.05-7.75 &lf 7.96-8.04(± 6 
H,m), 8.30-8.45,8.53-8.74 8.Tf 8.80-8.87(± 2H, 
m) 0 

[1324] 

Hffi^J 433 

l H-NHR(250MHz,CDCl 3 ) d ppm: 1 .22-3. 13,3.44- 
3.73 &tf 4.71-4.93(± 8H,m), 6.80(lH,dd,J=2.5 
Hz,J=8.5Hz), 6.96-7.85(9H,m), 8.63-8.76(lH, 
m) e 

[1325] 

mmm 436 

l H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 . 1 5-4.2,4.4-4. 
7 Rlf 5.0-5.2[£ 16H,m,2.34(s)],6.5-6.75(lH, 
m), 6.8-7.8[± HH,m,7.50(d,J=6.7Hz), 7.70(d,J 
=5.7Hz)] 0 

[1326] 

mmm 438 

l H-NHR(250MHz,CDCl 3 ) <S ppm: 1 .22-3.95,4.43- 
4.62 RXf 5.03-5.24[£ 30H,m), 2.34(s)],6.56 R 
6.63(± 1H,# d,J=8.3Hz), 6.89-7.32(4H,m), 

7.37- 7.55(2H,m) 0 

[1327] 

mmm 440 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm:0.84-4.00 RlS 
4.39-4.60(^1 22H,m), 6.23-6.39(2H,m), 6.50-6.6 
6(lH,m), 6.82-6.99(1 H,m), 6.99-7. 15(3H,m), 7. 
15-7.36(2H,m), 7.42-7.62(2H,m) 0 

[1328] 

3§Jfc#J 441 

1 H-NHR(200MHz,CDCl 3 ) £ ppm: 0.80-4.00 Jtlf 

4.38- 4.65[± 32H,m,1.92(s), 3.23(s)],5.85 Jttf 
5.87(±2H,&s), 6.57(lH,d,J=8.5Hz), 6.80-7.20 
(4H,m), 7.45-7.65(2H,m) 0 

[1329] 

SU60J444 
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J=8.4Hz ), 6.92 (1 H, d, J=2.4Hz ), 7.05- 7.75 and 7.96 - 8.04 
(All 6 H, m ), 8.30 - 8. 45 and 8. 53 - 8.74 and 8.80 -8.87 (All 
2 H, m ). 

{1324} 

Working Example 433 
compound 

<sup>K/sup>H-NHR (250 MHz , CDCKsub>3</sub> );de 
ppm : 1.22-3. 13, 3.44-3.73 and 4.71 - 4.93 (All 8 H, m ),6.80 
(1 H, dd, J-2.5Hz , J=8.5Hz ), 6.96 - 7.85 (9 H, m ), 8.63 
-8.76(1 H,m). 

{1325} 

Working Example 436 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.1 5-4.2, 4.4- 4.7 and 5.0 - 5.2 {All 16 H, m, 2.34 (s ) }, 
6.5 - 6.75 (1 H, m ), 6.8 - 7.8 {All 1 1 H, m, 7.50 (d, 
J=6.7Hz ), 7.70 (d, J=5.7Hz)}. 

{1326} 

Working Example 438 
compound 

<sup>K/sup>H-NHR (250 MHz , CDCKsub>3</sub> );de 
ppm : 1.22-3.95, 4.43-4.62 and 5.03 - 5.24 {All 30 H, m) , 
2.34 (s ) }, 6.56 and 6.63 (All 1 H, each d, J=8.3Hz ), 6.89 - 
7.32(4 H, m ), 7.37 - 7.55 (2 H, m ). 

{1327} 

Working Example 440 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCI<sub>3</sub> );de 
ppm :0.84-4.00 and 4.39 - 4.60 (All 22 H, m ), 6.23 - 6.39 (2 
H, m ), 6.50 - 6.66 (1 H, m ),6.82 - 6.99 (1 H, m ), 6.99 - 7.15 
(3 H, m ), 7.15 - 7.36 (2 H, m ), 7.42 - 7.62 (2 H, m ). 

{1328} 

Working Example 441 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.80-4.00 and 4.38 - 4.65 {All 32 H, m, 1 .92 (s ), 3.23 
(s ) }, 5.85 and 5.87 (All 2 H, each s ), 6.57 (1 H, d, 
J-8.5Hz ), 6.80- 7.20 (4 H, m ), 7.45 - 7.65 (2 H, m ). 

{1329} 

Working Example 444 
compound 
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l H-NHR(200MHz,CDCl 3 ) d ppm: 1 .57-2.34(4H, 
m), 2.51-2.90(2H,m), 4.74-5.23(2H,m), 6.53-6. 
76(2H,m), 6.91-7.62(9H,m) 0 

[1330] 

mmm us 

1 H-NHR(200MHz,CDCl 3 ) d ppm: 1.75-2.0,2.2-3. 
10 JSilS 3.45-4. 10(± 18H,m), 4.65(2H,s), 6.66- 
7.70[± 1 lH,m,6.67(d,J=8.6Hz)],7.59(d,J=8.5H 
z), 8.80(1 H,s) 0 

[1331] 

Hffiffl 446 

, H-NHR(200MHz,CDCl 3 ) 6 ppm: 1.8-2.0 RlS 2. 
25-2.50(± 6H,m), 2.31(3H,s), 2.60(lH,dd,J=15. 
7Hz,J=8.3Hz), 2.80(lH,dd,J=15.7Hz,J=5.7Hz), 
3.45-3.60(3H,m), 3.60-3.80(2H,m), 3.89(2H,t,J 
=6.6Hz), 4.60(2H,s), 6.67(1 H,d,J=8.7Hz), 6.88 
(lH,dd,J=8.7Hz,J=2.2Hz), 7.00-7.50(8H,m), 7.5 
6(2H,d,J=8.6Hz), 8.41(lH,s) 0 

[1332] 

mmm 447 

1 H-NHR(200MHz,CDCl 3 ) d ppm: 1 .65-2.0 RXf 2. 
l-2.55[± 12H,m,2.32(s), 2.35(s)],2.60(lH,dd,J 
= 15.7Hz, J=8.2Hz), 2.80(lH,dd,J=15.7Hz,J=5.8 
Hz), 3.48-3.52 &lf 3.67-3.72(± 5H,m), 3.89(2 
H,t,J=6.6Hz), 4.59(2H,s), 6.67(lH,d,J=8.6Hz), 
6.78(2H,d,J=8Hz), 6.87(2H,d,J=8.6Hz), 7.20(2 
H,d,J-8Hz), 7.37(2H,d,J=8.6Hz), 7.55(2H,d,J= 
8.6Hz), 8.37(1 H,s) 0 

[1333] 

mmm 448 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 .70-2. 10,2.20- 
2.90 RlS 3.50-4.0[± 21H,m,2.23(s), 2.31(s)],4. 
71(2H,s), 6.68(1 H,d,J=8.6Hz), 6.85-7.03,7.15-7. 
43 JBiXf 7.60-7.67(^: HH,m), 9.57(lH,s) 0 



[1334] 

mmm 450 
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<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :1.57-2.34 (4 H, m ), 2.51 - 2.90 (2 H, m ), 4.74 - 5.23 (2 
H, m ), 6.53 - 6.76 (2 H„ m ),6.91 - 7.62 (9 H, m ). 

{1330} 

Working Example 445 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.75-2.0, 2.2- 3.10 and 3.45-4.10 (All 18 H, m ), 4.65 
(2 H, s ), 6.66 - 7.70 {All 1 1 H, m, 6.67 (d, J-8.6Hz ) }, 
7.59(d, J=8.5Hz), 8.80(1 H,s). 

{1331} 

Working Example 446 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.8-2.0 and 2.25 - 2.50 (All 6 H, m ), 2.31 (3 H, s ), 2.60 
(1 H, dd, J=15.7Hz , J=8.3Hz ), 2.80 (1 H, dd, J=15.7Hz , 
J=5.7Hz ), 3.45- 3.60 (3 H, m ), 3.60 - 3.80 (2 H, m ), 3.89 (2 
H, t, J=6.6Hz ), 4.60 (2 H, s ), 6.67 (1 H, d, J=8.7Hz ), 6.88 (1 
H, dd, J=8.7Hz , J=2.2Hz ), 7.00 -7.50 (8 H, m ), 7.56 (2 H, d, 
J=8.6Hz),8.41 (1 H,s). 

{1332} 

Working Example 447 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :1.65-2.0 and 2.1 - 2.55 {All 12 H, m, 2.32 (s ), 2.35 
(s ) }, 2.60 (1 H, dd, J-15.7Hz , J=8.2Hz ), 2.80 (1 H, dd, 
J=15.7Hz , J=5.8Hz ), 3.48 - 3.52and 3.67 - 3.72 (All 5 H, 
m ), 3.89 (2 H, t, J=6.6Hz ), 4.59 (2 H, s ), 6.67 (1 H, d, 
J=8.6Hz ), 6.78 (2 H, d, J=8Hz ), 6.87 (2 H, d, J=8.6Hz ), 
7.20(2 H, d, J=8Hz ), 7.37 (2 H, d, J=8.6Hz ), 7.55 (2 H, d, 
J=8.6Hz), 8.37(1 H, s ). 

{1333} 

Working Example 448 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :1.70-2.10, 2.20-2.90 and 3.50 - 4.0 {All 21 H, m, 2.23 
(s ), 2.31 (s ) }, 4.71 (2 H, s ), 6.68 (1 H, d, J=8.6Hz ), 6.85 - 
7. 03and 7. 15 - 7.43 and 7.60 - 7.67 (All 1 1 H, m ), 9.57 (1 
H,s). 

{1334} 

Working Example 450 
compound 
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1 H-NHR(200MHz,CDCl 3 ) d ppm:0.96-4.70(29H, 
m), 1.45(3H,t,J=7.0Hz), 4.07(2H,q,J=7.0Hz), 5. 
58-7.36(7H,m) e 

[1335] 

mmm 455 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm:0.95-4.00,4.42- 
4.63 S.U 5.04-5. 18(£ 22H,m), 6.46-6.67(lH, 
m), 6.79-6.95(1 H,m) } 6.95-7.25(4H,m), 7.32-7. 
51(2H,m), 7.52-7.75(2H,m) 0 

[1336] 

mmm ass 

, H-NHR(200MHz,CDCl 3 ) 6 ppm:0.95-3.93,4.41- 
4.62 S.l/5.01-5.20[^25H,m,2.24(s)] 5 6.45-6.62 
(iH,m), 6.72-6.95(2H,m), 6.95-7.08(1 H,m), 7.1 
0-7.45(3H,m), 7.45-7.69(2H,m) 0 

[1337] 

mmm 459 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 .42(6H,t,J=7.2 
Hz), 1.75-2.05(lH,m), 2.1 5-2.40(1 H,m), 2.40- 
3.90(1 lH,m), 3.94(2H,t,J=6.5Hz), 6.73-7.15(3 
H,m), 7.25-7.60(10H,m), 8.35-8.75(lH,m), 11. 
3-11.7(lH,m)o 

[1338] 

460 

1 H-NHR(200MHz,CDCl 3 ) d ppm: 1 .24(3H,t,J=7H 
z), 1.4-1.5,1.85-3.30,3.40-4.20Xt/4.65-4.85(± 
15H,m), 3.72(2H,q,J=7Hz), 6.8-7.7(1 3H,m), 1 
2.6-12.9(lH,m) 0 

[1339] 

461 

1 H-NHR(200MHz,CDCl 3 ) 8 ppm: 1 .03(6H,t,J=7H 
z), 1.75-2.0(lH,m), 2.10-2.30(lH,m), 2.35-2.90 
(8H,m), 3.35-3.80(3H,m), 3.90(2H,t,J=6.6Hz), 
6.72(lH J d,J=8.6Hz), 6.8-7.0(2H,m), 7.23(lH,d,J 
=2.2Hz), 7.35-7.66(9H,m) 0 

[1340] 
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<sup>l</sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.96-4.70 (29 H, m ), 1.45 (3 H, t, J=7.0Hz ), 4.07 (2 H, 
q, J=7.0Hz ), 5.58 - 7.36 (7 H, m ). 

{1335} 

Working Example 455 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :0.95-4.00, 4.42-4.63 and 5.04 - 5.18 (All 22 H, m ), 6.46 

- 6.67 (1 H, m ), 6.79 - 6.95 (1 H, m ),6.95 - 7.25 (4 H, m ), 
7.32 - 7.51 (2 H, m ), 7.52 - 7.75 (2 H, m ). 

{1336} 

Working Example 456 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :0.95-3.93, 4.41-4.62 and 5.01 - 5.20 {All 25 H, m, 2.24 
(s ) }, 6.45 - 6.62 (1 H, m ), 6.72 - 6.95 (2 H, m ),6.95 - 7.08 
(1 H, m ), 7. 10 - 7.45 (3 H, m ), 7.45 - 7.69 (2 H, m ). 

{1337} 

Working Example 459 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm AA2 (6 H, t, J=7.2Hz )> 1.75 - 2.05 (1 H, m ), 2.15 - 2.40 
(1 H, m ), 2.40 - 3.90 (11 H, m ),3.94 (2 H, t, J=6.5Hz ), 6.73 

- 7.15 (3 H, m ), 7.25 - 7.60 (10 H, m ), 8.35 - 8.75 (1 H, m ), 
11.3-11.7(1 H,m). 

{1338} 

Working Example 460 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :1.24 (3 H, t, J=7Hz ), 1.4 - 1. 5 and 1. 85 - 3. 30 and 3. 
40 -4.20 and 4.65 - 4.85 (All 15 H, m ), 3.72 (2 H, q, J=7Hz ), 
6.8 - 7.7 (13 H, m ), 12.6 - 12.9 (1 H, m ). 

{1339} 

Working Example 461 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.03 (6 H, t, J=7Hz ), 1.75 - 2.0 (1 H, m ), 2.10 - 2.30 (1 
H, m ), 2.35 - 2.90 (8 H, m ),3.35 - 3.80 (3 H, m ), 3.90 (2 H, 
t, J=6.6Hz ), 6.72 (1 H, d, J=8.6Hz ), 6.8 - 7.0 (2 H, m ), 7.23 
(1 H, d, J=2.2Hz ), 7.35 - 7.66(9 H, m ). 

{1340} 
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mmm m 

1 H-NHR(200MHz,CDCl 3 ) d ppm: 1 .03(3H,t, J-7.2 
Hz), 1.75-2.0(lH,m), 2.15-2.40(lH,m), 2.40-2. 
90(8H,m), 3.50-3.60(3H,m), 3.65-3.85(2H,m), 
3.93(2H,m), 6.75-7.0 7.2-7.65(£ 12H,m) 0 

[1341] 

mmm 463 

1 H-NHR(200MHz,CDCl 3 ) d ppm: 1.20- 1.70, 1.70- 
3.0,3.0-3.6,3.6-3.8 JSilS 3.8-4.0(:£ 32H,m), 6.73 
(lH,d,J=8.6Hz), 6.87(1 H,dd,J=8.6Hz,J=2.4Hz), 
7.13(2H,d,J=8Hz), 7.23(1 H,d,J=2.4Hz), 7.33(2 
H,d,J=8Hz), 8.4-8.7(lH,m), 1 1.2-1 1.6(1 H,m) e 

[1342] 

HJfctflJ 464 

'H-NHR^OOMH^CDCl^ d ppm: 1 . 1 0(3H,t, J=7.2 
Hz), 1.2-1.65,1.7-2.0,2.1-2.9,3.4-3.6,3.6-3.8^1/ 
3.8-4.0(£ 28H,m), 6.77(lH,d,J=8.7Hz), 6.90(1 
H,dd,J=8.7Hz,J=2.3Hz), 7.13(2H,d,J=8.2Hz), 7. 
19(lH,d,J=2.3Hz), 7.3 l(2H,d,J=8.2Hz) 0 

[1343] 

mmm 467 

l H-NHR(250MHz,CDCl 3 )5ppm:l. 10-2.10,2.55- 
4.05,4.45-4.61 Rlf 4.68-4.7 \(± 41 H,m), 6.94-7. 
38(3H,m), 12.00-12.27(lH,brs) o 

[1344] 

m mm 469 

1 H-NHR(200MHz,CDCl 3 ) d ppm: 1 .20-2.24(5H, 
m), 2.63-3.3 l(3H,m), 3.70 RlS 3.75(± 3H,s), 
4.08-5.20(lH,m), 6.46-6.62(1 H,m), 6.36-7.00(1 
H,m), 7.10-7.48(3H,m), 8.43-8.56(2H,m) Q 

[1345] 

mmm 470 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 .05-5.08(26H, 
m), 6.15-7.53(16H,m) 0 



Working Example 462 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :1.03 (3 H, t, J=7.2Hz ), 1.75 - 2.0 (1 H, m ), 2.15 - 2.40 
(1 H, m ), 2.40 - 2.90 (8 H, m ),3.50 - 3.60 (3 H, m ), 3.65 - 
3.85 (2 H, m ), 3.93 (2 H, m ), 6.75 - 7.0 and 7.2 - 7.65 (All 
12H,m). 

{1341} 

Working Example 463 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :1.20-L70, 1.70-3.0, 3.0-3.6, 3.6-3.8 and 3.8 - 4.0 (All 
32 H, m ), 6.73 (1 H, d, J=8.6Hz ), 6.87 (1 H, dd, J=8.6Hz , 
J=2.4Hz ), 7.13 (2 H, d, J=8Hz ), 7.23(1 H, d, J=2.4Hz ), 7.33 
(2 H, d, J=8Hz ), 8.4 - 8.7 (1 H, m ), 1 1.2 - 1 1.6 (1 H, m ). 

{1342} 

Working Example 464 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :1. 10 (3 H, t, J=7.2Hz), 1.2- 1.651.7-2.02.1 -2.93.4- 
3.63.6 - 3.8and 3.8 - 4.0 (All 28 H, m ), 6.77 (1 H, d, 
J=8.7Hz ), 6.90 (1 H, dd, J=8.7Hz , J=2.3Hz ), 7.13 (2 H, d, 
J=8.2Hz ), 7.19 (1 H, d, J=2.3Hz ), 7.31 (2 H, d, J=8.2Hz ). 

{1343} 

Working Example 467 
compound 

<sup>K/sup>H-NHR (250 MHz , CDCKsub>3</sub> );de 
ppm :1. 10-2.10, 2.55-4.05,4.45-4.61 and4.68-4.71 (All 41 
H, m ), 6.94 - 7.38 (3 H, m ), 12.00 - 12.27(1 H, brs ). 

{1344} 

Working Example 469 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.20-2.24 (5 H ; m ), 2.63 - 3.31 (3 H, m ), 3.70 and 3.75 
(All 3 H, s ), 4.08 - 5.20(1 H, m ), 6.46 - 6.62 (1 H, m ), 6.36 - 
7.00 (1 H, m ), 7. 10 ■■ 7.48 (3 H, m ), 8.43 - 8.56 (2 H, m ). 

{1345} 

Working Example 470 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.05-5.08 (26 H, m ), 6.15 - 7.53 (16 H, m ). 



Page 1 10 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP1997221476A 

[1346] 

mmm 471 

■H-NHR^OOMHz^DCh) 6 ppm:0.97-2.20,2.20- 
4.06 Rlf 4.40-4.63[± 36H,m), 1.41(t,J=7.2Hz), 
1.71(s), 3.31(s)3,6.59(lH,d,J=8.5Hz), 6.84-7.6 
0(6H,m), 12.7-13.4(lH,brs)o 

[1347] 

nmm 472 

1 H-NHR(200MHz,CDCl 3 ) d ppm: 1 .20-2.26,2.50- 
4.10,4.40-4.60 &tf 5.00-5. 15(±29H,m), 6.58(1 
H,d,J=8.2Hz), 6.65-7.48(6H,m), 12.12(lH,brs) 0 

[1348] 

mmm 473 

1 H-NHR(200MHz,CDCl 3 ) d ppm: 1 .30-2.20,2.50- 
4. 1 0,4.3 8-4.60 S. If 4.98-5 . 1 6(£ 29H,m), 6.50-7. 
20(5H,m), 7.36(2H,d,J=8.6Hz), 12.15(lH,brs) 0 

[1349] 

1 H-NHR(200MHz,CDCl 3 ) (5 ppm: 1.16-4. 10 JSlU 
4.30-4.53(£ 35H,m), 6.47-6.80,6.80-7.65 Rtf 7. 
86-8.10(£ 7H,m), 15.51-15.98(lH,br) 0 

[1350] 

mmm 477 

1 H-NMR(200MHz,CDC13 ) d ppm: 1 . 1 2-2. 1 1 (4 
H,m), 2.45-3.78(5H,m), 4.23-5.10(lH,m), 6.61- 
7.75(14H,m) 0 

[1351] 

mmm 478 

1 H-NHR(200MHz,CDCl 3 )(5ppm:0.62(1.5H,d,J= 
6.5Hz), 0.99(1.5H,d,J=6.5Hz), 1.03-5.74(14H, 
m), 6.43-7.80(1 lH,m) 0 
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{1346} 

Working Example 471 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.97-2.20, 2.20-4.06 and 4.40 - 4.63 {All 36 H, m) , 
1.41 (t, J=7.2Hz ), 1.71 (s ), 3.31 (s ) }, 6.59 (1 H, d, 
J=8.5Hz ), 6.84 - 7.60 (6 H, m ), 12.7 -13.4 (1 H, brs ). 

{1347} 

Working Example 472 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :1.20-2.26, 2.50-4.10, 4.40-4.60 and 5.00 - 5.15 (All 29 
H, m ), 6.58 (1 H, d, J-8.2Hz ), 6.65 - 7.48 (6 H, m ), 12.12(1 
H, brs). 

{1348} 

Working Example 473 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.30-2.20, 2.50-4.10, 4.38-4.60 and 4.98 - 5.16 (All 29 
H, m ), 6.50 - 7.20 (5 H, m ), 7.36 (2 H, d, J=8.6Hz ), 12.15(1 
H, brs ). 

{1349} 

Working Example 476 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.16-4. 10 and 4.30 - 4.53 (All 35 H, m ), 6.47 - 6. 80 
and 6. 80 - 7.65and 7.86 - 8.10 (All 7 H, m ), 15.51 - 15.98 (1 
H,br). 

{1350} 

Working Example 477 
compound 

1 H-nmr (200 MHz , CDCl<SB>3</SB> );de 
ppm :1 . 12-2.1 1 (4 H, m ), 2.45 - 3.78 (5 H, m ), 4.23 -5.10(1 

H, m), 6.61 -7.75(14 H,m). 

{1351} 

Working Example 478 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.62 (1.5 H, d, J=6.5Hz ), 0.99 (1.5 H, d, J=6.5Hz ), 

I. 03 - 5.74 (14 H, m ), 6.43 - 7.80 (1 1 H, m ). 
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[1352] 

l H-NHR(200MHz,CDCl 3 ) 6 ppm:0.80-3.90,4.41- 
4.64 RlS 5.05-5.70(± 35H,m), 6.49-6.63(lH, 
m), 6.71-7.20(4H,m), 7.20-7.50(2H,m) o 

[1353] 

Sttftl 480 

l H-NHR(200MHz,CDCl 3 ) d ppm:0.92-2.25,2.38- 
3.27,3.27^4.00,4.50-4.60 Rlfi 4.85-5.02(± 29H, 
m), 6.62-7.45(6H,m) 0 

[1354] 

SJM 481 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm:0.82-4. 17,4.36- 
4.60 5.07-5.13[£ 26H,m,2.99(s), 3.23(s)], 
6.40-6.66(1 H,m), 6.75-7.78(8H,m), 7.84(lH,d,J 
=3.7Hz) 0 

[1355] 

mmm 482 

l H-NHR(200MHz,CDCl 3 ) 6 ppm:0.77-l . 14,1 . 14- 
2.24,2.24-4.04,4.33-4.53 RXS 4.97-5.13[£ 27H, 
m,2.89(s), 3.14(s)],6.42-6.61(lH,m), 6.77-7.10 
(2H,m), 7.28-7.80,7.80-8. 12[:£ 6H,m,7.88(s)] 0 

[1356] 

484 

, H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 .19-5.33(22H, 
m), 6.49-7.32(1 2H,m), 1 1.92- 12.70(1 H,m) 0 

[1357] 

mmm 485 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 .20-5.28(20H, 
m), 1.38(3H,t,J=7.2Hz), 3.32(3H,s), 6.61(lH,d, 
J=8.3Hz), 6.91(lH,dd,J=8.3,J=2.2Hz), 7.03(1H, 
d,J=2.2Hz), 7.18-7.76(9H,m), 1 1.94(1 H,brs) 0 



1997-8-26 

{1352} 

Working Example 479 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.80-3.90, 4.41-4.64 and 5.05 - 5.70 (All 35 H, m ), 6.49 
- 6.63 (1 H, m ), 6.71 - 7.20 (4 H, m ),7.20 - 7.50 (2 H, m ). 

{1353} 

Working Example 480 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :0.92-2.25, 2.38-3.27, 3.27-4.00, 4.50-4.60 and 4.85 - 

5.02 (All 29 H, m ), 6.62 - 7.45 (6 H, m ). 

{1354} 

Working Example 481 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :0.82-4.17, 4.36-4.60 and 5.07 - 5.13 {All 26 H, m, 2.99 
(s ), 3.23 (s ) }, 6.40 - 6.66 (1 H, m), 6.75 - 7.78 (8 H, 
m),7.84(lH, d, J=3.7Hz ). 

{1355} 

Working Example 482 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :0.77-1.14, 1.14-2.24, 2.24-4.04, 4.33-4.53 and 4.97 - 
5.13 {All 27 H, m, 2.89 (s ), 3.14 (s ) }, 6.42 - 6.61 (1 H, m ), 
6.77 - 7.10 (2 H, m ),7.28 - 7. 80 and 7. 80 - 8.12 {All 6 H, m, 
7.88 (s)}. 

{1356} 

Working Example 484 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.1 9-5. 33 (22 H, m ), 6.49 - 7.32 (12 H, m ), 1 1.92 - 
12.70(1 H,m). 

{1357} 

Working Example 485 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.20-5.28 (20 H, m ), 1.38 (3 H, t, J=7.2Hz ), 3.32 (3 H, 
s ), 6.61 (1 H, d, J=8.3Hz ), 6.91 (1 H, dd, J=8.3, J=2.2Hz ), 

7.03 (1 H, d, J=2.2Hz ),7.18 - 7.76 (9 H, m ), 1 1.94 (1 H, 
brs). 
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[1358] 

mmm 486 

1 H-NHR(200MHz,CDCl 3 ) d ppm: 1 . 1 9-5. 1 3(24H, 
m), 1.35(3H,t,J=7.3Hz), 1.45(3H,t,J=7.0Hz), 4. 
08(2H,q,J=7.0Hz), 6.18-7.46(6H,m), 11.59-12.5 
8(lH,m) 0 

[1359] 

WMWl 487 

, H-NHR(200MHz,CDCl 3 ) S ppm:0.93-3.98(26H, 
m), 4.51-5.15(lH,m), 4.97 RXf 5A0(± 2H,s), 
6.23-7,5 1(1 lH,m) 0 

[1360] 

mmm m 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm:0.90-2. 12,2. 1 2- 
2.40,2.40-3.63 &XS 4.45-4. 84(± 38H,m), 6.98-7. 
35(2H,m), 7.38-7.44(lH,m) 0 

[1361] 

mmm m 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1.06-5. 19(36H, 
m), 6.16-7.49(6H,m), 1 1.28-1 1.99(1 H,m) 0 

[1362] 
mM9\ 490 

, H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 .32-4.57(22H, 
m), 1.45(3H,t,J=7.0Hz), 2.58&tf 2.60(±3H,s), 
4.08(2H,q,J=7.0Hz), 6.43-6.63(2H,m), 7.05-7. 
44(4H,m), 12.15(lH,brs) 0 

[1363] 

mmm 491 

1 H-NHR(200MHz,CDCl 3 ) 5 ppm: 1 .20-5.21(3 1H, 
m), 6.11-7.61(6H,m), 8.54-8.72(1 H,m), 11.27-1 
2.03(lH,m) o 

[1364] 

mmm m 
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{1358} 

Working Example 486 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :1. 19-5.13 (24 H, m ), 1.35 (3 H, t, J-7.3Hz ), 1.45 (3 H, 
t, J=7.0Hz ), 4.08 (2 H, q, J=7.0Hz ), 6.18 - 7.46 (6 H, 
m),l 1.59- 12.58(1 H,m). 

{1359} 

Working Example 487 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.93-3.98 (26 H, m ), 4.51 - 5.15 (1 H, m ), 4.97 and 
5.10 (All 2 H, s ), 6.23 - 7.5 1(1 1 H, m ). 

{1360} 

Working Example 488 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :0.90-2.12, 2.12-2.40, 2.40-3.63 and 4.45 - 4.84 (All 38 
H, m ), 6.98 - 7.35 (2 H, m ), 7.38 - 7.44 (1 H, m ). 

{1361} 

Working Example 489 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.06-5. 19 (36 H, m ), 6.16 - 7.49 (6 H, m ), 1 1.28 - 
11.99(1 H,m). 

{1362} 

Working Example 490 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.32-4.57 (22 H, m ), 1.45 (3 H, t, J=7.0Hz ), 2.58 and 
2.60 (All 3 H, s ), 4.08 (2 H, q, J=7.0Hz ), 6.43 - 6.63(2 H, 
m ), 7.05 - 7.44 (4 H, m), 12.15 (1 H, brs ). 

{1363} 

Working Example 491 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1 .20-5.2 1 (3 1 H, m ), 6. 1 1 - 7.6 1 (6 H, m ), 8.54 - 8.72 
(1 H,m), 11.27- 12.03(1 H,m). 

{1364} 

Working Example 492 
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1 H-NHR(200MHz,CDCl 3 ) d ppm: 1 .23-5.03(25H, 
m), 1.46(3H,t,J=7.0Hz), 4.08(2H,q,J=7.0Hz), 6. 
16-7.44(6H,m), 12.47(lH,brs) 0 

[1365] 

mmm 493 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1.11 -4.67(29H, 
m), 4.97-5. 10(±2H,s), 6.22-7.51(1 lH,m), 11.4 
3 JklS 12.04(lH,m) o 

[1366] 

mmm 494 
nits® 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1.21-4.62(26H, 
m), 4.98 2U/ 5.1 l(£2H,s), 6.22-7.51(1 lH,m), 
8.55-8.71 ( 1 H,m), 1 1 .39- 11.81(1 H,m) 0 

[1367] 

mmm 495 

, H-NHR(200MHz,CDCl 3 ) 6 ppm: 1.21-4.90(22H, 
m), 1.34(3H,t,J=7.3Hz), 4.98 Rlf 5.1 l(£2H,s), 
6.27-7.53(1 lH,m), 12.48(lH,brs) 0 

[1368] 

mmm 496 

1 H-NHR(200MHz,CDCi 3 ) 5 ppm:0.83-3.98(24H, 
m), 2.99&i;3.15(±3H,s), 3.62 3.86(£ 3 
H,s), 4.49-5.19(lH,m), 4.97 &lf 5.10(± 2H,s), 
6.23-7.53(1 lH,m) 0 

[1369] 

497 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 . 1 8-2.20,2.60- 
4.55(£ 26H,m), 6.45-6.55(lH,m), 6.80-6.95(1 
H >m ), 6.95-7.60(4H,m), 7.90-8.08(lH,m), 11.8 
6(lH,brs) 0 

[1370] 

mmm 49s 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 .20-2.20,2.55- 



1997-8-26 

compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1 .23-5.03 (25 H, m ), 1 .46 (3 H, t, J=7.0Hz ), 4.08 (2 H, 
q, J=7.0Hz ), 6.16 - 7.44 (6 H, m ), 12.47 (1 H, brs ). 

{1365} 

Working Example 493 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :1.1 1-4.67 (29 H, m ), 4.97 - 5.10 (All 2 H, s ), 6.22 - 
7.51 (11 H,m), 11.43 and 12.04(1 H, m ). 

{1366} 

Working Example 494 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.2 1-4.62 (26 H, m ), 4.98 and 5.1 1 (All 2H,s), 6.22 - 
7.51 (1 1 H, m ), 8.55 - 8.71(1 H, m ), 1 1.39 - 1 1.81 (1 H, m ). 

{1367} 

Working Example 495 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.2 1-4.90 (22 H, m ), 1.34 (3 H, t, J=7.3Hz ), 4.98 and 
5.1 1 (All 2 H, s ), 6.27 - 7.53 (1 1 H, m ),12.48 (1 H, brs ). 

{1368} 

Working Example 496 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.83-3.98 (24 H, m ), 2.99 and 3.15 (All 3 H, s ), 3.62 
and 3.86 (All 3 H, s ), 4.49 - 5.19(1 H, m ), 4.97 and 5.10 (All 
2H,s), 6.23 -7.53 (11 H,m). 

{1369} 

Working Example 497 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :1. 18-2.20, 2.60-4.55 (All 26 H, m ), 6.45 - 6.55 (1 H, 
m ), 6.80 - 6.95 (1 H, m ), 6.95 - 7.60 (4 H, m ),7.90 - 8.08 (1 
H,m), 11.86(1 H,brs). 

{1370} 

Working Example 498 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
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3.40,3.40-4.10,4.35-4.53 RlS 4.96-5.20(± 26H, 
m), 6.53(lH,d,J=8Hz), 6.91(1 H,dd,J=0.2Hz,J=8 
Hz), 7.04(1 H,d,J=0.2Hz), 7.13(2H,d,J=8.6Hz), 
7.40(2H,d,J=8.6Hz), 12.15(lH,s) e 

[1371] 

499 

, H-NHR(200MHz,CDCl 3 ) 6 ppm: 1. 20-2.20,2.20- 
3.45,3.45-4.10aif4.45-4.65(±29H,m), 6.50-6. 
62,6.75-7.55 &XS 7.95-8.07(± 7H,m), 1 1.8-12.2 
(lH,m) 0 

[1372] 

mmm 500 

, H-NHR(200MHz,CDCl 3 ) 8 ppm: 1 .25-3.40,3.40- 
4. 1 5 &tf4.40-4.60(± 29H,m), 6.50-6.62,6.80-7. 
45 8.Zt 7.85-7.95(± 7H,m), 12.06(lH,brs) o 



[1373] 

mmm 501 

1 H-NHR(200MHz,CDCl 3 ) (5 ppm: 1 .20-4. 1 0,4.45- 
4.60 JkXS 5.00-5.20(£ 29H,m), 6.56(lH,d,J=6.4 
Hz), 6.80-7.50(5H,m), 7.96(1 H,d,J=8.2Hz), 12. 
01(lH,brs) o 

[1374] 

mmm 502 

, H-NHR(200MHz,CDCl 3 ) 8 ppm: 1 .20-4. 1 8 RlS 
4.50-4.70(£ 29H,m), 6.60-6.90,6.90-7.51,7.51- 
7.66 ifttf 8.15-8.22(± 7H,m), 1 1.8-12.25(lH,b 
Oo 

[1375] 
mi&M 503 

1 H-NHR(200MHz,CDCl 3 ) 8 ppm:0.78-3.95,4.42- 
4.60 JkXf 5.05-5.21(£ 26H,m), 6.49-6.62(lH, 
m), 6.82-6.98(1 H,m), 6.98-7.52(6H,m) 0 

[1376] 

504 
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ppm :1.20-2.20, 2.55-3.40, 3.40-4.10, 4.35-4.53 and 4.96 - 
5.20 (All 26 H, m ), 6.53 (1 H, d, J=8Hz ), 6.91 (1 H, dd, 
J=0.2Hz , J=8Hz ), 7.04 (1 H, d, J=0.2Hz ), 7.13(2 H, d, 
J=8.6Hz ), 7.40 (2 H, d, J-8.6Hz ), 12.15 (1 H, s ). 

{1371} 

Working Example 499 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.20-2.20, 2.20-3.45, 3.45-4.10 and 4.45 - 4.65 (All 29 
H, m ), 6.50 - 6. 62 and 6. 75 - 7.55and 7.95 - 8.07 (All 7 H, 
m), 11.8-12.2(1 H,m). 

{1372} 

Working Example 500 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :1.25-3.40, 3.40-4.15 and 4.40 - 4.60 (All 29 H, m ), 6.50 

- 6. 62 and 6. 80 - 7.45and 7.85 - 7.95 (All 7 H, m ), 12.06 (1 
H, brs ). 

{1373} 

Working Example 501 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :1.20-4.10, 4.45-4.60 and 5.00 - 5.20 (All 29 H, m ), 6.56 
(1 H, d, J-6.4Hz ), 6.80 - 7.50 (5 H, m ), 7.96(1 H, d, 
J=8.2Hz), 12.01 (1H, brs ). 

{1374} 

Working Example 502 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1 .20-4. 1 8 and 4.50 - 4.70 (Ail 29 H, m ), 6.60 - 6. 90 
and 6. 90 - 7.51 and 7. 51 - 7.66 and 8.15 - 8.22 (All 7 H, m ), 
11.8-12.25(1 H, br), 

{1375} 

Working Example 503 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.78-3.95, 4.42-4.60 and 5.05 - 5.21 (All 26 H, m ), 6.49 

- 6.62 (1 H, m ), 6.82 - 6.98 (1 H, m ),6.98 - 7.52 (6 H, m ). 

{1376} 

Working Example 504 
compound 
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1 H-NHR(200MHz,CDCl 3 ) 8 ppm: 1 . 1 6-4.06,4.43- 
4.64 JSiU 4.92-5. 10(± 26H,m), 6.72-7.65(7H, 
m), 11.87-12.18(lH,br) 0 

[1377] 

mmm 505 

1 H-NHR(200MHz,CDCl 3 ) 8 ppm: 1 .00-3.95,4.20- 
4.44 Rlf 4.90-5.05(± 22H,m), 5.1 0-6.50(1 H,b 
r), 6.65-6.76(1 H,m), 6.90-7.05(1 H,m), 7.20-7.3 
5(1 H,m), 7.35-7.50(2H,m), 7.70-7.85(2H,m) o 

[1378] ' 

mmm 508 

l H-NHR(250MHz,CDCl 3 ) d ppm:0.65-0.82,1.00- 
2. 1 7,2. 1 7-2.95,2.95-3.5 1 ,3.55-3.90,4. 1 8-4.35,4.4 
2-4.63,5.03-5.18 RXS 5.50-5.75(:£ 25H,m), 6.51 
-6.68(lH,m), 6.85-7.45(5H,m), 7.51-7.65(1H, 
m) 0 

[1379] 

mmm 509 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm:0.49(3H,d,J=6. 
3Hz), 0.95(3H,d,J=6.3Hz), l.l-4.2[± 16H,m,3. 
02(s)],6.55-6.80(3H,m), 7.15-7.45(5H,m)o 

[1380] 

mmm 5\o 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 .0-2.2,2.4-4.0 
&lf 4.5-4.6[± 25H,m,2.87(s), 3.0(s)],6.1-7.5 
[±7H,m,6.26(dd,J=8.8Hz,J=2.5Hz)] 0 

[1381] 
3t!6#j511 

1 H-NHR(200MHz,CDCJ 3 ) d ppm:l. 10-5.35C24H, 
m,2.33(s)3,6.75-8.26(7H,m) 0 

[1382] 

mmm 512 
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<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.1 6-4.06, 4.43-4.64 and 4.92 - 5.10 (All 26 H, m ), 6.72 
-7.65 (7 H,m), 11.87 - 12.18(1 H,br). 

{1377} 

Working Example 505 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :1.00-3.95, 4.20-4,44 and 4.90 - 5.05 (All 22 H, m ), 5.10 
- 6.50 (1 H, br ), 6.65 - 6.76 (1 H, m ),6.90 - 7.05 (1 H, m ), 
7.20 - 7.35 (1 H, m ), 7.35 - 7.50 (2 H, m ), 7.70 - 7.85 (2 H, 
m). 

{1378} 

Working Example 508 
compound 

<sup>K/sup>H-NHR (250 MHz , CDCKsub>3</sub> );de 
ppm :0.65-0.82, 1.00-2.17, 2.17-2.95, 2.95-3.51, 3.55-3.90, 
4.18-4.35, 4.42-4.63, 5.03-5.18 and 5.50 - 5.75 (All 25 H, m ), 
6.51 - 6.68 (lH.ro), 6.85 - 7.45 (5 H, m ),7.51 - 7.65 (1 H, 
m). 

{1379} 

Working Example 509 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.49 (3 H, d, J-6.3Hz ), 0.95 (3 H, d, J=6.3Hz ), 1.1 - 
4.2 {All 16 H, m, 3.02 (s ) }, 6.55 - 6.80 (3 H, m), 7.15 -7.45 
(5 H,m). 

{1380} 

Working Example 510 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1 .0-2.2, 2.4- 4.0 and 4.5 - 4.6 {All 25 H, m, 2.87 (s ), 
3.0 (s ) }, 6.1 - 7.5 {All 7 H, m, 6.26 (dd, J=8.8Hz , 
J=2.5Hz) }. 

{1381} 

Working Example 5 1 1 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm -.1.10-5.35 {24 H, m, 2.33 (s ) }, 6.75 - 8.26 (7 H, m). 

{1382} 

Working Example 512 
compound 
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1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1.1-1.5,1.5-4.0, 
4.4-4.7 &lf 4.9-5. 1 (± 28H,m,2.02(s), 2. 1 8(s)), 
6.13-7.70(7H,m) o 

[1383] 

mmm s\6 

1 H-NHR(200MHz,CDCl 3 ) 8 ppm: 1 .30- 1 .85, 1 .85- 
2.22,2.61-3.16 &lf 4.82-5.06(8H,m), 2.50 RlS 
2.56(± 3H,& s), 6.55-6.65,6.78-6.95 Rtf 7.10- 
7.60(£ 8H,m), 8.52-8.70(2H,m) o 

[1384] 

I H-NHR(200MHz,CDCl 3 ) d ppm: 1.30-2.30,2.30- 
3.15,3.36-3.60 Hilf 4.98-5.08[± 1 lH,m,2.49(s), 
2.54(s)],6.60(lH,d,8.4Hz), 6.75-6.95(2H,m), 
6.95-7.10(lH,m), 7.1 0-7.5 l(5H,m), 8.38-8.87(2 

H, m) 0 

[1385] 

mmm 520 

1 H-NHR(200MHz,CDCI 3 ) 8ppmX± 6H,m,0.65 
l(d,J=6.5Hz), 1.02(d,J=6.5Hz), 1.15(d,J=6.5Hz, 

I . 22(d,J=6.5Hz)] , 1 .25-2.22,2.45-2.90,3.00-3.2 1 , 
3.50-4.00 Rtf 4.44-4.67[± 13H,m,2.57(s), 2.63 
(s)],6.50-7.96 Jklf 8.65-8.95(1 !H,m) 0 



[1386] 

mmm 521 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 . 1 -4.9 [ ± 26 
H,m,3.06(s)],6.65-7.75(^ 7H,m), 12.4-13.2(1H, 
m) 0 

[1387] 

SIJ6#] 523 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 . 1 8-2.20,2.29- 
3.12,3.29-3.61 &Xf 4.81-5. 10(± 21H,m,2.34 
(s)] ,6.23( 1 H,dd,J=8.72Hz,J=8.73Hz), 6. 50( 1 H,d, 
J-2.48Hz), 6.56-7.49(5H,m) e 

[1388] 
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All 28 H, m, 2.02 (s ), 2. 1 8 (s ), 6. 1 3 - 7.70 (7 H, m ). 
<sup>l</sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm: 1.1- 1.5, 1.5^.0, 4.4-4.7 and 4.9 -5.1 

{1383} 

Working Example 516 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :1.30-1.85, 1.85-2.22, 2.61-3.16 and 4.82 - 5.06 (8 H, 
m ), 2.50 and 2.56 (All 3 H, each s ), 6.55 - 6. 65and 6. 78 - 
6.95 and 7.10 - 7.60 (All 8 H, m ), 8.52 - 8.70 (2 H, m ). 

{1384} 

Working Example 5 1 7 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.30-2.30, 2.30-3.15, 3.36-3.60 and 4.98 - 5.08 {All 1 1 
H, m, 2.49 (s ), 2.54 (s ) }, 6.60 (1 H, d, 8.4Hz ), 6.75 - 6.95 
(2 H, m ), 6.95 -7.10 (1 H, m ), 7. 10 - 7.5 1 (5 H, m ), 8.38 - 
8.87 (2 H, m ). 

{1385} 

Working Example 520 
compound 

d, J=6.5Hz , 1.22 (d, J=6.5Hz )), 1.25 - 2. 22 and 2. 45 - 2. 90 
and 3. 00 - 3. 21 and3. 50 - 4.00 and 4.44 - 4.67 {All 13 H, m, 
2.57 (s ), 2.63 (s ) }, 6.50 - 7.96 and 8.65 - 8.95 (1 1 H, m ). 
All 6 H, m, 0.651 (d, J=6.5Hz ), 1.02 (d, J=6.5Hz ), 1.15 
<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm: 

{1386} 

Working Example 521 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.1- 4.9 {All 26 H, m, 3.06 (s ) }, 6.65 - 7.75 (All 7 H, 
m), 12.4-13.2(1 H,m). 

{1387} 

Working Example 523 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :1. 18-2.20, 2.29-3.12, 3.29-3.61 and 4.81 - 5.10 {All 21 
H, m, 2.34 (s ) }, 6.23 (1 H, dd, J=8.72Hz , J=8.73Hz ), 6.50 
(1 H, d, J=2.48Hz ), 6.56 - 7.49(5 H, m ). 

{1388} 
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mmm 524 

1 H-NHR(200MHz,CDC! 3 ) 6 ppm:0.89(6H,d,J=6. 
54Hz), 1.32-2.20,2.30-331,3-42-3.95 All 4.82- 
5.12(± 19H,m), 6.39-7.49(7H,m) 0 



[1389] 

mmm 525 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1.1 0-2.20 JSilS 
2.20-4.90(£ 23H,m), 6.35-6.69,6.69-7.00,7.00- 
8.34 Rlf 8.65-9.16(£ 10H,m), 1.65-12.8(lH,b 
r)o 

[1390] 

mmm 526 

1 H-NHR(200MHz,CDCl 3 ) (5 ppm: 0 .64,0.98, 1 . 1 6 
Atf 1.19(£6H,&d,J=6.5Hz), 1.20-1.49,1.49-2. 
23,2.23-4.60 Atf 4.95-5.12[± 13H,m,2.58(s), 
2.65(s)],6.05-6.50,6.50-6.65,6.70-6.95,7.05-7.45, 
7.45-7.90,7.90-8.33 Atf 8.75-9.15(± 12H,m) 0 



[1391] 
Slffi^] 529 

, H-NHR(200MHz,CDCl 3 ) 5 ppm: 1 . 1 3-4. 88(20H, 
m), 1.19 St/ 1.35(£ 9H,s), 2.46,2.49 Atf 2.5 
l(£6H,s), 6.58-7.47(7H,m), 12.76(lH,brs) 0 



[1392] 

mmm 530 

1 H-NHR(200MHz,CDCl 3 ) d ppm: 1.35-2.25,2.36- 
3.60 At/ 4.47-5.09[£ 1 lH,m,2.52(s), 2.58(s)], 
6.60-6.75(lH,m), 6.75-7.09(8H,m), 8.52-8.75(2 
H,m) 0 

[1393] 

1 H-NMR(200MHz,DMSO-d 6 ) 5 ppm: 1 .05-2.0,2. 
5-4.0 At/ 4.2-4.6(± 24H,m), 6. 14-7.5[± 7H,m, 
6.1 6(d,J=8.8Hz)] , 11.1-11 .5(2H,m) 0 
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Working Example 524 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.89 (6 H, d, J=6.54Hz ), 1.32 - 2. 20 and 2. 30 - 3. 31 
and 3. 42 -3.95 and 4.82 - 5.12 (All 19 H, m ), 6.39 - 7.49 (7 

H, m). 

{1389} 

Working Example 525 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.10-2.20 and 2.20 - 4.90 (All 23 H, m ), 6.35 - 6. 69 
and 6. 69 - 7.00 and 7. 00 - 8.34 and 8.65 - 9. 16 (All 10 H, 
m), 1.65-12.8(1 H,br). 

{1390} 

Working Example 526 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm .0.64, 0.98, 1.16 and 1.19 (All 6 H, each d, J-6.5Hz ), 

I. 20 - 1. 49 and 1. 49 ■• 2. 23 and2, 23 - 4.60 and 4.95 - 5.12 
{All 13 H, m, 2.58 (s ), 2.65 (s ) }, 6.05 - 6. 50 and 6. 50 - 6. 
65and 6. 70 - 6. 95 and 7. 05 - 7. 45 and 7. 45 - 7. 90 and 7. 
90- 8.33 and 8.75 - 9.15 (All 12 H, m ). 

{1391} 

Working Example 52!) 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.1 3-4.88 (20 H, m ), 1.19 and 1.35 (All 9 H, s ), 2. 46 
and 2. 49 and 2.51(A11 6 H, s ), 6.58 - 7.47 (7 H, m ), 12.76 (1 
H, brs ). 

{1392} 

Working Example 530 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.35-2.25, 2.36-3.60 and 4.47 - 5.09 {All 1 1 H, m, 2.52 
(s ), 2.58 (s ) }, 6.60 » 6.75 (1 H, m ), 6.75 - 7.09 (8 H, 
m ),8.52 - 8.75 (2 H, m ). 

{1393} 

Working Example 531 
compound 

<sup>K/sup>H-nmr (200 MHz , DMSO 

-d<sub>6</sub> );de ppm : 1 .05-2.0, 2.5-4.0 and 4.2 - 4.6 (All 

24 H,m), 6.14-7.5 {All 7 H, m, 6.16 (d, J=8.8Hz)}, 11.1 - 
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6. 16(d,J=8.8Hz)], 1 1.1-1 1 .5(2H,m) 0 

[1394] 

mi&m 532 

'H-NHR(200MHz,CDCl 3 ) d ppm: 1 .3-2.4,2.7-4. 1, 
4.5-4.7 Jfctf 5.0-5.2(± 9H,m), 6.7-7.8(1 2H,m) 0 



[1395] 

mmm 534 

, H-NHR(200MHz,CDCI 3 ) d ppm: 1 .30-2.25,2.40- 
3.50 RXf 4.86-5.08[± 1 lH,m,2.53(s), 2.58(s)], 
6.00-7.60 Rlf 8.55-8.85(± 10H,m) o 

[1396] 

mmm 535 

, H-NHR(200MHz,CDCl 3 ) d ppm: 1.10-4.90(23H, 
m), 6.50-6.66,6.80-7.68 Rlf 8.60-8.91(± 9H, 
m), 12.77-13.45(lH,br) 0 

[1397] 
Uttffll 541 

, H-NMR(200MHz,DMSO-d 6 ) 6 ppm: 1 .00-2. 1 1 , 
2.12-3.90 Stf 4.18-4.71 [±34H,m,2.32(s), 2.36 
(s)],6.40-7.55(6H,m), 9.82-10.16 RZS 10.80-11. 
24(± lH,m) Q 

[1398] 

542 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 .35-2. 15,2.6- 
3.15,3.65-4.0,4.47,4.57 &lf 4.85-5.0[£ 16H,m, 
4.47(s), 4.57(s)],6.48at/6.7-7.45[± 12H,m,6. 
48(s)] 0 

[1399] 

mmm 544 

1 H-NHR(200MHz,CDCl 3 ) 8 ppm: 1 . 1 6-4.92(20H, 
m), 2.53 2.59(± 3H,s), 6.54-6.75(lH,m), 
6.91-7.18(2H,m), 7.23-7.68(8H,m), 12.83(lH,br 



1997-8-26 

11.5(2 H,m). 
{1394} 

Working Example 532 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :1.3- 2.4, 2.7-4.1, 4.5-4.7 and 5.0 - 5.2 (All 9 H, m ), 6.7 
-7.8(12H,m). 

{1395} 

Working Example 534 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.30-2.25, 2.40-3.50 and 4.86 - 5.08 {All 1 1 H, m, 2.53 
(s ), 2.58 (s ) }, 6.00 - 7.60 and 8.55 - 8.85 (All 10 H, m ). 

{1396} 

Working Example 535 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.1 0-4.90 (23 H, m ), 6.50 - 6. 66 and 6. 80 - 7.68 and 
8.60 - 8.91(A11 9 H, m ), 12.77 - 13.45 (1 H, br ). 

{1397} 

Working Example 541 
compound 

<sup>K/sup>H-nmr (200 MHz , DMSO 
-d<sub>6</sub> );de ppm :1.00-2.1 1, 2.12-3.90 and 4.18 - 
4.71 {All 34 H, m, 2.32 (s ), 2.36 (s ) }, 6.40 - 7.55 (6 H, m ), 
9.82 - 10.16and 10.80 - 1 1.24 (All 1 H, m ). 

{1398} 

Working Example 542 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.35-2.15, 2.6-3.15, 3.65-4.0, 4.47, 4.57 and 4.85 - 5.0 
{All 16 H, m, 4.47 (s ), 4.57 (s ) }, 6.48 and 6.7 - 7.45 {All 12 
H, m, 6.48 (s)}. 

{1399} 

Working Example 544 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.16-4.92 (20 H, m ), 2.53 and 2.59 (All 3 H, s ), 6.54 - 
6.75 (1 H, m ), 6.91 - 7.18(2 H, m ), 7.23 - 7.68 (8 H, m ), 
12.83(1 H, brs). 
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[1400] 

mmm 545 

1 H-NHR(200MHz,CDCl 3 ) d ppm: 1 . 1 7-5.20(20H, 
m), 4.93 Itlf 5.1 l(±2H,s), 6.53-7.56(1 2H,m), 
12.34-13.15(lH,m) 0 

[1401] 

mmm 547 

] H-NHR(200MHz,CDCl 3 ) 6 ppm:0.82-5.25(27H, 
m), 3.87(2H,t,J=6.4Hz), 6.53-6.80(2H,m), 6.83- 
7.68(6H,m), 12.32-13.22(lH,m) 0 

[1402] 

mmm 553 

'H-NHR(200MHz,CDCl 3 ) 8 ppm: 1 . 1 1-4.21 ,4.49- 
4.71 RlS 4.98-5.20(£ 25H,m), 6.28-7.61(1 1H, 
m) 0 

[1403] 

mmm 554 

1 H-NHR(200MHz,CDCl 3 ) 8 ppm: 1 .19-4.04,4.48- 
4.71 4.97-5.19[:£ 26H,m,2.17(s), 2.21(s)], 
6,42-7.74(12H,m) 0 

[1404] 

mmm 555 

1 H-NHR(200MHz,CDCl 3 )5ppm:2.57(4H,t,J=5.1 
0Hz), 3.32(4H,t,J=5.10Hz), 3.56(2H,s), 3.86(3 
H,s), 6.74(1 H,dd,J=8.94Hz,J=8.96Hz), 6.85(1H, 
d,J=2.55Hz), 7.25-7.45(5H,m), 7.83(1 H,d,J=8.9 
lHz) 0 

[1405] 

mmm 556 

l H-NHR(200MHz,CDCl 3 ) 6 ppm: 1.03-2.22,2.60- 
3.15,3.90-4.28 4,80-5.00[£ 28H,m,1.45(s), 
3.98(d,J=6.31Hz)],6.68-7.42 &Xf 7.58-7.71(± 
7H,m) 0 

[1406] 



1997-8-26 

{1400} 

Working Example 545 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.17-5.20 (20 H, in ), 4.93 and 5.1 1 (All 2 H, s ), 6.53 - 
7.56 (12 H, m ), 12.34 - 13.15(1 H, m ). 

{1401} 

Working Example 547 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.82-5.25 (27 H, m ), 3.87 (2 H, t, J=6.4Hz ), 6.53 - 6.80 
(2 H, m ), 6.83 - 7.68 (6 H, m ), 12.32- 13.22 (1 H, m ). 

{1402} 

Working Example 553 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.1 1-4.21, 4.49-4.71 and 4.98 - 5.20 (All 25 H, m ), 6.28 
-7.61 (11 H,m). 

{1403} 

Working Example 554 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm: 1.1 9-4.04, 4.48-4.71 and 4.97 -5.19 {All 26H,m,2.17 
(s ), 2.21 (s )}, 6.42 - 7.74 (12 H,m). 

{1404} 

Working Example 555 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :2.57 (4 H, t, J=5.10Hz ), 3.32 (4 H, t, J-5.10Hz ), 3.56 
(2 H, s ), 3.86 (3 H, s ), 6.74 (1 H, dd, J=8.94Hz , J=8.96Hz ), 
6.85 (1 H, d, J=2.55Hz ),7.25 - 7.45 (5 H, m ), 7.83 (1 H, d, 
J=8.91Hz). 

{1405} 

Working Example 556 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.03-2.22, 2.60-3.15, 3.90-4.28 and 4.80 - 5.00 {AH 28 
H, m, 1.45 (s ), 3.98 (d, J=6.31 Hz ) }, 6.68 - 7.42 and 7.58 - 
7.71 (All 7 H, m ). 

{1406} 
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HJSfcflJ 558 

1 H-NMR(200MHz,DMSO-d 6 ) 6 ppm:0.9-2.2,2.6- 
3.2&tf 4.5-4.9[£ 15H,m,4.51(s), 4,58(s)]k 6.8 
-7.15,7.15-7.40 &IS 7.40-7.90(£ 12.2H,m), 8.4 
7 &tf 8.7(± 0.8H,=& s) 0 



[1407] 

mmm 559 

1 H-NHR(200MHz,CDCl 3 ) 5 ppm: 0.80-4. 08 &lf 
4.42-4.69C±29H,m,2.40(s)],6.58-7.78[±8H,m, 
7.51(d,J=2.01Hz)] o 

[1408] 

mmm 56o 

l H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 .0-1 .25,1 .25- 
2.25,2.5-3.7 RZf 4.4-5.0(£ 15H,m), 6.73-7.75 
(± 10H,m), 8.53(2H,d,J=5Hz) 0 

[1409] 

HffiflJ 562 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1.17-4.86(26H, 
m), 6.50-7.65(1 0H,m), 12.67(lH,brs) 0 

[1410] 

Sffifll 563 

1 H-NMR(200MHz,DMSO-d 6 ) 8 ppm:0.96-2.35 
Silt 2.36-4.97(£ 20H,m), 6.79-8.06(12H,m), 1 
0.02-10.46 &tf 1L00-11.60(± lH,m) 0 



[1411] 

mi&M 564 

l H-NHR(200MHz,CDCl 3 ) 6 ppm:0.52-2.22,2.23- 
4.24,4.34-4.71 &tf 4.91 -5.1 7l± 14H,m,0.66(t,J 
=7.3Hz)],5.53-5.74 RlS 6.29-6.58(£ lH,m), 6. 
89-7.88(1 2H,m) 0 

[1412] 
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Working Example 558 
compound 

<sup>l</sup>H-nmr (200 MHz , DMSO 
-d<sub>6</sub> );de ppm :0.9-2.2, 2.6-3.2 and 4.5 - 4.9 {All 
15 H, m, 4.51 (s ), 4 and 58 (s ) }, 6.8 - 7. 15 and 7. 15 - 
7.40and 7.40 - 7.90 (All 12.2 H, m ), 8.47 and 8.7 (All 0.8 H, 
each s ). 

{1407} 

Working Example 559 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0:80-4.08 and 4.42 - 4.69 {All 29 H, m, 2.40 (s ) }, 6.58 
- 7.78 {All 8 H, m, 7.51 (d, J=2.01Hz ) }. 

{1408} 

Working Example 560 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :1.0-1.25, 1.25-2.25, 2.5-3.7 and 4.4 - 5.0 (All 15 H, m ), 
6.73 - 7.75 (All 10 H, m ), 8.53 (2 H, d, J=5Hz ). 

{1409} 

Working Example 562 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.1 7-4.86 (26 H, m ), 6.50 - 7.65 (10 H, m ), 12.67 (1 H, 
brs ). 

{1410} 

Working Example 563 
compound 

<sup>K/sup>H-nmr (200 MHz , DMSO 
-d<sub>6</sub> );de ppm :0.96-2.35 and 2.36 - 4.97 (All 20 
H, m ), 6.79 - 8.06 (12 H, m ), 10.02 - 10.46and 1 1 .00 - 1 1.60 
(All 1 H, m ). 

{1411} 

Working Example 564 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :0.52-2.22, 2.23-4.24, 4.34-4.71 and 4.91 - 5.17 {All 14 
H, m, 0.66 (t, J=7.3Hz ) }, 5.53 - 5.74 and 6.29 - 6.58 (All 1 
H,m),6.89-7.88 (12H,m). 

{1412} 
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mmm ses 

1 H-NMR(200MHz,DMSO-d 6 ) 6 ppm: 1 .08-2.2 1 , 
2.23-4.08 RlS 4.21-5. 1 1 C± 26H,m,2.3 l(s), 2.44 
(s)],6.46-7.78(HH,m), 10.00-10.28 &Xf 10.96- 
11.45(:£ lH,m) 0 

[1413] 

566 

I H-NHR(200MHz,CDCl 3 ) d ppm: 1 . 1 6-2.20,2.28- 
4.10,4.42-4.71 JSlTS 4.89-5.1 \L± 25H,m,2.42(s), 
2.56(s)],6.59-7.68(ilH,m)o 

[1414] 

mmm sei 

1 H-NMR(200MHz,DMSO-d 6 ) 6 ppm:0.79-2.19, 
2.29-3.80 &XS 3.96-4.67(± 23H,m), 6.52-7.48 
JBLlf 7.49-8.45(1 lH,m), 9.83-10.21 10.86-1 
1.51(± lH,&br) 0 

[1415] 

mmm 572 

1 H-NHR(200MHz,CDCl 3 ) d ppm:0.57-0.90,1.03- 
2.22,2.27-4.69 Atf 5.49-5.71 L± 20H,m,0.67(t,J 
=7.3Hz), 2.44(s), 2. 5 9(s) 3,5.49-5.71 RZf 6.36- 
7.65(± 12H,m)o 

[1416] 

mmm sn 

1 H-NHR(200MHz,CDCl 3 )(5ppm:1.3-2.2,2.65-3. 
2,4.0-4.4 &XS 4.8-5.0(£ HH,m), 6.18(lH,dd,J= 
8.4Hz,J=2.4Hz), 6.48(1 H,d,J=2.2Hz), 6.69(1H, 
d,J=8.4Hz), 6.85-7.45(9H,m) 0 

[1417] 

mmm sis 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1.2-2.2,2.5-3 .4, 
4.15-4.4 JSiU 4.7-5. 1(£ 14H,m), 6.15(0.88H,d,J 
=8Hz), 6.43(0.94H,s), 6.67(1. 07H,d,J=8Hz), 6. 
8-7.5(9. lH,m) 0 

[1418] 
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Working Example 565 
compound 

<sup>K/sup>H-nmr (200 MHz , DMSO 
-d<sub>6</sub> );de ppm : 1.08-2.21, 2.23-4.08 and 4.21 - 
5.11 {A1126H,m,2.3) (s ), 2.44 (s )}, 6.46 - 7.78 (11 H, 
m ), 10.00 - 10.28and 10.96 - 1 1.45 (All lH,m). 

{1413} 

Working Example 566 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :1. 16-2.20, 2.28-4,10, 4.42-4.71 and4.89-5.11 {All 25 
H, m, 2.42 (s ), 2.56 (s ) }, 6.59 - 7.68 (1 1 H, m ). 

{1414} 

Working Example 567 
compound 

<sup>K/sup>H-nmr (200 MHz , DMSO 
-d<sub>6</sub> );de ppm :0.79-2.19, 2.29-3.80 and 3.96 - 
4.67 (All 23 H, m ), 6.52 - 7.48 and 7.49 - 8.45 (1 1 H, 
m ),9.83 - 10.21 and 10.86 - 1 1.51 (All 1 H, each br ). 

{1415} 

Working Example 572 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :0.57-0.90, 1.03-2.22, 2.27-4.69 and 5.49 - 5.71 {All 20 
H, m, 0.67 (t, J-7.3Hz ), 2.44 (s ), 2.59 (s ) }, 5.49 - 5.71 and 
6.36-7.65 (All 12H,m). 

{1416} 

Working Example 577 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :1.3- 2.2, 2.65-3.2, 4.0-4.4 and 4.8 - 5.0 (All 1 1 H, m ), 
6.18 (1 H, dd, J-8.4Hz , J=2.4Hz ), 6.48 (1 H, d, J=2.2Hz ), 
6.69 (1 H, d, J=8.4Hz ), 6.85 -7.45 (9 H, m ). 

{1417} 

Working Example 578 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.2- 2.2, 2.5-3.4, 4.15-4.4 and 4.7 - 5.1 (All 14 H, m ), 
6.15 (0.88 H, d, J=8Hz ), 6.43 (0.94 H, s ), 6.67 (1.07 H, d, 
J=8Hz), 6.8 -7.5(9.1 H,m). 

{1418} 
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nfaffl 583 

1 H-NHR(200MHz,CDCl 3 ) 5 ppm: 0.95-4.9 [± 26 
H,m, 1 . 1 0(t,J=7.2Hz), 2.47(d,J=4Hz)] ,6.8-7.2,7.2 
-7.55,7.55-8.25 Rlf 8.25-8.60[± 14H,m,8.44 
(s)3o 

[1419] 

mmm 584 

'H-NHR^OOMH^CDCy 6 ppm:0.666(3H,t,J=7. 
3Hz), 1.50-4.00(17H,m), 6.40-7.20(1 3H,m) 0 

[1420] 

1 H-NHR(200MHz,CDCl3) $ ppm: 1 .00-4.20 RlS 
4.40-4.35[± 23H,m,2.50(s), 2.54(s)] ,6.80-7 .65 
(12H,m)o 

[1421] 

mmm 586 

1 H-NHR(200MHz,CDCl 3 ) 8 ppm: 1 .45-3. 13,3.20- 
4.00 JSiU 4.20-5.18(£ 13H,m), 6.62-7.66(1 2H, 
m) 0 

[1422] 

mmm 589 

, H-NHR(200MHz,CDCI 3 )5ppm:0.8-3.7 &lf 4. 
85-5.15[±24H,m,2.37(s)],5.9-7.2[±7H,m,6.27 
(s)]o 

[1423] 

593 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 .3-3.8,4.2-4.8 
RlS 4.9-5.15[± 12H,m,3.36(s), 3.48(s), 4.55 
(s)],6.6-7.95(12H,m), 8.15-8.7(lH,m) 0 

[1424] 

594 
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Working Example 583 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.95-4.9 {All 26 H, m, 1.10 (t, J=7.2Hz ), 2.47 (d, 
J=4Hz ) }, 6.8 - 7.27.2 - 7. 55 and 7. 55 - 8.25 and8.25 - 8.60 
{All 14 H, m, 8.44 (s ) }. 

{1419} 

Working Example 584 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.666 (3 H, t, J=7.3Hz ), 1.50 - 4.00 (17 H, m ), 6.40 - 
7.20(13H,m). 

{1420} 

Working Example 585 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.00-4.20 and 4.40 - 4.35 {All 23 H, m, 2.50 (s ), 2.54 
(s )}, 6.80 -7.65 (12 H,m). 

{1421} 

Working Example 586 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.45-3. 13, 3.20-4.00 and 4.20 - 5.18 (All 13 H, m ), 6.62 
-7.66(12H,m). 

{1422} 

Working Example 589 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.8-3.7 and 4.85 - 5.15 {All 24 H, m, 2.37 (s ) }, 5.9 - 
7.2 {A117H, m, 6.27 (s)}. 

{1423} 

Working Example 593 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :1.3- 3.8, 4.2- 4.8 and 4.9 - 5.15 {All 12 H, m, 3.36 (s ), 
3.48 (s ), 4.55 (s ) }, 6.6 - 7.95 (12 H, m ), 8.15 - 8.7 (1 H, 
m). 

{1424} 

Working Example 594 
compound 
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1 H-NHR(200MHz,CDCl 3 )<5.ppm:l. 19-2.35,2.60- 
3.15,3.75-4.20,4.30-4.61 &tf 4.79-5.1 \(± 12H, 
m), 6.71-7.75(7H,m)o 

[1425] 

mmm 595 

, H-NHR(200MHz,CDCl 3 ) 6 ppm:0.75-3.30,3.30- 
4.18 &tf 4.40-4.62(± 20H,m), 6.55-6.72(1 H, 
m), 6.72-6.97(2H,m), 6.97-7. 18(2H,m), 7.18-7. 
67(7H,m)o 

[1426] 

mmm 599 

1 H-NHR(200MHz,CDCl 3 ) d ppm: 1 . 18-1 .58,1 .58- 
4.29 4.50-4.85 25H,m,1.71(s), 2.54(s)], 
7.05-7.72(12H,m), 14.5-1 7.8(lH,brs)o 

[1427] 

mmm 601 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 .50-2.20,2.20- 
2.73 &tf2.90-4.00(;£ 16H,m,1.62(s), 2.59(s), 
3.24(s)] ,7. 1 6-7.69( 1 2H,m), 9.42( 1 H,s) G 

[1428] 

606 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 . 1 5-2.00,2.55- 
2.90,3.35-3.70 JklS 4.40-4.60[£ 27H,m,1.57 
(s)],7.00-7.34(3H,m) o 

[1429] 

mmm 601 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 . 1 5-2.09,2.56- 
2.97,3.30-3.65,4.40-4.60 RXS 4.71-4.82(± 24H, 
m), 6.95-7.28(3H,m) 0 

[1430] 

mmm 608 

1 H-NMR(200MHz,DMSO-d 6 )<5ppm:l. 15-1.55, 
1.70-2.35,2.55-3.16,3.44-3.65,4.20-4.40 Rlf 4.7 
0-5.07(± 9H,m), 6.49-6.57,6.57-6.85,6.9-7.05 R 
If 7.05-7.5(^ 8H,m), 7.62-7.75(2H,m) 0 



<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :1. 19-2.35, 2.60-3.15, 3.75-4.20, 4.30-4.61 and 4.79 - 
5.11 (All 12H,m), 6.71-7.75 (7 H,m). 

{1425} 

Working Example 595 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :0.75-3.30, 3.30-4.18 and 4.40 - 4.62 (All 20 H, m ), 6.55 
- 6.72 (1 H, m ), 6.72 - 6.97 (2 H, m ),6.97 - 7.18 (2 H, m ), 
7.18-7.67 (7 H,m). 

{1426} 

Working Example 599 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm: 1.1 8-1. 58, 1.58-4.29 and 4.50 -4.85 {All 25 H, m, 1.71 
(s ), 2.54 (s ) }, 7.05 - 7.72 (12 H, m ), 14.5 - 17.8 (1 H, brs ). 

{1427} 

Working Example 601 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.50-2.20, 2.20-2.73 and 2.90 - 4.00 {All 16 H, m, 1.62 
(s ), 2.59 (s ), 3.24 (s ) }, 7.16 - 7.69 (12 H, m ), 9.42 (1 H, s ). 

{1428} 

Working Example 606 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :1. 15-2.00, 2.55-2.90, 3.35-3,70 and4.40 -4.60 {All 27 
H, m, 1.57 (s ) }, 7.00 - 7.34 (3 H, m ). 

{1429} 

Working Example 607 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :1. 15-2.09, 2.56-2.97, 3.30-3.65, 4.40^.60 and 4.71 - 
4.82 (All 24 H, m ), 6.95 - 7.28 (3 H, m ). 

{1430} 

Working Example 608 
compound 

<sup>l</sup>H-nmr (200 MHz , DMSO 
-d<sub>6</sub> );de ppm :1. 15-1.55, 1.70-2.35, 2.55-3.16, 
3.44-3.65, 4.20-4.40 ;ind 4.70 - 5.07 (All 9 H, m ), 6.49 - 6. 57 
and 6. 57 -6.856.9 - 7.05 and 7.05 - 7.5 (All 8 H, m ), 7.62 - 
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If 7.05-7.5(± 8H,m), 7.62-7.75(2H,m) 0 
[1431] 

mmm 609 

, H-NMR(200MHz,DMSO-d 6 ) 6 ppm: 1 . 1 5-2. 14, 
2. 14-4.40 JkXf 4.90-5.54(± 12H,m), 6.65 &lf 6. 
72(£ lH,#d,J=8.3Hz), 6.92-7.46 7.60-7.8 
l(± 8H,m) 0 

[1432] 

Htfiffil 610 

'H-NHR^OOMH^CDCb) 8 ppm:2. 15-2.63,2.27- 
3.18,3.55-4.06 fttf 5.82-6.03(£ 8H,m), 7.46(1 
H,d,8.3Hz), 7.78(1 H,dd,J=2.4Hz,J=8.3Hz), 8.16 
(lH,d,J=2.4Hz), 8.21-8.33(2H,m), 8.54-8.70(2 
H,m), 10.87(lH,s) o 

[1433] 

HJfiflj611 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 .49- 1 .76, 1 .86- 

2.22.2.67- 3.09 JSilS 4.90-5.08(3: 8H,m), 6.51(1 
H,d,J=8.3Hz), 6.89(lH,dd,J=2Hz,J=8.3Hz), 7.1 
3-7.35(3H,m), 7.42-7.56(2H,m) 0 

[1434] 

HJS01J613 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1.27-1 .70, 1 .80- 

2.30.2.68- 3.37,3.40-3.85,4.35-4.58 Jklf 5.08-5.2 
0(±9H,m), 6.47&i;6.54(± lH,#d,J=8.3Hz), 

6.86-7.0I(lH,m), 7A5Rlfl32(± lH,&d,J= 
2Hz), 7.35-7.56(4H,m) 0 

[1435] 

mwi 614 

'H-NHR(200MHz,CDCl3) 8 ppm:0.75-3.90,4.40- 
4.55 Rlf 5.03-5.20(3 28H,m), 6.45-6.65(lH, 
m), 6.70-7.35(6H,m), 7.65-7.95(lH,m) 0 

[1436] 



7.75 (2 H, m ). 
{1431} 

Working Example 609 
compound 

<sup>l</sup>H-nmr (200 MHz , DMSO 
-d<sub>6</sub> );de ppm : 1.15-2.14, 2.14-4.40 and 4.90 - 
5.54 (All 12 H, m ), 6.65 and 6.72 (All 1 H, each d, J=8.3Hz ), 
6.92 - 7.46and 7.60 - 7.8 1 (All 8 H, m ). 

{1432} 

Working Example 610 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :2.15-2.63, 2.27-3.18, 3.55-4.06 and 5.82 - 6.03 (All 8 H, 
m ), 7.46 (1 H, d, 8.3Hz ), 7.78 (1 H, dd, J=2.4Hz , J=8.3Hz ), 
8.16 (1 H, d, J=2.4Hz ), 8.21- 8.33 (2 H, m ), 8.54 - 8.70 (2 H, 
m), 10.87(1 H,s). 

{1433} 

Working Example 61 1 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.49-1.76, 1.86-2.22, 2.67-3.09 and 4.90 - 5.08 (All 8 H, 
m ), 6.51 (1 H, d, J-8.3Hz ), 6.89 (1 H, dd, J=2Hz , J-8.3Hz ), 
7.13 - 7.35(3 H, m ), 7.42 - 7.56 (2 H, m ). 

{1434} 

Working Example 6 1 3 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.27- 1.70, 1.80-2.30, 2.68-3.37, 3.40-3.85, 4.35-4.58 
and 5.08 - 5.20 (All 9 H, m ), 6.47 and 6.54 (All 1 H, each d, 
J=8.3Hz ), 6.86 - 7.01(1 H, m ), 7.15 and 7.32 (All 1 H, each 
d, J=2Hz ), 7.35 - 7.56 (4 H, m ). 

{1435} 

Working Example 614 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.75-3.90, 4.40-4.55 and 5.03 - 5.20 (All 28 H, m ), 6.45 
- 6.65 (1 H, m ), 6.70 - 7.35 (6 H, m ),7.65 - 7.95 (1 H, m ). 

{1436} 

Working Example 615 
compound 
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lH-NMR(200MHz,CDC13 ) 6 ppm:0.80-3.90,4. 
35-4.56,5.08-5.20 &tf 6.45-6.67(1 H,m), 6.90-7. 
55(6H,m), 7.80-8.25 JSilS 8.75-8.85(£ lH,m) 0 



[1437] 
UteflJ 616 

l H-NHR(200MHz,CDCl 3 ) 6 ppm: 1.00-3.95,4.37- 
4.57 &tf 5.00-5.17(± 22H,m), 6.45 &tf 6.50 
(± lH,&d,J=8.3Hz), 6.90(lH,dd,J=2.3Hz,J=8.3 
Hz), 6.96-7.06 & tf 7.29-7.36(± 2H,m), 7.44-7. 
68(4H,m) e 

[1438] 

HJ6#]617 

1 H-NHR(200MHz,CDCl 3 ) 5 ppm:0.85-3.92,4.35- 
4.52 JBiU 4.95-5.15(£ 26H,m), 6.40-6.55(lH, 
m), 6.85-6.95(lH,m), 6.95-7. 15(1 H,m), 7.30-7. 
70(4H,m) o 

[1439] 

©it** 

lH-NMR(200MHz,CDC13 ) 6 ppm: 1.15-2.20,2. 
52-3.90,4.40-4.59 &Xf 5.08-5.26(± 22H,m), 6.5 
4-6.68(1 H,m), 6.87-7.44(6H,m) e 

[1440] 

Ml&m 619 

1 H-NHR(200MHz,CDCl 3 ) 8 ppm: 1 . 1 5-2.21 ,2.47- 
3.01,3.07-3.32,3.41-3.78,4.35-4.57 &lf 5.08-5.2 
3(£ 19H,m), 6.00-6.51(lH,brs), 6.59(lH,d,J=8. 
3Hz), 6.89-7,41(6H,m) 0 

[1441] 

mmm 622 

1 H-NHR(200MHz,CDCl 3 ) d ppm:0.76-2.2 1,2.22- 
4.31,4.38-4.64 Jklf 5.01-5.24[± 23H,m,2.41(s), 
2.46(s)],6.38-7.43(6H,m) 0 

[1442] 

mt&m 623 
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1 H-nmr (200 MHz , CDCl<SB>3</SB> );de 
ppm :0.80-3.90, 4.35-4.56, 5.08-5.20 and 6.45 - 6.67 (1 H, 
m ), 6.90 - 7.55 (6 H, m ), 7.80 - 8.25and 8.75 - 8.85 (All 1 H, 
m). 

{1437} 

Working Example 616 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :1.00-3.95, 4.37-4,57 and 5.00 - 5.17 (All 22 H, m ), 6.45 
and 6.50 (All 1 H, each d, J=8.3Hz ), 6.90 (1 H, dd, J=2.3Hz , 
J=8.3Hz ), 6.96- 7.06 and 7.29 - 7.36 (All 2 H, m ), 7.44 - 
7.68 (4 H, m ). 

{1438}. 

Working Example 617 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.85-3.92, 4.35-4.52 and 4.95 - 5.15 (All 26 H, m ), 6.40 
- 6.55 (1 H, m ), 6.85 - 6.95 (1 H, m ),6.95 - 7.1 5 (1 H, m ), 
7.30 - 7.70 (4 H, m ). 

{1439} 

Working Example 618 
compound 

1 H-nmr (200 MHz , CDCl<SB>3</SB> );de 
ppm : 1.1 5-2.20, 2.52-3.90, 4.40-4.59 and 5.08 - 5.26 (All 22 
H, m ), 6.54 - 6.68 (1 H, m ), 6.87 - 7.44(6 H, m ). 

{1440} 

Working Example 619 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :1. 15-2.21, 2.47-3.01, 3.07-3.32, 3.41-3.78, 4.35-4.57 
and 5.08 - 5.23 (All 19 H, m ), 6.00 - 6.51 (1 H, brs ), 6.59 (1 
H, d, J=8.3Hz ), 6.89 - 7.41 (6 H, m ). 

{1441} 

Working Example 622 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.76-2.21, 2.22-4.31 , 4.38-4.64 and 5.01 - 5.24 {All 23 
H, m, 2.41 (s ), 2.46 (s ) }, 6.38 - 7.43 (6 H, m ). 

{1442} 

Working Example 623 
compound 
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lH-NMR(200MHz,CDC13 ) 8 ppm:0.73-5. 18(24 
H,m), 6.52-8.03(8H,m), 12.50-13.30(lH,m) o 

[1443] 

mmm 624 

'H-lTOR^OOMH^CDCb) 6 ppm:0.93(3H,t,J=7.2 
Hz), 1.10-2.30(8H,m), 2.56-4.30(5H,m), 3.65 
Rlf 3.70(± 3H,s), 3.88(2H,t,J=6.5Hz), 4.38-5. 
33(lH,m), 6.51-7.40(8H,m) o 

[1444] 

nifom 626 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 .20-2.22(4H, 
m), 2.40-5.23(5H,m), 2.52 &lf 2.56(£ 3H,s), 
3.72 RlS 3.73(£ 3H,s), 6.45-7.70(1 OH,m) e 



[1445] 

mmm 621 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 . 1 7-2.2 1 (4H, 
m), 2.61-3.02(2H,m), 3.09-3.85(1 H,m), 3.69(3 
H,s), 4.01-4.27(lH,m), 4.43-5.18(lH,m), 4.94 
JSiU 5.10(± 2H,s), 6.46-6.67(lH,m), 6.83-7.50 
(HH,m)o 

[1446] 

mmm 629 

1 H-NHR(200MHz,CDCl 3 ) d ppm: 1 .09-2.32(4H, 
m), 2.56-5.33(5H,m), 3.69 RlS 3.74(£ 3H,s), 
6.53-7.78(12H,m) 0 

[1447] 

mmm 630 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 . 1 2-2. 1 8(4H, 
m), 1.18 RJS 1.34(± 9H,s), 2.33-5.24(5H,m), 
2.45iRtf 2.49(£3H,s), 7.32(3H,s), 6.43-7.51(7 
H,m) 0 

[1448] 

mmm63\ 
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1 H-nmr (200 MHz , CDCl<SB>3</SB> );de 
ppm :0.73-5.18 (24 H, m ), 6.52 - 8.03 (8 H, m ), 12.50 - 
13.30(1 H,m). 

{1443} 

Working Example 624 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.93 (3 H, t, J-7.2Hz ), 1.10 - 2.30 (8 H, m ), 2.56 - 4.30 
(5 H, m ), 3.65 and 3.70(A11 3 H, s ), 3.88 (2 H, t, J=6.5Hz ), 
4.38 - 5.33 (1 H, m ), 6.51 - 7.40 (8 H, m ). 

{1444} 

Working Example 626 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.20-2.22 (4 H, m ), 2.40 - 5.23 (5 H, m ), 2.52 and 2.56 
(All 3 H, s ), 3.72 and 3.73(A11 3 H, s ), 6.45 - 7.70 (10 H, 
m). 

{1445} 

Working Example 627 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :L17-2.21 (4 H, m ), 2.61 - 3.02 (2 H, m ), 3.09 - 3.85 (1 
H,m), 3.69 (3 H, s ), 4.01 -4.27(1 H, m), 4.43 - 5.18 (1 H, 
m ), 4.94 and 5.10 (All 2 H, s ), 6.46 - 6.67 (1 H, m ), 6.83 - 
7.50(11 H,m). 

{1446} 

Working Example 629 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.09-2.32 (4 H, m ), 2.56 - 5.33 (5 H, m ), 3.69 and 3.74 
(AU3H,s), 6.53 - 7.78(12 H,m). 

{1447} 

Working Example 630 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :1. 12-2.18 (4 H, m ), 1.18 and 1.34 (All 9 H, s ), 2.33 - 
5.24 (5 H, m ), 2.45 and 2.49(A11 3 H, s ), 7.32 (3 H, s ), 6.43 
-7.51 (7 H,m). 

{1448} 

Working Example 631 
compound 
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l H-NHR(200MHz s CDCl 3 )fippm:1.08-2.25(4H, 
m), 1.18 AXf 1.33(± 9H,s), 2.34-3.96(5H,m), 
2.45 Rlf 2.50Ck 3H,s), 6.47-7.50(7H,m), 9.00 
(lH,brs) 0 

[1449] 

StJSflJ 632 

1 H-NHR(200MHz,CDCl 3 ) d ppm: 1 . 1 5-2.35(7H, 
m), 2.58-3.28(3H,m), 3.35-5.20(10H,m), 6.15- 
7.56(6H,m) 0 

[1450] 

mmm 633 

, H-NHR(200MHz,CDCl 3 ) d ppm: 1 . 1 6-2.22(7H, 
m), 2.58-3.29(3H,m), 3.35-4. 18(6H,m), 4.45-5. 
21(lH,m), 6.12-7.48(6H,m), 10.82(1 H,brs) 0 

[1451] 

mmm 634 

1 H-NMR(200MHz,DMSO-d 6 ) 6 ppm: 1 . 1 3-2.2 1 (4 
H,m), 2.36-4.3 l(4H,m), 2.49(3H,s), 4.33-5.13 
(lH,m), 6.76-7.88(1 lH,m), 12.43(lH,brs) 0 



[1452] 

637 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 .15-2.33,2.33- 
3.99,3.99-4.31,4.50-4.65 JklS 5.05-5.18(± 15H, 
m), 6.50-7.70X1/ 8. 10-8.20(± 12H,m) 0 

[1453] 

mmm 640 

1 H-NHR(200MHz,CDCl 3 ) d ppm: 1 . 1 3-2.26,2.35- 
3.90,4.43-4.66 & 1/5.03 -5. 22(£ 15H,m), 6.40-6. 
70(lH,m), 6.73-6.95(lH,m), 6.95-7.65(6H,m), 
8.50-8.75(2H,m) o 

[1454] 

mmm 64i 
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<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1 .08-2.25 (4H, m ), 1.18 and 1 .33 (All 9 H, s ), 2.34 - 
3.96 (5 H, m ), 2.45 and 2.50(A11 3 H, s ), 6.47 - 7.50 (7 H, 
m), 9.00(1 H, brs ). 

{1449} 

Working Example 632 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.15-2.35 (7 H, rii ), 2.58 - 3.28 (3 H, m ), 3.35 - 5.20 
(10H,m), 6.15-7.56 (6 H, m ). 

{1450} 

Working Example 633 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.1 6-2.22 (7 H, rn ), 2.58 - 3.29 (3 H, m ), 3.35 - 4.18 (6 
H, m ), 4.45 - 5.21 (1 H, m ),6.12 - 7.48 (6 H, m ), 10.82 (1 H, 
brs ). 

{1451} 

Working Example 634 
compound 

<sup>l</sup>H-nmr (200 MHz , DMSO 
-d<sut»6</sub> );de ppm : 1.1 3-2.21 (4 H, m ), 2.36 - 4.31 (4 
H, m ), 2.49 (3 H, s ), 4.33 - 5.13 (1 H, m ), 6.76 -7.88 (1 1 H, 
m), 12.43(1 H, brs). 

{1452} 

Working Example 63 7 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :1. 15-2.33, 2.33-3.99, 3.99-4.31 , 4.50-4.65 and 5.05 - 
5.18 (All 15 H, m ), 6.50 - 7.70 and 8.10 - 8.20 (All 12 H, m ). 

{1453} 

Working Example 640 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.13-2.26, 2.35-3.90, 4.43-4.66 and 5.03 - 5.22 (All 15 
H, m ), 6.40 - 6.70 (1 H, m ), 6.73 - 6.95 (1 H, m ),6.95 - 7.65 
(6 H, m ), 8.50 - 8.75 (2 H, m ). 

{1454} 

Working Example 641 
compound 
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'H-NHR(200MHz,CDCl 3 ) d ppm: 1 .22-2.35,2.5- 
3.3,3.4-3.9,4.35-4.7 &tf 5.0-5.3(± 18H,m), 6.6 
5(lH,d,J=8.3Hz), 6.85-7.5(9H,m), 7.6-7.8(lH, 
m) 0 

[1455] 

mmm 642 

I H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 .2-1 .65,1 .9-2. 
25,2.6-3.1,3.1-3.35,3.4-3.75,4.3-4.6 &XS 4.9-5.6 
(± 14H,m), 6.62(1 H,d,J=8.3Hz), 6.85-7.5(9H, 
m), 7.6-7.8(lH,m) 0 . 

[1456] 

, H-NHR(200MHz,CDCl 3 ) d ppm:0.78-l .06,1 . 14- 
2.19,2.59-3.30,3.40-4.65 Rlf 4.94-5.16[£ 21H, 
m,3.69(s)],6.78-7.75 3lXS 8.56-8.70[£ 8H,mJ. 
45(s)) 0 

[1457] 

MM® 644 

1 H-NHR(200MHz,CDCl 3 ) d ppm:0.92(6H,d, J=6. 
71 Hz), 1.19-2.32,2.55-4.62 &tf 4.95-5. 16(± 12 
H,m), 6.32-7.95 9H,m,7.55(s)] 0 



[1458] 
mfam 645 

1 H-NHR(200MHz,CDCl 3 ) 8 ppm: 1 . 1 5-2.3 1 ,2.52- 

4.70 R If 4.90-5. 1 5 [ £ 1 4H,m,3.69(s)] ,6.79-7. 8 1 
JklS 8.55-8.72(± 8H,m) 0 

[1459] 

Hffififl 646 

(DUG® 

! H-NHR(200MHz,CDCl 3 ) d ppm: 1 . 1 3-2.35,2.62- 

4.71 &lf 4.98-5. \9l± 16H,m,3.70(s)],6.8 1-7.92 
C± 7H,m,7.52(d,J=2.06Hz)] e 

[1460] 

mmm 649 
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<sup>l</sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.22-2.35, 2.5-3.3, 3.4- 3.9, 4.35-4.7 and 5.0 - 5.3 (All 
18 H, m ), 6.65 (1 H, d, J=8.3Hz ), 6.85 - 7.5 (9 H, m ), 7.6 - 
7.8(1 H,m). 

{1455} 

Working Example 642 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub>);de 
ppm :1.2- 1.65, 1.9-2.25, 2.6-3.1, 3.1- 3.35, 3.4- 3.75, 4.3-4.6 
and 4.9 - 5.6 (All 14 H, m ), 6.62 (1 H, d, J=8.3Hz ), 6.85 - 
7.5(9 H,m), 7.6-7.8(1 H,m). 

{1456} 

Working Example 643 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :0.78-1.06, 1.14-2.19, 2.59-3.30, 3.40-4.65 and 4.94- 
5.16 {All 21 H, m, 3.69 (s ) }, 6.78 - 7.75 and 8.56 - 8.70 {All 
8H, m, 7.45 (s)}. 

{1457} 

Working Example 644 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.92 (6 H, d, J=6.71Hz ), 1.19 - 2. 32 and 2. 55 - 4.62 
and 4.95 - 5.16(A11 12 H, m ), 6.32 - 7.95 {All 9 H, m, 7.55 
(s)}. 

{1458} 

Working Example 645 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :1. 15-2.31 , 2.52-4.70 and 4.90 - 5.15 {All 14H,m, 3.69 
(s ) }, 6.79 - 7.81 and 8.55 - 8.72 (All 8 H, m ). 

{1459} 

Working Example 646 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :1. 13-2.35, 2.62-4.71 and 4.98 - 5.19 {All 16 H, m, 3.70 
(s ) }, 6.81 - 7.92 {All 7 H, m, 7.52 (d, J=2.06Hz ) }. 

{1460} 

Working Example 649 
compound 
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1 H-NMR(200MHz,DMSO-d 6 ) d ppm:0.98-4.60 
&IS 4.78-4.90(± 13H,m), 6.05-6.21 RlS 6.40- 
8.08(± 7H,m) 0 

[1461] 

1 H-NHR(200MHz,CDCl 3 ) 5 ppm: 1 .25-2.32,2.60- 
3.31,3.40-4.68 5.05-5.20[£ 18H,m,3.69 

(s)],6.58-7.81(8H,m) 0 

[1462] 

%W»\ 648 

, H-NHR(200MHz,CDCl 3 )<5 ppm: 1.05-2.32,2.58- 
3.90,4.00-4.68 RlS 5.00-5. 18[± 18H,m,3.70 
(s)],6.80-7.64(7H,m) o 

[1463] 

650 

1 H-NHR(200MHz,CDCl 3 ) (5 ppm:2.89(2H,t,J-6H 
z), 4.35(2H,t,J=6Hz), 7.0(1 H,d,J=7Hz), 7.2-7.7 
(10H,m), 7.99(lH,d,J=2.5Hz) 0 

[1464] 

HJS#J651 

1 H-NHR(200MHz,CDCl 3 ) d ppm: 1 .33(3H,t,J=7H 
z), 3.44(2H,dt,J=6.4Hz,J=2.4Hz), 3.98(2H,t,J=6. 
4Hz), 4.23(2H,q,J=7Hz), 6.41(lH,t,J=2.4Hz), 
6.86(1 H,d,J=8,6Hz), 7.0(lH,dd,J=8.4Hz,J=2.4H 
z), 7.35-7.70(10H,m) o 

[1465] 

mmm 652 

, H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 .29(3H,t,J=7H 
z), 1.8-2.3(2H,m), 2.6-2.8(lH,m), 2.8-3.0(lH, 
m), 3.3-3.56(lH,m), 3.85-4. l(2H,m), 4.22(2H, 
q,J=7Hz), 6.69(lH,d,J=8.6Hz), 6.89(1 H,dd,J=8. 
6Hz,J=2.4Hz), 7.2-7.7(10H,m) o 

[1466] 

Htfi^J 653 
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<sup>K/sup>H-nmr (200 MHz , DMSO 

-d<sub>6</sub> );de ppm :0.98-4.60 and 4.78 - 4.90 (All 13 

H, m ), 6.05 - 6.21 and 6.40 - 8.08 (All 7 H, m ). 

{1461} 

Working Example 647 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :1.25-2.32, 2.60-3.31 , 3.40-4.68 and 5.05 - 5.20 {All 18 
H, m, 3.69 (s ) }, 6.58 - 7.81 (8 H, m ). 

{1462} 

Working Example 648 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.05-2.32, 2.58-3.90, 4.00-4.68 and 5.00 - 5.18 {All 18 
H, m, 3.70 (s ) }, 6.80 - 7.64 (7 H, m ). 

{1463} 

Working Example 650 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :2.89 (2 H, t, J=6Hz ), 4.35 (2 H, t, J=6Hz ), 7.0 (1 H, d, 
J=7Hz ), 7.2 - 7.7 (10 H, m ), 7.99 (1 H, d, J=2.5Hz ). 

{1464} 

Working Example 65 1 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1 .33 (3 H, t, J=7Hz ), 3.44 (2 H, dt, J=6.4Hz , J=2.4Hz ), 
3.98 (2 H, t, J-6.4Hz ), 4.23 (2 H, q, J=7Hz ), 6.41 (1 H, t, 
J=2.4Hz ), 6.86 (1 H, d, J=8.6Hz ),7.0 (1 H, dd, J=8.4Hz , 
J=2.4Hz ), 7.35 - 7.70 (10 H, m ). 

{1465} 

Working Example 652 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm: 1.29 (3 H, t, J-7Hz), 1.8-2.3 (2 H, m ), 2,6-2.8(1 H, 
m), 2.8-3.0(1 H,m),3.3 -3.56(1 H, m ), 3.85 - 4.1 (2 H, 
m ), 4.22 (2 H, q, J=7Hz ), 6.69 (1 H, d, J=8.6Hz ), 6.89 (1 H, 
dd, J=8.6Hz , J=2.4Hz ), 7.2 - 7.7 (10 H, m ). 

{1466} 

Working Example 653 
compound 
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1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1.1-1 .7(5H,m), 
1.7-2.1(5H,m), 2.4-2.75(lH,m), 2.85(2H,t,J=6 
Hz), 4.3(2H,t,J=6Hz), 7.0(1 H,d,J=8.8Hz), 7.19- 
7.27(3H,m), 7.40-7.45(2H,m), 7.96(1 H,d,J=2.5 
Hz) 0 

[1467] 

Hffiflfl 654 

, H-NHR(200MHz,CDCl 3 ) 8 ppm:2.9(2H,t,J=6.4 
Hz), 3.96(3H,s), 4.31(2H,t,J=6.4Hz), 6.94-7.1(2 
H,m), 7.35-7.40(2H,m), 7.77(1 H,d,J=8.3Hz), 8. 
0(lH,d,J=2.5Hz) o 

[1468] 

IM 655 

1 H-NHR(200MHz,CDCl 3 ) S ppm: 1 . 85-2.05( 1 H, 
m), 2.15-2.35(lH,m), 2.65(lH,m), 2.85(1 H,m), 
3.35-3.55(lH,m), 3.85-4. 10(2H,m), 6.70(1 H,d, 
J=8.6Hz), 6.90(1 H,dd,J=8.6Hz,J=2.4Hz), 7.25- 
7.65(10H,m)o 

[1469] 

HffiflJ 656 

1 H-NHR(200MHz,CDCl 3 ) d ppm: 1.1-1 .55(5H, 
m), 1.33(3H,t,J=7.2Hz), 1.65-2.0(5H,m), 2.45- 
2.65(lH,m), 3.35-3.5(2H,m), 3.94(2H,t,J=6.4H 
z), 4.22(2H,q,J=7.2Hz), 6.40(1 H,t,J=2.3Hz), 6. 
85(lH,d,J=8.7Hz), 7.05(lH,dd,J=8.7Hz,J=2.3H 
z), 7.15(2H,d,J=8.2Hz), 7.34(2H,d,J=8.2Hz), 7. 
65(lH,d,J=2.3Hz) 0 

[1470] 

nmm 657 

1 H-NHR(200MHz,CDCl 3 )5ppm:1.35-1.60(5H, 
m), 1.70-2.0(6H,m), 2.10-2.35(lH,m), 2.35-2.6 
5(lH,m), 2.67(lH,dd,J=16Hz,J=6Hz), 2.90(1H, 
dd,J=16Hz,J=6Hz), 3.35-3.55(lH,m), 3.85-4.05 
(2H,m), 6.70(1 H,d,J=8.7Hz), 6.89(1 H,dd,J=8.7 
Hz,J=2.3Hz), 7.12(2H,d,J=8.2Hz), 7.19(lH,d,J= 
2.3Hz), 7.28(2H,d,J=8.2Hz) 0 

[1471] 

SlJfcfl] 658 
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<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm:l.l- L7(5H,m), 1.7-2.1 (5 H, m ), 2.4 - 2.75 (1 H, 
m ), 2.85 (2 H, t, J=6Hz ), 4.3 (2 H, t, J=6Hz ),7.0 (1 H, d, 
J=8.8Hz ), 7.19 - 7.27 (3 H, m ), 7.40 - 7.45 (2 H, m ), 7.96 (1 
H,d,J=2.5Hz ). 

{1467} 

Working Example 654 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :2.9 (2 H, t, J=6.4Hz ), 3.96 (3 H, s ), 4.31 (2 H, t, 
J=6.4Hz ), 6.94 - 7.1 (2 H, m ), 7.35 - 7.40(2 H, m ), 7.77 (1 
H, d, J=8.3Hz ), 8.0 (1 H, d, J=2.5Hz ). 

{1468} 

Working Example 655 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm: 1.85-2.05 (1 H,m), 2.15-2.35(1 H,m), 2.65(1 H, 
m ), 2.85 (1 H, m ), 3.35 - 3.55(1 H, m ), 3.85 - 4.10 (2 H, 
m ), 6.70 (1 H, d, J=8.6Hz ), 6.90 (1 H, dd, J=8.6Hz , 
J=2.4Hz ), 7.25 -7.65 (10 H,m). 

{1469} 

Working Example 656 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1 . 1 - 1 .55 (5 H, m ), 1 .33 (3 H, t, J-7.2Hz ), 1 .65 - 2.0 (5 
H, m ), 2.45 - 2.65 (1 H, m ), 3.35 -3.5 (2 H, m ), 3.94 (2 H, t, 
J=6.4Hz ), 4.22 (2 H, q, J=7.2Hz ), 6.40 (1 H, t, J-2.3Hz ), 
6.85 (1 H, d, J=8.7Hz ), 7.05 (1 H, dd, J=8.7Hz , J=2.3Hz ), 
7.15 (2 H, d, J=8.2Hz ), 7.34 (2 H, d, J=8.2Hz ),7.65 (1 H, d, 
J=2.3Hz). 

{1470} 

Working Example 657 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1 .35-1 .60 (5 H, m ), 1.70 - 2.0 (6 H, m ), 2. 10 - 2.35 (1 
H, m ), 2.35 - 2.65 (1 H, m ),2.67 (1 H, dd, J=16Hz , J=6Hz ), 
2.90 (1 H, dd, J=16Hz , J=6Hz ), 3.35 - 3.55 (1 H, m ), 3.85 - 
4.05 (2 H, m ), 6.70 (1 H, d, J=8.7Hz ), 6.89 (1 H, dd, 
J=8.7Hz , J=2.3Hz ),7.12 (2 H, d, J=8.2Hz ), 7.19 (1 H, d, 
J=2.3Hz ), 7.28 (2 H, d, J=8.2Hz ). 

{1471} 

Working Example 658 
compound 



Page 131 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP1997221476A 

, H-NHR(200MHz,CDCl 3 ) 6 ppm: 1.85-2. 1 0( 1 H, 
m), 2.15-2.35(lH,m), 2.68(1 H,dd,J=16Hz,J=8H 
z), 2.87(1 H,dd,J=16Hz,J=6.2Hz), 3.3-3.5(lH, 
m), 3.75(3H,s), 3.8-4. 15(2H,m), 6.4-6.55(lH, 
m), 6.88(1 H,dd,J=8.6Hz,J=2.3Hz), 7.20(1 H,d,J= 
2.3Hz), 7.54(2H,d,J=8.9Hz), 8.16(2H,d,J=8.9H 

Z) 0 

[1472] 
Hffiffl 659 

1 H-NHR(200MHz,CDCl 3 ) d ppm: 1 .85-2. 1 0( 1 H, 
m), 2.20-2.40(1 H,m), 2.71(lH,dd,J=16Hz,J=8.4 
Hz), 2.94(lH,dd,J=16Hz,J=6Hz), 3.35-3.55(lH, 
m), 3.85-4. 10(2H,m), 6.70(1 H,d,J=8.6Hz), 6.90 
( 1 H,dd,J=8.6Hz,J=2.3Hz), 7.21(1 H,d, J=2.3Hz), 
7.35-7.70(9H,m) o 

[1473] 

Mttffl 660 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 .80-2.0(lH, 
m), 2.10-2.30(lH,m), 2.62(1 H,dd,J=l 5. 6Hz,J=8. 
6Hz), 2.84(lH,dd,J=15.6Hz,J=6Hz), 3.3-3.5(1 
H,m), 3.73(3H,s), 3.80-4. 10(4H,m), 6.50(2H,d, 
J=8.5Hz), 6.67(lH,d,J=8.5Hz), 6.89(1 H,dd,J=8. 
7Hz,J=2.2Hz), 7.15-7.35(3H,m) 0 

[1474] 

HJfcfl] 661 

, H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 .75- 1 .95( 1 H, 
m), 2.10-2.30(lH,m), 2.63(lH,dd,J=15.6Hz,J=8. 
4Hz), 2.85(lH,dd,.N15.6Hz,J=6.2Hz), 3.3-3.5(1 
H,m), 3.74<3H,s), 3.80-4.05(2H,m), 4.61 (2H,s), 
6.6(1 H,d,J=8.6Hz), 6.88(1 H,dd,J=8.6Hz,J=2.2 
Hz), 6.95-7.65,8.36[£ llH,m,8.36(s)]. 

[1475] 

mmm 662 

©It** 

1 H-NHR(200MHz,CDCl 3 ) d ppm: 1 .80-2. 10(1H, 
m), 2.1 5-2.30(1 H,m), 2.71(lH,dd,J=16Hz,J=8H 
z), 2.90(lH,dd,J=16Hz,J=6Hz), 3.3-3.5(1 H,m), 
3.75-4. 10(2H,m), 4.60(2H,s), 6.59(lH,d,J=8.6H 
z), 6.88(1 H,dd,J=8.6Hz,J=2.2Hz), 6.97(2H,d,J= 
7.8Hz), 6.99-7. 10(lH,m), 7.20(1 H,d,J=2.2Hz), 
7.31-7.39(4H,m), 7.54(2H,d,J=8.6Hz), 8.38(1 H, 
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<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.85-2. 10 (1 H, m ), 2.15 - 2.35 (1 H, m ), 2.68 (1 H, dd, 
J=16Hz , J=8Hz ), 2.87 (1 H, dd, J=16Hz , J=6.2Hz ), 3.3 - 
3.5 (1 H, m ),3.75 (3 H, s ), 3.8 - 4.15 (2 H, m ), 6.4 - 6.55 (1 
H, m ), 6.88 (1 H, dd, J-8.6Hz , J=2.3Hz ), 7.20 (1 H, d, 
J=2.3Hz ), 7.54 (2 H, d, J=8.9Hz ), 8.16(2 H, d, J=8.9Hz ). 



{1472} 

Working Example 659 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm:1.85-2.10(l H,m), 2.20-2.40(1 H,m), 2.71 (1 H, dd, 
J=16Hz , J=8.4Hz ), 2.94 (1 H, dd, J=16Hz , J=6Hz ), 3.35 - 
3.55(1 H,m), 3.85-4.10(2 H, m ), 6.70(1 H, d, J=8.6Hz), 
6.90 (1 H, dd, J-8.6Hz , J=2.3Hz ), 7.21 (1 H, d, J=2.3Hz ), 
7.35 - 7.70 (9 H, m ). 

{1473} 

Working Example 660 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm: 1.80-2.0(1 H, m ), 2.10-2.30(1 H,m), 2.62(1 H, dd, 
J=15.6Hz , J=8.6Hz ), 2.84 (1 H, dd, J=15.6Hz , J=6Hz ), 3.3 

- 3.5 (1 H, m ),3.73 (3 H, s ), 3.80 - 4.10 (4 H, m ), 6.50 (2 H, 
d, J=8.5Hz ), 6.67 (1 H, d, J=8.5Hz ), 6.89 (1 H, dd, J=8.7Hz , 
J=2.2Hz ), 7.15-7.35 (3 H,m). 

{1474} 

Working Example 661 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm: 1.75-1.95 (1 H, in), 2.10-2.30(1 H,m), 2.63(1 H, dd, 
J= 15.6Hz , J=8.4Hz ), 2.85 (1 H, dd, J=15.6Hz , J=6.2Hz ), 
3.3 - 3.5 (1 H, m ),3.74 (3 H, s ), 3.80 - 4.05 (2 H, m ), 4.61 (2 
H, s ), 6.6 (1 H, d, J=8.6Hz ), 6.88 (1 H, dd, J=8.6Hz , 
J-2.2Hz ), 6.95 - 7. 65 and8. 36 {All 1 1 H, m, 8.36 (s ) }. 

{1475} 

Working Example 662 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm:1.80-2.10(l H, m), 2.15-2.30(1 H,m), 2.71 (1 H,dd, 
J=16Hz , J=8Hz ), 2.90 (1 H, dd, J=16Hz , J=6Hz ), 3.3 - 3.5 
(1 H, m ),3.75 - 4.10 (2 H, m ), 4.60 (2 H, s ), 6.59 (1 H, d, 
J=8.6Hz ), 6.88 (1 H, dd, J=8.6Hz , J=2.2Hz ), 6.97 (2 H, d, 
J=7.8Hz ), 6.99 - 7.10 (1 H, m ),7.20 (1 H, d, J-2.2Hz ), 7.31 

- 7.39 (4 H, m ), 7.54 (2 H, d, J=8.6Hz ), 8.38 (1 H, s ). 
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[1476] 

mmm 663 

l H-NHR(200MHz,CDCl 3 ) 8 ppm: 1 .75- 1 . 95( 1 H, 
m), 2.10-2.20(lH,m), 2.2(3H,s), 2.60(lH,dd,J= 
15.7Hz,J=8.6Hz), 2.83(lH,dd,J=15.7Hz,J=6Hz), 
3.3-3.4(lH,m), 3.78(3H,s), 3.8-4.0(2H,m), 4.6 
9(2H,s), 6.60(lH,d,J=8.7Hz), 6.87(2H,dt,J=8.6 
Hz,J=2.2Hz), 6.94-7.01(lH,m), 7.10-7.50(5H, 
m), 7.64(2H,d,J=8.7Hz), 7.74(lH,s), 9.60(1H, 
s) 0 

[1477] 

mmm 664 

, H-NHR(200MHz,CDCI 3 )(5ppm:1.75-2.00(lH, 
m), 2.15-2.35(lH,m), 2.64(1 H,dd,J=l 5. 7Hz,J-8. 
6Hz), 2.86(lH,dd,J=15.7Hz,J=6Hz), 3.3-3.5(1 
H,m), 3.75(3H,s), 3.80-4.00(2H,m), 4.72(2H,s), 
6.61(1 H,d, J=8.6Hz), 6.87(1 H,dd,J=8 . 8Hz, J=2.2 
Hz), 6.93-7.07(2H,m), 7.17(lH,d,J=2.2Hz), 7.2 
5-7.50(4H,m), 7.58(2H,d,J=8.6Hz), 8.78(lH,s) 0 

[1478] 

SUfrM 665 

1 H-NHR(200MHz,CDCl 3 )(5ppm:1.80-2.05(lH J 
m), 2.10-2.30(lH,m), 2.71(1 H,dd,J=16Hz,J=8,2 
Hz), 2.92(lH,dd,J=16Hz,J=6Hz), 3.30-3.50(lH, 
m), 3.75-4. 10(2H,m), 4.65(2H,s), 6.55-7.65[£ 
1 lH,m,6.60(d,J=8.6Hz), 7.57(d,J=8.6Hz)],8.79 
(lH,s) 0 

[1479] 

mmm 666 

1 H-NHR(200MHz,CDCl 3 ) d ppm: 1 .80-2.0(lH, 
m), 2.1-2.3(lH,m), 2.36(3H,s), 2.63(1 H,dd,J=l 
5.6Hz,J=8.5Hz), 2.86(1 H,dd,J=l 5. 6Hz,J=6Hz), 
3.3-3.5(lH,m), 3.74(3H,s), 3.83-3.99(2H,m), 4. 
59(2H,s), 6.60(1 H,d,J=8.6Hz), 6.78(2H,d,J=8H 
z), 6.88(2H,dd,J=8.6Hz,J=2Hz), 7.16-7.26(2H, 
m), 7.38(2H,d,J=8.7Hz), 7.55(2H,d,J=8.7Hz), 
8.36(1 H,s) 0 

[1480] 



{1476} 

Working Example 663 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCl<sut»3</sub> );de 
ppm : 1.75-1. 95 (1 H, m ), 2.10 - 2.20 (1 H, m ), 2.2 (3 H, s ), 
2.60 (1 H, dd, J=15.7Hz , J=8.6Hz ), 2.83 (1 H, dd, 
J=15.7Hz , J=6Hz ), 3.3 -3.4 (1 H, m ), 3.78 (3 H, s ), 3.8 - 4.0 
(2 H, m ), 4.69 (2 H, s ), 6.60 (1 H, d, J=8.7Hz ), 6.87 (2 H, 
dt, J=8.6Hz , J=2.2Hz ), 6.94 - 7.01(1 H, m ), 7.10 - 7.50 (5 H, 
m ), 7.64 (2 H, d, J=8.7Hz ), 7.74 (1 H, s ), 9.60 (1 H, s ). 

{1477} 

Working Example 664 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm: 1.75-2.00(1 H,m), 2.15-2.35(1 H,m), 2.64(1 H, dd, 
J=15.7Hz , J=8.6Hz ), 2.86 (1 H, dd, J=15.7Hz , J=6Hz ), 3.3 

- 3.5 (1 H, m ),3.75 (3 H, s ), 3.80 - 4.00 (2 H, m ), 4.72 (2 H, 
s ), 6.61 (1 H, d, J=8.6Hz ), 6.87 (1 H, dd, J=8.8Hz , 
J=2.2Hz ), 6.93 - 7.07 (2 H, m ),7.17 (1 H, d, J=2.2Hz ), 7.25 

- 7.50 (4 H, m ), 7.58 (2 H, d, J=8.6Hz ), 8.78 (1 H, s ). 

{1478} 

Working Example 665 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm: 1.80-2.05 (1 H,m), 2.10-2.30(1 H,m), 2.71 (1 H, dd, 
J=16Hz , J=8, 2Hz ), 2.92 (1 H, dd, J=16Hz , J=6Hz ), 3.30 - 
3.50(1 H, m ), 3.75 - 4.10 (2 H, m ), 4.65 (2 H, s ), 6.55 - 7.65 
{All 1 1 H, m, 6.60 (d, J=8.6Hz ), 7.57 (d, J=8.6Hz ) }, 8.79 (1 
H,s). 

{1479} 

Working Example 666 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.80-2.0 (1 H, m ), 2.1 - 2.3 (1 H, m ), 2.36 (3 H, s ), 
2.63 (1 H, dd, J=15.6Hz , J=8.5Hz ), 2.86 (1 H, dd, 
J=l 5.6Hz , J=6Hz ), 3.3 -3.5 (1 H, m ), 3.74 (3 H, s ), 3.83 - 
3.99 (2 H, m ), 4.59 (2 H, s ), 6.60 (1 H, d, J=8.6Hz ), 6.78 (2 
H, d, J-8Hz ), 6.88 (2 H, dd, J=8.6Hz , J-2Hz ),7.16 - 7.26 (2 
H, m ), 7.38 (2 H, d, J-8.7Hz ), 7.55 (2 H, d, J=8.7Hz ), 8.36 
(lH,s). 

{1480} 



Page 133 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP1997221476A 

l H-NHR(200MHz,CDCI 3 ) d ppm: 1 .8-2.25,2.65- 
4.10(± 10H,m), 4.68(2H,s), 6.4-7.85(£ 13H, 
m), 9.48(lH,s) 0 

[1481] 

mmm 668 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 .8-3.0(± 7H, 
m), 3.25-3.50(lH,m), 3.70-4.05(2H,m), 4.56(2 

H, s), 6.60(lH,d,J=8.5Hz), 6.75-6.90(4H,m), 7.1 
8-7.26(2H,m), 7.35(2H,d,J=8.6Hz), 7.52(2H,d,J 
=8.7Hz), 8.4(lH,s) 0 

[1482] 

mmm 669 

1 H-NHR(200MHz,CDCl 3 ) d ppm:0.9-2.25,2.6-4. 

I , 4.3-4.75 15H,m,0.99(t,J=7.2Hz)],6.8-7.5,7. 
55-7.65,8.2-8.5 1± 13H,m,7.60(d,J=4Hz), 8.25 
(d,J=4Hz)L 

[1483] 

1 H-NHR(200MHz,CDCl 3 ) d ppm: 1 .3-2.2,2.35-2. 
5,2.7-3.9 JSlU 4.4-4.65[± 15H,m,2.40(s), 3.73 
(s)],6.55(0.6H,d,J=8.3Hz), 6.89(1. 3H,d,J=8.3H 
z), 7.0-7.5(^1 4H,m), 8.35-8.50(0.8H,m), 8.9-9. 
05(0.25H,m)o 

[1484] 

, H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 . 1 -2.2,2.7-3.4, 
3.5-3.8 RZf 4.45-4.65[£ 12H,m,3.69(s)],6.85-7. 
5RU 8.9-9. l(± 8H,m) 0 

[1485] 

672 

, H-NHR(200MHz,CDCl 3 ) 6 ppm: 1.4-2.3, 2.75-3. 
25 Rtf 4.75-5.05(± 8H,m), 6.75-7.45(£ 7H,m), 
9.55 10.03(:£ 1H,& s) 0 

[1486] 
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Working Example 667 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.8-2.25, 2.65-4.10 (All 10 H, m ), 4.68 (2 H, s ), 6.4 - 
7.85 (A1113H,m), 9.48 (lH,s). 

{1481} 

Working Example 668 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.8-3.0 (All 7 H, m ), 3.25 - 3.50 (1 H, m ), 3.70 - 4.05 
(2 H, m ), 4.56 (2 H, s ), 6.60(1 H, d, J=8.5Hz ), 6.75 - 6.90 (4 
H, m ), 7.18 - 7.26 (2 H, m ), 7.35 (2 H, d, J=8.6Hz ), 7.52 (2 
H, d,J=8.7Hz), 8.4(1 H,s). 

{1482} 

Working Example 669 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :0.9-2.25, 2.6-4. 1 : 4.3- 4.75 {All 15 H, m, 0.99 (t, 
J=7.2Hz ) }, 6.8 - 7. 5 and 7. 55 - 7.658.2 - 8.5 {AH 13 H, m, 
7.60 (d, J=4Hz ), 8.25 (d, J=4Hz ) }. 

{1483} 

Working Example 670 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.3- 2.2, 2.35-2.5, 2.7-3.9 and 4.4 - 4.65 {All 15 H, m, 
2.40 (s ), 3.73 (s ) }, 6.55 (0.6 H, d, J=8.3Hz ), 6.89 (1.3 H, d, 
J=8.3Hz ), 7.0 - 7.5 (All 4 H, m ),8.35 - 8.50 (0.8 H, m ), 8.9 - 
9.05 (0.25 H, m ). 

{1484} 

Working Example 67 1 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.1- 2.2, 2.7-3.4, 3.5-3.8 and 4.45 - 4.65 {All 12 H, m, 
3.69 (s ) }, 6.85 - 7.5 and 8.9 - 9.1 (All 8 H, m ). 

{1485} 

Working Example 672 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :1.4- 2.3, 2.75-3.25 and 4.75 - 5.05 (All 8 H, m ), 6.75 - 
7.45 (All 7 H, m ), 9.55 and 10.03(AU 1 H, each s ). 

{I486} 
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HJfcflJ 673 

1 H-NHR(200MHz,CDCl 3 ) d ppm: 1 . 1 5-2.2,2.6-3. 
85 4.4-4.65[£ 15H,m,2.83(s)],6.21(0.7H,d 
d,J=8.7Hz,J=2.5Hz), 6.51(0.6H,d,J=2.5Hz), 6.6- 
7A(± 5.7H,m) 0 

[1487] 

HS6«1| 674 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 .0-2. 1 ,2.7-3.9, 
4.4-5.3[£ 17H,m,l.l(d,J=6Hz)],6.0-6.1 JlXS 6. 
4-7.6(± 8H,m) 0 

[1488] 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1.2-2.2,2.7-4.0 
&Xf 4.45-4.7(£ 13H,m), 5.9 RlS 6.9-7.7[£ 8 
H,m,5.9(s)] 0 

[1489] 

mmm 676 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 .2-2.35,2.75- 
3.10,3.10-3.95 RU4AA.6l± 16H,m,2.79(s)],6. 
3-7.6(± 7H,m) 0 

[1490] 

mmm en 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 . 1 - 1 .25,1 .25- 
2.2,2.7-3.95 JSilf 4.45-4.65(± 22H,m), 6.85-7.8 
(± 7H,m), 7.8-8.5(lH,m) 0 

[1491] 

Hffi^l 678 

aft** 

l H-NHR(200MHz,CDCl 3 ) d ppm: 1.35-2.05 ,2.65- 
4.0 JSlJS 4.3-4.65C± 15H,m,4.39(s)] ,5.8-6. 85(1 
H,m), 6.85-8. \5(± 12H,m) 0 

[1492] 

mmm ei9 



Working Example 673 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1 . 1 5-2.2, 2.6-3.85 and 4.4 - 4.65 {All 1 5 H, m, 2.83 
(s ) }, 6.21 (0.7 H, dd, J=8.7Hz , J=2.5Hz ), 6.51 (0.6 H, d, 
J=2.5Hz ), 6.6 - 7.4 (All 5.7 H, m ). 

{1487} 

Working Example 674 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.0-2.1, 2.7-3.9, 4.4- 5.3 {All 17 H, m, 1.1 (d, 
J— 6Hz )}, 6.0 - 6. 1 and 6.4 - 7.6 (All 8 H, m ). 

{1488} 

Working Example 675 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :1.2- 2.2, 2.7-4.0 and 4.45 - 4.7 (All 13 H, m ), 5.9 and 
6.9-7.7 {A118H, m, 5.9 (s)}. 

{1489} 

Working Example 676 
compound 

<sup>l</sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :1.2- 2.35, 2.75-3.10, 3.10-3.95 and 4.4 - 4.6 {All 16 H, 
m, 2.79 (s ) }, 6.3 - 7.6 (All 7 H, m ). 

{1490} 

Working Example 677 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :1.1- 1.25, 1.25-2.2, 2.7-3.95 and 4.45 -4.65 (All 22 H, 
m ), 6.85 - 7.8 (All 7 H, m ), 7.8 - 8.5 (1 H, m ). 

{1491} 

Working Example 678 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm: 1.35-2.05, 2.65-4.0 and 4.3 -4.65 {All 15 H, m,4.39 
(s ) }, 5.8 - 6.85 (1 H, m ), 6.85 - 8.15 (All 12 H, m ). 

{1492} 

Working Example 679 
compound 
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'H-NHR^OOMH^CDCb) 6 ppm: 1.04-2.20[± 7 
H,m,1.41(t,J=7.0Hz)3 9 2.32-3.32,3.33-4.30,4.43- 
4.70 &XS 5.00-5.22(± 13H,m,2.51(s), 3.72(s)], 
6.43-7.67(1 lH,m) 0 

[1493] 

HJfcflJ 680 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 .03(3H,t,J=7.0 
Hz), 0.90-2.30(6H,m), 2.38-3.30,3.38-4.36,4.43- 
4.70 5.04-5.23[± 13H,m,2.52(s), 3.72(s), 
3.93(t)],6.43-7.64(llH,m) 0 

[1494] 

mmm 683 

1 H-NHR(200MHz,CDCl 3 ) <5 ppm:1.24-3.02(5H, 
m), 3.04-3.89,3.90-4.88 RlS 4.93-5.14(± 10H, 
m,3.71(s), 3.74(s), 3.76(s), 3.82(s)],6.49-6.65, 
6.71-6.86,6.94-7.10,7.1 l-7.422tt/7.58-7.78(±6 
H,m) 0 

[1495] 

mmm 684 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 .12-2.23,2.24- 
3.93,4.01-4.31,4.43-4.70 RlS 5.01-5.22[£ 18H, 
m,2.37(s), 2.44(s), 2.53(s), 2.57(s), 3.72(s)],6. 
47-7.59(1 lH,m) 0 

[1496] 

mMM 685 

, H-NHR(200MHz,CDCl 3 ) d ppm: 1.11 -2.26(4H, 
m), 2.56-4.32,4.45-4.73 RlS 5.00-5.20[£ 8H,m, 
3.71(s)],6.68-7.81(12H,m) 0 

[1497] 

^JSflfl 686 

, H-NHR(200MHz,CDCl 3 ) 8 ppm: 1 .13-2.37,2.42- 
4.39,4.47-4.75 JSilS 5.04-5.26[£ 15H,m,2.56(s), 
3.73(s)],6.49-7.95 &lf 8.13-8.49(± HH,m) 0 



[1498] 

mmm 687 
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All 13 H, m, 2.51 (s ), 3.72 (s )), 6.43 - 7.67 (1 1 H, m ). 
<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.04-2.20 {All 7 H, m, 1.41 (t, J=7.0Hz ) }, 2.32 - 3. 32 
and 3. 33 - 4. 30 and 4. 43 -4.70 and 5.00 - 5.22 

{1493} 

Working Example 680 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :1.03 (3 H, t, J=7.0Hz ), 0.90 - 2.30 (6 H, m ), 2.38 - 3. 
30 and 3. 38 - 4.36 and 4. 43 - 4.70 and 5.04 - 5.23 {All 13 H, 
m, 2.52 (s ), 3.72 (s ), 3.93 (t ) }, 6.43 - 7.64 (1 1 H, m ). 

{1494} 

Working Example 683 
compound 

All 10 H, m, 3.71 (s ), 3.74 (s ), 3.76 (s ), 3.82 (s )), 6.49 - 6. 
65 and 6. 71 - 6. 86 and 6. 94 - 7. 10 and 7. 1 1 - 7.42 and 7.58 
- 7.78(A11 6 H, m ). <sup>K/sup>H-NHR (200 MHz , 
CDCKsub>3</sub> );de ppm : 1.24-3.02 (5 H, m ), 3.04 - 3. 
89 and 3. 90 - 4.88 and 4.93 -5.14 

{1495} 

Working Example 684 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm :1. 12-2.23, 2.24-3.93, 4.01-4.31 , 4.43-4.70 and 5.01 - 
5.22 {All 18 H, m, 2.37 (s ), 2.44 (s ), 2.53 (s ), 2.57 (s ), 3.72 
(s)}, 6.47 -7.59 (11 H,m). 

{1496} 

Working Example 685 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :1.1 1-2.26 (4 H, m ), 2.56 - 4. 32 and 4. 45 - 4.73 and 
5.00 - 5.20{A11 8 H, in, 3.71 (s ) }, 6.68 - 7.81 (12 H, m ). 

{1497} 

Working Example 686 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.13-2.37, 2.42-4.39, 4.47-4.75 and 5.04 - 5.26 {All 15 
H, m, 2.56 (s ), 3.73 (s ) }, 6.49 - 7.95 and 8.13 - 8.49 (All 1 1 
H,m). 

{1498} 

Working Example 687 
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1 H-NHR(200MHz,CDCl 3 ) ppm: 1 . 1 8-2.27(4H, 
m), 2.28-4.39,4.45-4.72 &tf 5.03-5.27[± 14H, 
m,2.35(s), 2.41 (s), 2.52(s), 2.56(s)],6.49-7.64(l 
lH,m)o 

[14993 

mmm 689 

1 H-NMR(200MHz,DMSO-d 6 ) 6 ppml. 00-3.76,4. 
28-4.55 4.81-5.05[£ 15H,m,2.31(s), 2.44 
(s)] ,6.49-7.79( 1 1 H,m), 12.31(1 H,s) 0 

[1500] 

mmm 690 

'H-NMR^OOMH^DMSO-d*) 6 ppm: 1 .04-2.22(4 
H,m), 2.32-3.76,4.27-4.58 £1*4.8 1-5. 08(± 8H, 
m), 6.49-8.48(1 lH,m), 1 1.97-12.54(lH,ni)o 

[1501] 

mmm m 

1 H-NHR(200MHz,CDCl 3 ) ppm: 1.02-3.86,4.36- 
4.62 JBltf 5.01-5.30[£ 26H,m,2.41(s), 3.74(s)], 
6.36-7.40(6H,m) o 

[1502] 

mmm 692 

1 H-NMR(200MHz,CDCI 3 )(5ppm:2.20-3.01,3.32 
-4.28 &IX4.78-5.49C± 23H,m,2.35(s), 2.44(s), 
3.82(s)],6.55-7.75(llH,m)o 

[1503] 

mmm en 

1 H-NMR(200MHz,CDCl 3 ) 8 ppm: 1 . 1 2-2.05( 1 OH, 
m), 2.19-2.95,3.42-4.25 Rlf 4.75-5.39[£ 21H, 
m,2.35(s)],6.59-7.55(7H,m) 0 

[1504] 

mmm 696 
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compound 

<sup>K/sup>H-NHR (200 MHz , CDCl<sub>3</sub> ) 
ppm : 1.1 8-2.27 (4 H, m ), 2.28 - 4. 39 and 4. 45 - 4.72 and 
5.03 - 5.27 {All 14 H, m, 2.35 (s ), 2.41 (s ), 2.52 (s ), 2.56 
(s)}, 6.49 -7.64 (11 H,m). 

{1499} 

Working Example 689 
compound 

<sup>K/sup>H-nmr (200 MHz , DMSO 
-d<sub>6</sub> );de ppm 1.00-3.76, 4.28-4.55 and 4.81 - 
5.05 {All 15 H, m, 2.3 1 (s ), 2.44 (s ) }, 6.49 - 7.79 (1 1 H, 
m), 12.31(1 H,s). 

{1500} 

Working Example 690 
compound 

<sup>K/sup>H-nmr (200 MHz , DMSO 
-d<sub>6</sub> );de ppm : 1.04-2.22 (4 H, m ), 2.32 - 3. 76 
and 4. 27 - 4.58 and 4.81 - 5.08(A11 8 H, m ), 6.49 - 8.48 (1 1 
H,m), 11.97- 12.54(1 H,m). 

{1501} 

Working Example 691 
compound 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> ) 
ppm : 1.02-3.86, 4.36-4.62 and 5.01 - 5.30 {All 26 H, m, 2.41 
(s ), 3.74 (s ) }, 6.36 - 7.40 (6 H, m ). 

{1502} 

Working Example 692 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :2.20-3.01, 3.32-4.28 and 4.78 - 5.49 {All 23 H, m, 2.35 
(s ), 2.44 (s ), 3.82 (s ) }, 6.55 - 7.75 (1 1 H, m ). 

{1503} 

Working Example 693 
compound 

<sup>l</sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.12-2.05 (10 H, m ), 2.19 - 2. 95 and 3. 42 - 4.25 and 
4.75 - 5.39{A11 21 H, m, 2.35 (s ) }, 6.59 - 7.55 (7 H, m ). 

{1504} 

Working Example 696 
compound 
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1 H-NMR(200MHz,DMSO-d 6 ) 6 ppm: 1 .48(3H,d,J 
=6.6Hz), 1.57-2.13(2H,m), 2.86-3. 13(2H,m), 3. 
36-3.65(lH,m), 4.43-4.63(1 H,m), 4.70-4.93(lH, 
m), 6.48-8.00(1 2H,m), 10.19 JSiTS 10.46(£ 1H, 
s), 12.68(lH,brs) 0 

[1505] 

HJfcfl] 700 

1 H-NMR(200MHz,CDCl 3 ) 6 ppm: 1.31 (3H,t,J=7. 
1Hz), 1.58(3H,d,J=6.7Hz), 1.51-2.33(2H,m), 2. 
97-3.23(2H,m), 3.40-3.70(lH,m), 3.81-4.18(2H, 
m), 4.25(2H,q,J=7.1,Hz), 4.40-4.9 1(1 H,m), 4.73 
(lH,q,J=6.7Hz), 6.51-7.65(12H,m), 8.22(lH,br 
s) 0 

[1506] 

mmm 701 

1 H-NMR(200MHz,CDCl 3 ) 6 ppm: 1 .34(3H,t, J=7. 
11Hz), 2.28-3.00(2H,m), 3.71-5.12(± 6H,m), 
6.85-7.65 7.75-8.45(± 7H,m) 0 

[1507] 

702 

1 H-NMR(200MHz,CDCl 3 ) 8 ppm: 1 .32(3H,t,J=7. 
12Hz), 2.32-2.90(2H,m), 3.61-4.49(± 6H,m), 
4.65-5.05(2H,m), 6.10-7.68(± 7H,m) 0 



[1508] 

1 H-NMR(200MHz,CDCl 3 ) 8 ppm: 1 .22- 1 .43(3H, 
m), 1.78-2.38(2H,m), 2.99-3.24(2H,m), 3.43-3. 
66(lH,m), 3.78-4.39(4H,m), 4.65-4.89(1 H,m), 
6.67(1 H,dU=7.6,J= 1 .3Hz), 6.70( 1 H,dd, J=8 ,2, J= 
1.3Hz), 6.89-6.99(1 H,m), 7.05(1 H,dd,J-7.3,J=l. 
7Hz), 7.37(1 H,d,J=8.4Hz), 7.81(lH,dd,J=8.4,J= 
2.1Hz), 8.10(lH,dJ=2.1Hz) o 

[1509] 

mmm 704 

l H-NMR(200MHz,CDCl 3 ) 6 ppm: 1 .32(3H,t,J=7. 
16Hz), 1.50-1.81[± 3H,m,1.59(d,J=6.71Hz)],2. 
50-2.95 RlS 3.69-5.15(± 9H,m), 6.81-8.55C13 



<sup>K/sup>H-nmr (200 MHz , DMSO 
-d<sub>6</sub> );de ppm :1.48 (3 H, d, J=6.6Hz ), 1.57 - 
2.13 (2 H, m ), 2.86 - 3. 13 (2 H, m ), 3.36 - 3.65 (1 H, 
m ),4.43 - 4.63 (1 H, m ), 4.70 - 4.93 (1 H, m ), 6.48 - 8.00 
(12 H, m ), 10.19 and 10.46 (All 1 H, s ),12.68 (1 H, brs ). 

{1505} 

Working Example 700 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.31 (3 H, t, J=7.1Hz ), 1.58 (3 H, d, J=6.7Hz ), 1.51 - 
2.33 (2 H, m ), 2.97 - 3.23 (2 H, m ), 3.40 -3.70 (1 H, m ), 
3.81 - 4. 18 (2 H, m ), 4.25 (2 H, q, J=7.1Hz ), 4.40 - 4.91 (1 
H, m ), 4.73 (1 H, q, J=6.7Hz ), 6.51 - 7.65(12 H, m ), 8.22 (1 
H, brs ). 

{1506} 

Working Example 701 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :1.34 (3 H, t, J=7.1 1Hz ), 2.28 - 3.00 (2 H, m ), 3.71 - 
5.12 (All 6 H, m ), 6.85 - 7.65 and7.75 - 8.45 (All 7 H, m ). 

{1507} 

Working Example 702 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :1.32 (3 H, t, J=7.1 2Hz ), 2.32 - 2.90 (2 H, m ), 3.61 - 
4.49 (All 6 H, m ), 4.65 - 5.05 (2 H, m ),6.10 - 7.68 (All 7 H, 
m). 

{1508} 

Working Example 703 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.22-1.43 (3 H, m ), 1.78 - 2.38 (2 H, m ), 2.99 - 3.24 (2 
H, m ), 3.43 - 3.66 (1 H, m ),3.78 - 4.39 (4 H, m ), 4.65 - 4.89 
(1 H, m ), 6.67 (1 H, dt, J=7.6, J-1.3Hz ), 6.70 (1 H, dd, 
J=8.2, J=1.3Hz ), 6.89 ■- 6.99 (1 H, m ), 7.05(1 H, dd, J=7.3, 
J-1.7Hz ), 7.37 (1 H, d, J=8.4Hz ), 7.81 (1 H, dd, J=8.4, 
J=2.1Hz ), 8.10 (1 H, d, J=2.1Hz ). 

{1509} 

Working Example 704 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm:1.32(3H,t,J=7.16Hz), 1.50-1.81 {A113H,m, 1.59 
(d, J=6.71Hz ) }, 2.50 - 2.95 and 3.69-5.15 (All 9 H, 
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H,m,7.55(s), 8.26(s)L 
[1510] 

mmm ios 

1 H-NMR(200MHz,CDCl 3 ) 8 ppm: 1 .4 1 - 1 .75 [ £ 3 
H s m,1.59(d,J=6.76Hz)],1.75-2.89,3.60-4.48 »tf 
4.60-5. 10(£ 7H,m), 6.79-8.20 8.36-8.88(£ 
12H,m)o 

[1511] 

mmm 706 

1 H-NMR(200MHz,CDCl 3 ) 8 ppm:0.72- 1 . 1 0(6H, 
m), 1.33(3H,t,J=7.13Hz), 1.80-2.10,2.55-2.90,3. 
69-4.59 Jklf 4.75-5.05[± HH,m,7.29(q,J=7.13 
Hz)],6.71-7.85,8.59-8.70C^8H,m,6.63(s)]o 



[1512] 

mmm ioi 
nits® 

1 H-NMR(200MHz,CDCl 3 ) 6 ppm: 1 .33(3H,t,J=6. 
17Hz), 2.31-2.95 Rlf 3.39-5.10(£ 12H,m), 6.7 
2-7.89(8H,m) 0 

[1513] 

mmm io$ 

1 H-NMR(200MHz,CDCl 3 ) 8 ppm: 1 .34(3H,t,J=7. 
15Hz), 2.55-3.05,3.70-4.61 4.79-5.08 12 
H,m,4.29(q,J=7.15Hz), 4.46(t,J=7.88Hz)],6.81- 
7.72(7H,m) 0 

[1514] 

mmm 709 

1 H-NMR(200MHz,DMSO-d 6 ) 8 ppm:0.89(6H,d,J 
=6.69Hz), 1.70-2.05,2.30-4.20 Jklf 4.45-4.82(± 
9H,m), 6.85-7.79,8.10-8.20 JSlU 9.65-9.95[£ 8 
H,m,8.14{s), 9.70(s)] o 



[1515] 

mmm no 
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m ),6.81 - 8.55 {13 H, m, 7.55 (s ), 8.26 (s ) }. 
{1510} 

Working Example 705 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :1.41-1.75 {All 3 H, m, 1.59 (d, J=6.76Hz ) }, 1.75 - 2. 
89 and 3. 60 - 4.48 and 4.60 - 5.10(A11 7 H, m ), 6.79 - 8.20 
and 8.36 - 8.88 (All 12H,m). 

{1511} 

Working Example 706 
compound 

<sup>l</sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :0.72-1.10 (6 H, m ), 1.33 (3 H, t, J=7.13Hz ), 1.80 - 2. 
10 and 2. 55 - 2. 90 and3. 69 - 4.59 and 4.75 - 5.05 {All 1 1 H, 
m, 7.29 (q, J=7.13Hz ) }, 6.71 - 7. 85 and 8. 59 - 8.70 {All 8 
H, m, 6.63 (s)}. 

{1512} 

Working Example 707 
compound 

<sup>l</sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :1.33 (3 H, t, J=6.17Hz ), 2.31 - 2.95 and 3.39 - 5.10 (All 
12H,m), 6.72-7.89 (8 H, m ). 

{1513} 

Working Example 708 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCKsub>3</sub> );de 
ppm :1.34 (3 H, t, J=7.15Hz ), 2.55 - 3. 05 and 3. 70 - 4.61 
and 4.79 - 5.08{A11 12 H, m, 4.29 (q, J=7.15Hz ), 4.46 (t, 
J=7.88Hz)}, 6.81 -7.72 (7 H,m). 

{1514} 

Working Example 709 
compound 

<sup>K/sup>H-nmr (200 MHz , DMSO 
-d<sub>6</sub> );de ppm :0.89 (6 H, d, J=6.69Hz ), 1.70 - 2. 
05 and 2. 30 - 4.20 and 4.45 - 4.82(A11 9 H, m ), 6.85 - 7. 79 
and 8. 10 - 8.20 and 9.65 - 9.95 {All 8 H, m, 8.14 (s ), 9.70 
(s)}. 

{1515} 

Working Example 710 
compound 
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'H-NMR^OOMH^DMSO-d*) 8 ppm2.05-5.05(l 
lH,m), 6.70-8.00(7H,m)o 

[1516] 

'H-NMR^OOMH^CDCls) 6 ppm: 0.99- 1.98,2.18 
-3.00 Rlf 3.64-4.01 1± 18H,m,2.34(s)],6.50-7.6 
1 Rlt 8.40-8.73(£ 8H,m) 0 

[1517] 

HJSffa 712 

, H-NMR(200MHz,CDCl 3 ) 5 ppm:2.43(3H,s), 2. 
62-3.00,3.71-4.20 4.55-5.29[£ 7H,m,3.82 
(s)],6.62-7.65 &Xf 8.45-8.75[£ 12H,m,7.42(d,J 
=8.45Hz)] 0 

[1518] 

HSfiffl 713 

1 H-NMR(200MHz,CDCl 3 ) 8 ppm: 1.10-3.81 JSlXS 
4.81-5.35[±:21H,ni,2.37(s)],6.35-7.50(7H,m)o 

[1519] 

mmm 114 

1 H-NMR(200MHz,CDCl 3 ) 8 ppm: 1.55-4.05 Rlf 
4.85-5.25[£ 13H,m,2.46(s), 3.8 l(s)] ,6.40-7.61 
(llH,m) 0 

[1520] 

l H-NMR(200MHz,CDCl 3 ) 8 ppm: 1 .04-2.01 ,2. 1 8 
-3.10,3.56-4.49 Stf 4.61-5.65[± 20H,m,2.35 
(s)],6.51-7.65(7H,m) 0 

[1521] 

1 H-NMR(200MHz,CDCl 3 ) 8 ppm:l .34(3H,t,J=7. 
08Hz), 2.15-3.10,3.61-4.51 Jfctf 4.78-5.1 \l± 14 
H,m,2.44(s), 3.83(s)],6.61-7.58(llH,m) 0 
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<sup>K/sup>H-nmr (200 MHz , DMSO 

-d<sub>6</sub> );de ppm 2.05-5.05 (1 1 H, m ), 6.70 - 8.00 (7 

H,m). 

{1516} 

Working Example 711 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :0.99-1.98, 2.18-3.00 and 3.64 - 4.01 {All 18 H, m, 2.34 
(s ) }, 6.50 - 7.61 and 8.40 - 8.73 (All 8 H, m ). 

{1517} 

Working Example 712 
compound 

<sup>l</sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :2.43 (3 H, s ), 2.62 - 3. 00 and 3. 71 - 4.20 and 4.55 - - 
5.29{A11 7 H, m, 3.82 (s ) }, 6.62 - 7.65 and 8.45 - 8.75 {All 
12H,m, 7.42 (d, J=8.45Hz)}. 

{1518} 

Working Example 713 
compound 

<sup>l</sup>H-nmr (200 MHz , CDCKsub>3</sub> );de 
ppm :1. 10-3.81 and 4.81 - 5.35 {All 21 H, m, 2.37 (s ) }, 6.35 
- 7.50 (7 H, m ). 

{1519} 

Working Example 714 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.55-4.05 and 4.85 - 5.25 {All 13 H, m, 2.46 (s ), 3.81 
(s)}, 6.40 -7.61 (11 H,m). 

{1520} 

Working Example 715 
compound 

<sup>l</sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.04-2.01, 2.18-3.10, 3.56-4.49 and 4.61 - 5.65 {All 20 
H, m, 2.35 (s ) }, 6.51 - 7.65 (7 H, m ). 

{1521} 

Working Example 716 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.34 (3 H, t, J=7.08Hz ), 2.15 - 3. 10 and 3. 61 - 4.51 
and 4.78 - 5.1 1 {All 14 H, m, 2.44 (s ), 3.83 (s ) }, 6.61 - 7.58 
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[1522] 

l H-NMR(200MHz,CDCl 3 ) 6 ppm: 1 .01-2.97,3.5 1 
-4.28 JkXf 4.75-5. 19[£ 20H,m,2.34(s)],6.40-7.7 
0(8H,m) o 

[1523] 

rnmmm 

'H-NMR^OOMH^CDCh) 6 ppm:2.29-2.94,3.56 
-4.29&tf 4.75-5.08[£ 12H,m,2.43(s), 3.82(s)], 
6.59-7.65(7H,m), 8.55-9.07(1 H,m)o 

[1524] 

HWJ719 

, H-NMR(200MHz,CDCl 3 )5ppni:L53(9H,s), 2. 
51-2.96,3.72-4.31 2tt/4.51-5.18(£ 6H,m), 6.85 
-7.62 Stf 7.78-8.41(± 7H,m) 0 

[1542] 

jtlfi^J 728 

mm 4 1 6,4 1 7,45 7,5 15,523 ,524,677 JSl If 678 CD it 

[1630] 
HJfc#j731 

'H-NMR^OOMH^CDCh) d ppm: 1 .25-4.30 & 
4.6-4.85[£27H,m,2.49(s), 2.84(s), 2.94(s)],6.8 
5-8.0(£ 7H,m) e 

[1631] 

ItjjfcflJ 733 

, H-NMR(200MH z ,DMSO-d 6 ) 6 ppm: 1.1-2.1 ,2.4- 
4.1 4.1-4.7(£24H,m), 6.7-7.8,7.8-8.0X1/ 
8.35-8.7(£ 7H,m), 1 1.1-1 1.7(lH,m) 0 

[1632] 

mmm 734 
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(11 H,m). 
{1522} 

Working Example 717 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.01-2.97, 3.51-4.28 and 4.75 - 5.19 {All 20 H, m, 2.34 
(s )}, 6.40 - 7.70 (8 H,m). 

{1523} 

Working Example 718 
compound 

<sup>l</sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :2.29-2.94, 3.56-4.29 and 4.75 - 5.08 {All 12 H, m, 2.43 
(s ), 3.82 (s ) }, 6.59 - 7.65 (7 H, m ), 8.55 - 9.07 (1 H, m ). 

{1524} 

Working Example 719 
compound 

<sup>K/sup>H-nmr (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.53 (9 H, s ), 2.51 - 2. 96 and 3. 72 - 4.31 and 4.51 - 
5.18(A11 6 H, m ), 6.85 - 7.62 and 7.78 - 8.41 (All 7 H, m ). 

{1542} 

Working Example 728 

Aforementioned Working Example 416, 417, 457, 515, 523, 
524, 677 and compound of 678 are obtained making useof 
suitable starting material with to similar. 

{1630} 

Working Example 73 1 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm : 1.25-4.30 and 4.6 - 4.85 {All 
27 H, m, 2.49 (s ), 2.84 (s ), 2.94 (s ) }, 6.85 - 8.0 (All 7 H, 
m). 

{1631} 

Working Example 733 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de ppm : 1.1- 2.1, 2.4- 4.1 and 4.1 - 4.7 (All 
24 H, m ), 6.7 - 7.87.8 - 8.0 and 8.35 - 8.7(A11 7 H, m ), 1 1 . 1 - 
11.7(1 H,m). 

{1632} 

Working Example 734 
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1 H-NMR(200MH z ,DMSO-d 6 ) 6 ppm:0.8 1 -2.20, 
2.6-4.0 &Xf 4.2-4.6(± 33H,m), 6.8-8.0(± 7H, 
m), 10.8-1 1.3(lH,m) 0 

[1633] 

mmm 735 

'H-NMR^OOMH^DMSO-c^) 6 ppm:l . 1-2.2,2.6- 
4.1 Xtf4.3-4.6(± 26H,m), 6.8-7.9[± 12H,m,7. 
63(s), 7.93(s)],10.8-11.4(lH,m)o 



[1634] 

mmm 736 

l H-NMR(200MH z ,CDCl 3 ) d ppm:0.99-2.20,2.63- 
3.91 JSiU 4.81-5.08[£ 23H,m,1.12(d,J=6.8H z )], 
6.48(lH,dd,J=8.6H z ,8.5H z ), 6.71-7.48(6H,m) 0 



[1635] 

mmm 140 

1 H-NMR(200MH Z ,CDC1 3 ) d ppm: 1.35-1 .80, 1 .80- 
2.25,2.35-2.60,2.60-3.15,3.25-3.55,4.35-4.65 & 
4.85-5.05[± 15H,m,2.46,4.43 Rlf 4.48(& 
s)],6.52-6.65,6.78-6.95 JSilf 7.12-7.55(± 11H, 
m) 0 

[1636] 

mmm 741 

1 H-NMR(200MH Z ,CDC1 3 ) d ppm: 1 .08-1 .88[9H, 
m(1.22 Rlf 1.35,& 3H,& d,J=6.0H z )],1.88-2.6 
l[HH,m(2.33 RU 2.43,& s)],2.6 1-4.04,4.3 1-4. 
70 MS 4.98-5. 19(£ 10H,m), 6.12-7.43(7H,m) 0 



[1637] 

mmm 142 

1 H-NMR(200MH Z ,CDC1 3 ) d ppm: 1 . 1 0-2.59C 1 5 
H,m(2.33 &lf 2.45,& s)], 2.59-3. 09(2H,m), 3.0 
9-4.01 RlS 4.43-4.64(£ 6H,m), 4.93 JSilS 5.09 
(£2H,&s), 6.24-7.51(12H,m) 0 
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compound 

<sup>l</sup>H-nmr (200 MH<sut»Z</sub>, DMSO 
-d<sub>6</sub> );de ppm :0.8 1-2.20, 2.6-4.0 and 4.2 - 4.6 
(All 33 H, m ), 6.8 - 8.6 (All 7 H, m ), 10.8 - 1 1.3 (1 H, m ). 

{1633} 

Working Example 735 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de ppm : 1.1- 2.2, 2.6-4.1 and 4.3 - 4.6 (All 
26 H, m ), 6.8 - 7.9 {All 12 H, m, 7.63 (s ), 7.93 (s) }, 10.8- 
11.4(1 H,m). 

{1634} 

Working Example 736 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :0.99-2.20, 2.63-3.91 and 4.81 - 
5.08 {All 23 H, m, 1.12 (d, J=6.8H<sub>Z</sub> ) }, 6.48 (1 

H, dd, J=8.6H<sub>Z</sub>, 8.5H<sub>Z</sub> ), 6.71 - 
7.48 (6 H, m ). 

{1635} 

Working Example 740 
compound 

<sup>l</sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm : 1.35-1. 80, 1.80-2.25, 
2.35-2.60, 2.60-3.15, 3.25-3.55, 4.35-4.65 and 4.85 - 5.05 
{All 15 H, m, 2.46, 4.43 and 4.48 (Each s ) }, 6.52 - 6. 65 and 
6. 78 - 6.95and 7.12 - 7.55 (All 1 1 H, m ). 

{1636} 

Working Example 741 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :1.08-1.88 {9 H, m (1.22 And 

I. 35, each 3 H, each d, J=6.0H<sub>Z</sub> ) }, 1.88 - 2.61 
{1 1 H, m (2.33 And 2.43, each s ) }, 2.61 - 4. 04 and 4. 31 - 
4.70and 4.98 - 5.19 (All 10 H, m ), 6.12 - 7.43 (7 H, m ). 

{1637} 

Working Example 742 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :1. 10-2.59 {15 H, m (2.33 And 
2.45, each s ) }, 2.59 - 3.09 (2 H, m ), 3.09 - 4.01 and 4.43 - 
4.64 (All 6 H, m ),4.93 and 5.09 (All 2 H, each s ), 6.24 - 7.51 
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[1638] 

mmm 743 

l H-NMR(200MH 2 ,CDCl 3 ) d ppm: 1 .08-2.6 1 [ 1 5 
H,m s 2.34(s)] > 2.61-3.02(2H,m), 3.02-4.1 1,4.43-4. 
64&tf4.90-5.12(±6H,m), 5.30(lH,s), 6.00-7. 
45(7H,m) 0 

[1639] 

mmm 744 

1 H-NMR(200MH Z ,CDC1 3 ) d ppm: 1 .32-2.26,2.45- 
2.65,2.65-3.30 Rlf 4.85-5. 12[± HH,m,2.53 
(s)],6.65-6.75,6.75-7.06,7.06-7.54,7.54-7.96St/ 
8.58-8.76(£ HH,m)o 



[1640] 

mmm 745 

1 H-NMR(200MH z ,DMSO-d 6 ) 6 ppm: 1 .0-2.2 & 
tf2.7-4.8(£28H,m), 6.15-7.35(1 lH,m), 10.3-1 
0.95(lH,m) o 

[1641] 

mmm m 

'H-NMR^OOMH^CDCW d ppm:0.75- 1 .00, 1.15- 
2.35,2.35-4.27 AXS 4.45-4.80[± 32H,m,3.38 
(s)],6.75-7.55(7H,m), 12.6-13.4(lH,br) 0 



[1642] 

mmm m 

1 H-NMR(200MH Z ,CDC1 3 ) 6 ppm:0.66- 1.10,1.10- 
1.49,1.49-2.34,2.34-4.23 JSilf 4.35-4.80(£ 38H, 
m), 6.73-7.55(7H,m), 12.6-1 3.5(1 H,br) 0 

[1643] 

mmm 749 

, H-NMR(200MH Z ,CDC1 3 ) 6 ppm:0.75-0.96,0.96- 
2.22,2.22-4.30 Jklf 4.30-4.83 27H,m,4.58 &. 



(12H,m). 
{1638} 

Working Example 743 
compound 

<sup> Wsup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm : 1.08-2.61 {15 H, m, 2.34 
(s ) }, 2.61 - 3.02 (2 H, m ), 3.02 - 4. 1 1 and 4. 43 - 4.64and 
4.90 - 5.12 (All 6 H, m ), 5.30 (1 H, s ), 6.00 - 7.45 (7 H, m ). 

{1639} 

Working Example 744 
compound 

<sup>l</sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm : 1.32-2.26, 2.45-2.65, 2.65-3.30 
and 4.85 - 5.12 {All 1 1 H, m, 2.53 (s ) }, 6.65 - 6. 75 and 6. 
75 - 7.06 and 7. 06 - 7. 54 and 7. 54 - 7.96 and 8.58 - 8.76 
(All 11 H,m). 

{1640} 

Working Example 745 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de ppm :L0-2.2 and 2.7 - 4.8 (All 28 H, 
m), 6.15-7.35(11 H,m), 10.3 - 10.95(1 H,m). 

{1641} 

Working Example 747 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :0.75-1.00, 1.15-2.35, 2.35-4.27 
and 4.45 - 4.80 {All 32 H, m, 3.38 (s ) }, 6.75 - 7.55 (7 H, 
m), 12.6-13.4(1 H,br). 

{1642} 

Working Example 748 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :0.66-1.10, 1.10-1.49, 
1 .49-2.34, 2.34-4.23 and 4.35 - 4.80 (All 38 H, m ), 6.73 - 
7.55 (7 H,m), 12.6-13.5(1 H, br). 

{1643} 

Working Example 749 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :0.75-0.96, 0.96-2.22, 2.22-4.30 



Page 143 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP1997221476A 

if 2.49(& s)],6.48-7.53(HH,m), 12.75-13.45(1 
H,br) 0 

[1644] 
3IJfc#]751 

l H-NMR(200MH z ,CDCl 3 ) 6 ppm:0.78-l .05,1 . 1 5- 
4.30 fttf 4.42-4.75[£ 33H,m,0.93,0.99 Rlf 2. 
33(# s)],6.68-7.89(8H,m) 0 



[1645] 

mmm 152 

'H-NMR^OOMH^CDCh) 6 ppm:0.52(3H,d,J=6. 
6H Z ), 0.97(3H,d,J=6.6H z ), 1.10-2.20,2.20-3.20 
Sl/3.35-4.15C^13H,m,2.62(s)],6.35-6.55,7.00 
-7.60 Rlf 7.60-8.05(± 10H,m), 8.65-8.80(lH, 
m) 0 



[1646] 

Hifctfl 753 

1 H-NMR(200MH Z ,CDC1 3 ) 6 ppm: 1 .25-2.45,2.45- 
4.30 Rlf 4.30-4.90(± 23H,m), 6.45-8.55(± 11 
H,m), 8.75-9.00(1 H,m) 0 



[1647] 
Hffifll] 754 

, H-NMR(200MH Z ,CDC1 3 ) d ppm:0.82-1.14(6H, 
m,(0.95 Rlf 1.04,# d,J=6.7H z )],1.15-1.93(lH, 
m), 1.95-2.59[l4H,m,2.33 fttf 4.45(& s)],2.59 
-4.02,4.45-4.67 Rlf 4.98-5.17(± 1 lH,m), 6.12- 
7.46(7H,m) 0 



[1648] 
HffiflJ 755 

, H-NMR(200MH z ,CDCl 3 )6ppm:0.92 Rlf 0.99 
(± 6H,& t,J=7.3H z ), 1.19-2.59[l8H,m, 12.33 ft 
if 2.44(& s)],2.59-4.09,4.41-4.65 ft 1/ 4.95-5.18 
1 lH,m,3.83 Rlf 3.98(# t,J=6.5H z )],6.1 1-7. 
45(7H,m) 0 
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and 4.30 - 4.83 {All 27 H, m, 4.58 and 2.49 (Each s ) }, 6.48 - 
7.53 (1 1 H, m ), 12.75 - 13.45(1 H, br ). 

{1644} 

Working Example 75 1 
compound 

<sup>l</sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :0.78-1.05, 1.15-4.30 and 4.42 - 
4.75 {All 33 H, m, 0.93, 0.99 and 2.33 (Each s ) }, 6.68 - 7.89 
(8 H,m). 

{1645} 

Working Example 752 
compound 

<sup>l</sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :0.52 (3 H, d, 
J=6.6H<sub>Z</sub> ), 0.97 (3 H, d, J=6.6H<sub>Z</sub> ), 
1.10 - 2. 20 and 2. 20 -3.20 and3.35 - 4.15 {All 13 H, m, 2.62 
(s ) }, 6.35 - 6. 55 and 7. 00 - 7.60 and 7.60 - 8.05 (All 10 H, 
m),8.65 - 8.80(1 H,m). 

{1646} 

Working Example 753 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm : 1.25-2.45, 2.45-4.30 and 4.30 - 
4.90 (All 23 H, m ), 6.45 - 8.55 (All 1 1 H, m ), 8.75 - 9.00 (1 

H, m). 

{1647} 

Working Example 754 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :0.82-1.14 {6 H, m, (0.95 And 

I. 04, each d, J=6.7H<sub>Z</sub> )}, 1.15 - 1.93 (1 H, m ), 
1.95 - 2,59 {14 H, m, 2.33 and 4.45 (Each s ) }, 2.59 - 4. 
02and4. 45-4.67 and 4.98 - 5.17 (All 11 H, m ), 6.12 - 7.46 
(7 H,m). 

{1648} 

Working Example 755 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :0.92 and 0.99 (All 6 H, each t, 
J=7.3H<sub>Z</sub> ), 1.19 - 2.59 {18 H, m, 12.33 and 2.44 
(Each s ) }, 2.59 - 4. 09 and 4.41 - 4.65 and 4.95 - 5.18 {All 
1 1 H, m, 3.83 and 3.98 (Each t, J=6.5H<sub>Z</sub> ) }, 
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[1649] 

HJfcflJ 756 

, H-NMR(200MH z> DMSO-d 6 ) 8 ppm:0.7-0.95,0. 
95-2.25,2.60-4.20 RlS 4.20-4.55[£ 34H,m,0.8 
(d,J=6.6H z ), 2.66(s)],6.75-7.95,8.29 &lf 8.57 
(£ 8H,m,7.62,7.83,8.29 8.57(& s)] 0 



[1650] 

mmm m 

'H-NMR(200MH z ,DMSO-d 6 ) 8 ppm.l .09-2. 19 
[l2H,m,1.25(t,J=7.2H z )],2.28-3.67,4.24-4.57 fi. 
IS 4.68-4.98[£ 10H,m,2.41(s)],6.68-7.81(llH, 
m), 10.26-l0.64(lH,m) o 



[1651] 

mmm 160 

'H-NMRpOOMH^CDCU) Sppm:0.50 Rlf 0.95 
(± 6H,& d,J=6.5H z ), 1.01-1.32[7H,m,1.04(3H, 
d,J-6.7H z )],1.48-3.18[10H,m,2.49(s)],3.30-4.65 
&lf 5.46-5.72[± 5H,m,3.75(d,J=6.5H z )],6.40- 
7.39(8H,m) 0 



[1652] 

mmm 76 1 

'H-NMR^OOMH^CDCh) 8 ppm:0.50(3H,d,J=6. 
5H Z ), 0.85-1.29[7H,m,0.95(3H,d,J=6.5H z ), 0.99 
Jklf \A6{± 3H,& t,J=5.5H z )],1.35-2.18(10H, 
m), 2.19-2.58[5H,m,2.49(s)],2.58-2.78 &XS 2.8 
9-3.18(± 2H,m), 3.30-4.65 Jklf 5.41-5.67(£ 6 
H,m), 6.81-7.40(8H,m) o 



[1653] 

SIJS^J 764 

l H-NMR(200MH z ,DMSO-d 6 ) 6 ppm:0.64-2.12 
[ 1 lH,m,0.75 S.XS 0.89(& d,# J=6.5H z )],2.12-5. 
05C21H,m,2.33(s)],6.37-7.52(7H,m), 10.92-11.4 
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6.11-7.45 (7 H,m). 
{1649} 

Working Example 756 
compound 

All 8 H, m, 7.62, 7.83, 8.29 and 8.57 (Each s )). 
<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de ppm :0.7-0.95, 0.95-2.25, 2.60-4.20 and 
4.20 - 4.55 {All 34 H, m, 0.8 (d, J=6.6H<sub>Z</sub> ), 2.66 
(s ) }, 6.75 - 7. 95 and 8. 29 and8.57 

{1650} 

Working Example 759 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de ppm : 1.09-2. 19 {12 H, m, 1.25 (t, 
J=7.2H<sub>Z</sub> ) }, 2.28 - 3. 67 and 4. 24 - 4.57 and 
4.68 - 4.98{A11 10 H, m, 2.41 (s ) }, 6.68 - 7.81 (1 1 H, m ), 
10.26- 10.64(1 H,m). 

{1651} 

Working Example 760 
compound 

<sup>l</sup>H-nrnr (200 MH<sub>Z</sub>, 
CDCl<sub>3</sub> );de ppm :0.50 and 0.95 (All 6 H, each d, 
J=6.5H<sub>Z</sub> ), 1.01 - 1.32 {7 H, m, 1.04 (3 H, d, 
J=6.7H<sub>Z</sub> ) }, 1.48 - 3.18 {10 H, m, 2.49 (s ) }, 
3.30 -4.65 and 5.46 - 5.72 {All 5 H, m, 3.75 (d, 
J-6.5H<sub>Z</sub> ) }, 6.40 - 7.39 (8 H, m ). 

{1652} 

Working Example 761 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCl<sub>3</sub> );de ppm :0.50 (3 H, d, 
J-6.5H<sub>Z</sub> ), 0.85 - 1.29 {7 H, m, 0.95 (3 H, d, 
J=6.5H<sub>Z</sub> ), 0.99 and 1.16 (All 3 H, each t, 
J=5.5H<sub>Z</sub> ) }, 1.35 - 2.18 (10 H, m ), 2.19 - 2.58 
{5 H, m, 2.49 (s ) },2.58 - 2.78 and 2.89 - 3.18 (All 2 H, m ), 
3.30 - 4.65 and 5.41 - 5.67 (All 6 H, m ), 6.81 -7.40 (8 H, m ). 

{1653} 

Working Example 764 
compound 

<sup>l</sup>H-nmr (200 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de ppm :0.64-2.12 {11 H, m, 0.75 and 0.89 
(Each d, each J=6.5H<sub>Z</sub> ) }, 2.12 - 5.05 {21 H, m, 
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3(lH,m) 0 
[1654] 

1 H-NMR(200MH z ,CDCl 3 +DMSO-d 6 ) 6 ppm: 1 .2- 
2.3(4H,m), 2.5-3.4,4.7-5.1 5.3-5.6(± 4H, 

m), 6.5-7.5(9H,m), 7.60(1 H,dd,J=7.5Hz,7.5H 
z), 7.95(lH,d,J=7.5H z ), 11.43(lH,s) 0 



[1655] 

mmm 766 

l H-NMR(200MH z ,CDCl 3 ) d ppm:0.50(3H,d,J=6. 
6H Z ), 0.76-1.40,1.50-2.18,2.18-2.70 &Xf 2.70-4. 
\%l± 24H,m,3.36(s)] ,6.28-6.42 JBilf 6.82-7.54 
(± 8H,m) e 



[1656] 

ni&m 767 

, H-NMR(200MH Z ,CDC1 3 ) 6 ppm:0.50(3H,d,J=6. 
6Hz), 0.69-1.05,1.05-1.41,1.41-2.19,2.19-2.70 fi. 

2.95-4. 15(£ 31H,m), 6.27-6.38 Jklf 6.75-7.5 
2(8H,m) 0 



[1657] 

mmm 768 
autism 

, H-NMR(200MH Z ,CDC1 3 ) 6 ppm:0.55-0.65,0.72- 
0.99, 1 .20- 1 .44, 1 .55-2. 10,2. 1 0-2.90,2.90-3.25 X. 
IS 3.25-4. \0(± 36H,m), 6.30-6.45,6.75-6.94 &. 
7.00-7.50(8H,m) o 



[1658] 

'H-NMR^OOMI^CDClj) S ppm: 1 .05-4.70 RXS 
4.89-5.12(± 26H,m,2.34(s), 4.33(t,J=5.4H z ), 4. 
40(t,J=5.3H z ), 6.72-7.70(7H,m)o ) 



[1659] 
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2.33 (s ) }, 6.37 - 7.52 (7 H, m ), 10.92 - 1 1 .43(1 H, m ). 
{1654} 

Working Example 765 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCl<sub>3</sub>+DMSO -d<sub>6</sub> );de ppm : 1.2- 
2.3 (4 H, m ), 2.5 - 3.44.7 - 5.1 and 5.3 - 5.6 (All 4 H, each 
m ), 6.5 - 7.5(9 H, m ), 7.60 (1 H, dd, J-7.5Hz , 
7.5H<sub>Z</sub> ), 7.95 (1 H, d, J=7.5H<sub>Z</sub> ), 
11.43(1 H,s). 

{1655} 

Working Example 766 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :0.50 (3 H, d, 
J=6.6H<sub>Z</sub> ), 0.76 - 1. 40 and 1. 50 - 2. 18 and 2. 
1 8 -2.70 and 2.70 - 4. 1 8 {All 24 H, m, 3.36 (s ) }, 6.28 - 6.42 
and 6.82 - 7.54 (All 8 H, m ). 

{1656} 

Working Example 767 
compound 

<sup> K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCl<sub>3</sub> );de ppm :0.50 (3 H, d, 
J=6.6H<sub>Z</sub> ), 0.69 - 1. 05 and 1. 05 - 1. 41 and 1. 
41 -2. 19 and 2. 19 - 2.70 and 2.95 - 4.15 (All 31 H, m ), 6.27 
-6.38 and 6.75 -7.52 (8 H, m ). 

{1657} 

Working Example 768 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :0.55-0.65, 0.72-0.99, 
1.20-1.44, 1.55-2.10, 2.10-2.90, 2.90-3.25 and 3.25 - 4.10 (All 
36 H, m ), 6.30 - 6. 45 and 6. 75 - 6.94and 7.00 - 7.50 (8 H, 
m). 

{1658} 

Working Example 769 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :1.05-4.70 and 4.89 - 5.12 (All 
26 H, m, 2.34 (s ), 4.33 (t, J=5.4H<sub>Z</sub> ), 4.40 (t, 
J=5.3H<sub>Z</sub> ), 6.72 - 7.70 (7 H, m ). ) 

{1659} 
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mmm no 

l H-NMR(200MH z ,CDCl 3 ) 6 ppm:0.61(3H,d,J=6. 
6H Z ), 0.97(3H,d,J=6.6H z ), 1.15-1.30,1.55-2.15, 
2.25-2.70,2.90-3.20,3.32-3.52 & 1/ 3.60-3.95(4 1 
9H,m), 4.40-4.60(4H,m), 6.20-6.40,6.51-6.52 Jk 
1/6.82-7.55(4 13H,m) 0 



[1660] 
Htfeffil 771 

1 H-NMR(200MH z ,DMSO-d 6 ) d ppm:0.82-2.25(l 
1 H,m,0.97(d, J=6.6H Z )],2.29-4.98C2 1 H,m,2.43 
(s)],6.49-7.79(l lH,m), 10.85-1 1.30(lH,m) e 



[1661] 

extern 

1 H-NMR(200MH z ,DMSO-d 6 ) d ppm: 1 .00-2.30 
[7H,m,1.28(t,J=7.2H z )],2.31-5.08C21H,m,2.43 
(s), 3.76(s)],6.48-7.81(llH,m), 10.81-1 1.31(1H, 
m) 0 

[1662] 

mmm 774 

l H-NMR(200MH z ,DMSO-d 6 ) 8 ppm: 1.0 1-2. 3 8(4 
H,m), 2.39-5.02[24H,m,2.43(s), 3.76(s), 3.81 
(s)],6.49-7.78(l lH,m), 10.47-1 1.08(1 H,m) 0 



[1663] 

mmm us 

l H-NMR(200MH z ,DMSO-d 6 ) 6 ppm: 1.01-2.28 
[l0H,m,1.19(t,J=7.1H z )],2.29-5.02C22H,m,2.44 
(s), 3.77(s), 3.81(s)],6.49-7.81(llH,m), 9.92-1 
0.32(1 H,m) 0 



[1664] 
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Working Example 770 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCl<sub>3</sub> );de ppm :0.61 (3 H, d, 
J=6.6H<sub>Z</sub> ), 0.97 (3 H, d, J=6.6H<sub>Z</sub> ), 
1.15 - 1. 30 and 1. 55 - 2. 15 and2. 25 - 2. 70 and 2. 90 - 3. 20 
and 3. 32 - 3.52 and 3.60 - 3.95(A11 19 H, m ), 4.40 - 4.60 (4 
H, m ), 6.20 - 6. 40 and 6. 5 1 - 6.52 and 6.82 - 7.55( All 1 3 H, 
m). 

{1660} 

Working Example 771 
compound 

1 1 H, m, 0.97 (d, J=6.6H<sub>Z</sub> )), 2.29 - 4.98 {21 H, 
m, 2.43 (s ) }, 6.49 - 7.79 (1 1 H, m ), 10.85 - 1 1.30 (1 H, m ). 
<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de ppm :0.82-2.25 

{1661} 

Working Example 773 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de ppm : 1.00-2.30 {7 H, m, 1.28 (t, 
J-7.2H<sub>Z</sub> ) }, 2.31 - 5.08 {21 H, m, 2.43 (s ), 

3.76 (s)}, 6.48 -7.81 (11 H,m), 10.81 - 11.31(1 H,m). 

{1662} 

Working Example 774 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de ppm :1.01-2.38 (4 H, m ), 2.39 - 5.02 
{24 H, m, 2.43 (s ) } 3.76 (s ), 3.81 (s ) }, 6.49 - 7.78 (1 1 H, 
m), 10.47- 11.08(1 H,m). 

{1663} 

Working Example 775 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de ppm :1.01-2.28 {10 H, m, 1.19 (t, 
J-7.1H<sub>Z</sub> ) }, 2.29 - 5.02 {22 H, m, 2.44 (s ), 

3.77 (s ), 3.81 (s ) }, 6.49 - 7.81 (1 1 H, m ), 9.92 - 10.32(1 H, 
m). 

{1664} 

Working Example 777 
compound 
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1 H-NMR(200MH Z ,CDC1 3 ) 8 ppm: 1.21-3.1 8,3.58- 
3.85,4.15-4.40 &ZS 4.82-5.15[± 25H,m,2.63(t,J 
-5.73H Z ), 4.27(t,J=5.8H z )],6. 14-7.01,7. 18-7.49 
&t/ 7.75-7.92[± 7H,m,7.85(d,J=8.5H z )]o 



[1665] 

I H-NMR(200MH Z ,CDC1 3 ) 8 ppm:0.96(6H,d,J=l 
0.7H Z ), 1.21-4.11,4.31-4.59 JSilS 5.01-5.22[± 2 
lH,m,2.41(s), 3.70(s), 3.92(d,J=6.6H z )],6.49-7. 
67 JSiXS 7.80-8.05[£ 8H,m,7.92(d,J=8.4H z )] 0 



[1666] 

l H-NMR(200MH z ,CDCl 3 ) 8 ppm: 1 .35- 1 .86, 1 .86- 
2.29,2.40-2.63,2.63-3.16,3.32-3.52 RlS 4.85-5.0 
8[± HH,m,2.52(s), 2.57(s)),6.56-6.68 Rlf 6.8 
2-7.56(6H,m), 8.86 RXS S.91(± 2H,& s), 9.17 
&tf 9.23(£ 1H,& s) 0 

[1667] 

mmm 78o 

1 H-NMR(200MH Z ,CDC1 3 ) 8 ppm: 1 .38- 1 .66, 1 .85- 
2.22,2.62-3.16 RlS 4.90-5. 15(8H,m), 3.71(3H, 
s), 6.58-6.70(1 H,m), 6.70-6.82(1 H,m), 6.82-7.0 
0(2H,m), 7.12-7.31(2H,m), 7.50-7.80(3H,m), 7. 
60-7.70(1 H,m) 0 

[1668] 

mmm m 

1 H-NMR(200MH Z ,CDC1 3 ) 8 ppm: 1. 35-2.20,2.65- 
3.15&tf 4.92-5.13(±8H,m), 3.67(3H,s), 6.55- 
6.84(2H,m), 6.84-7.00(2H,m), 7.00-7. 19(lH,m), 
7.19-7.34(2H,m), 7.73-7.85(lH,m), 8.48-8.60 
(lH,m), 8.60-8.72(lH,m) o 



[1669] 

mmm m 



<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );dc ppm :1.21-3.18, 3.58-3.85, 4.15-4.40 
and 4.82 - 5.15 {All 25 H, m, 2.63 (t, 
J=5.73H<sub>Z</sub> ), 4.27 (t, J=5.8H<sub>Z</sub> ) }, 
6.14 - 7. 01 and 7. 18 - 7.49and 7.75 - 7.92 {All 7 H, m, 7.85 
(d, J=8.5H<sub>Z</sub> ) }. 

{1665} 

Working Example 778 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :0.96 (6 H, d, 
J=10.7H<sub>Z</sub> ), 1.21 -4. 11 and 4. 31 -4.59 and 
5.01 - 5.22 {All 21 H, m, 2.41 (s ), 3.70 (s ), 3.92 (d, 
J-6.6H<sub>Z</sub> ) }, 6.49 - 7.67 and 7.80 - 8.05 {AH 8 
H, m, 7.92 (d, J=8.4H<sub>Z</sub> ) }. 

{1666} 

Working Example 779 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :1.35-1.86, 1.86-2.29, 
2.40-2.63, 2.63-3.16, 3.32-3.52 and 4.85 -5.08 {All 11 H,m, 
2.52 (s ), 2.57 (s ) }, 6.56 - 6.68 and 6.82 - 7.56 (6 H, m ),8.86 
and 8.97 (All 2 H, each s ), 9.17 and 9.23 (All 1 H, each s ). 

{1667} 

Working Example 780 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );deppm :1.38-1.66, 1.85-2.22, 2.62-3.16 
and 4.90 - 5.15 (8 H, m ), 3.71 (3 H, s ), 6.58 - 6.70 (1 H, m ), 
6.70 -6.82 (1 H, m ), 6.82 - 7.00 (2 H, m ), 7.12 - 7.31 (2 H, 
m ), 7.50 - 7.80 (3 H, m ), 7.60 - 7.70(1 H, m ). 

{1668} 

Working Example 781 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :1.35-2.20, 2.65-3.15 and 4.92 - 
5.13 (All 8 H, m ), 3.67 (3 H, s ), 6.55 - 6.84 (2 H, m ), 6.84 
-7.00 (2 H, m ), 7.00 - 7.19 (1 H, m ), 7.19 - 7.34 (2 H, m ), 
7.73 - 7.85 (1 H, m ), 8.48 - 8.60(1 H, m ), 8.60 - 8.72 (1 H, 
m). 

{1669} 

Working Example 783 
compound 
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'H-NMR^OOMH^CDCW d ppm: 1 .19-4.68 &lf 
5.00-5.19[± 27H,m,2.36(s), 3. 75(s)], 6.48-7.5 9 
(7H,m) 0 

[1670] 

SlJSflJ 784 

'H-NMR^OOMH^CDCh) 8 ppm: 1 .05-2.2 1 ,2.55- 
3.19,3-41-3.55,3.65-3.80,3.95-4.23 Rtf 4.89-5.1 
2[£ 31H,m,1.45(s), 3.73(s)],6.5 1-6.74,6.82-6.9 
5,7.19-7.35 Jklf 7.80-7.90[£ 7H,m,7.84(d,J=8. 
4H Z )] 0 



[1671] 

Hffi^l 785 

1 H-NMR(200MH Z ,CDC1 3 ) 6 ppm: 1.0^.0 Rtf 4. 
0-5.2(£ 29H,m), 6.1-8.2(:£ 1 lH,m)o 



[1672] 

786 

] H-NMR(200MH Z ,CDC1 3 ) (5 ppm: 1 .0- 1 .4, 1 .4-4.0 
&lfU.0-5.2(± 33H,m), 6.15-6.35 &lf 6.6-8.25 
(£ 7H,m), 12.4-13.4(lH,m) 0 



[1673] 

787 

'H-NMR^OOMH^CDCU) 6 ppm: 1 .2-1.6, 1 .6-2.2, 
2.6-3.75 RlS 3.9-4.6(£ 28H,m), 6.5-7.6 Rtf 7. 
8-8.2(± 12H,m), 10.8-1 1.2(lH,m) 0 



[1674] 
HffiW 788 

1 H-NMR(250MH Z ,CDC1 3 ) 6 ppm: 1 .25-4.0,4.3 5- 
4.55&tf 5.0-5.20[±30H,m,2.33(s), 2.82(s), 3. 
63(s)],6.55-7.55[± 6H,m,6.6(d,J-6.6H z ), 6.96 
(d,J=6.6H z ), 7.20(d,J=6.6H z ), 7.49(s)L 



[1675] 



<sup>l</sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm : 1.1 9-4.68 and 5.00 - 5.19 {All 
27 H, m, 2.36 (s ), 3.75 (s ) }, 6.48 - 7.59 (7 H, m ). 

{1670} 

Working Example 784 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :1.05-2.21, 2.55-3.19, 
3.41-3.55,3.65-3.80, 3.95-4.23 and 4.89 - 5.12 {All 31 H, m, 
1 .45 (s ), 3.73 (s ) }, 6.5 1 - 6. 74 and 6. 82 - 6.95 and 7. 19 - 
7.35 and 7.80 - 7.90 {All 7 H, m, 7.84 (d, 
J=8.4H<sub>Z</sub>)}. 

{1671} 

Working Example 785 
compound 

<sup>l</sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm : 1.0-4.0 and 4.0 - 5.2 (All 29 H, 
m), 6.1-8.2 (All 11 H,m). 

{1672} 

Working Example 786 
compound 

<sup>l</sup>H-nmr (200 MH<sub>Z</sub>, 
CDCl<sub>3</sub> );de ppm :1.0-1.4, 1.4- 4.0 and 4.0 - 5.2 
(All 33 H, m ), 6.15 - 6.35 and 6.6 - 8.25 (All 7 H, m ),12.4 - 
13.4(1 H,m). 

{1673} 

Working Example 787 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm : 1.2- 1.6, 1.6-2.2, 2.6-3.75 and 
3.9 - 4.6 (All 28 H, m ), 6.5 - 7.6 and 7 .8-8.2 (All 12 H, m ), 
10.8- 11.2(1 H,m). 

{1674} 

Working Example 788 
compound 

<sup>K/sup>H-nmr (250 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm : 1.25-4.0, 4.35-4.55 and 5.0 - 
5.20 {All 30 H, m, 2.33 (s ), 2.82 (s ), 3.63 (s ) }, 6.55 - 7.55 
{All 6 H, m, 6.6 (d, J=6.6H<sub>Z</sub> ), 6.96 (d, 
J=6.6H<sub>Z</sub> ), 7.20 (d, J=6.6H<sub>Z</sub> ), 7.49 
(s)}. 

{1675} 
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mmm 789 

, H-NMR(200MH Z ,CDC1 3 ) Sppm:0.4- 1.4, 1.4-2.4, 
2.4-2.85,2.85-3.3,3.3-5.0 SXfi 5.0-5.8(± 29H,m), 
6.29 6.5-7.5[£ 6H,m,6.29(d,J=8.4H z )] 0 



[1676] 
SlJfefl] 790 

1 H-NMR(200MH Z ,CDC1 3 ) 6 ppm: 1.35-1 .69, 1 .78- 
2.26,2.53-3.14,3.30-3.81,4.29-4.51 Jk\£ 4.90-5.1 
8t£ 15H,m,2.98(t,J=5.3H z ), 4.39(t,J=5.3H z ), 3. 
72(s)],6.45-7.35,7.65-7.92 JSilf 8.40-8.65(£ 11 
H,m) 0 

[1677] 

si mm 792 

I H-NMR(200MH Z ,CDC1 3 ) <5 ppm: 0.75-0.98, 1.21 - 
2.20,2.42-4.19 4.85-5.19(± 25H,m,2.60(s), 
3.73(s)] ,6.45-6.75 JSilS 6.80-7.00(± 5H,m), 7. 
23(lH,d,J=2.4H z ), 7.81(lH,d,J=6.6H z )] 0 



[1678] 
HJfcflJ 794 

1 H-NMR(200MH Z ,CDC1 3 ) Sppmrl.l 1-3.95,4.41- 
4.63 Stf 4.95-5.15[± 28H,m,1.49(s), 1.58(s), 
2.38(s)],6.75-7.92(7H,m)o 



[1679] 

mmm 795 

1 H-NMR(200MH Z ,CDC1 3 ) d ppm: 1.11 -4.05,4.45- 
4.70 4.81-5.13[£ 27H,m,2.40(s), 1.25(d,J= 
6.2H Z ), 1 .3 1 (d,J=6.3H z )] ,6.60-7.82(8H,m) e 



[1680] 

mmm 796 



Working Example 789 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :0.4- 1.4, 1.4- 2.4, 2.4- 2.85, 
2.85-3.3, 3.3- 5.0 and 5.0 - 5.8 (All 29 H, m ), 6.29 and 6.5 - 
7.5 {All 6 H, m, 6.29 (d, J=8.4H<sub>Z</sub> ) }. 

{1676} 

Working Example 790 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :1.35-1.69, 1.78-2.26, 
2.53-3.14,3.30-3.81,4.29-4.51 and 4.90 -5.18 {All 15 H, m, 
2.98 (t, J=5.3H<sub>Z</sub> ), 4.39 (t, 
J=5.3H<sub>Z</sub> ), 3.72 (s ) }, 6.45 - 7. 35 and 7. 65 - 
7.92and 8.40 - 8.65 (All 1 1 H, m ). 

{1677} 

Working Example 792 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :0.75-0.98, 1.21-2.20, 2.42-4.19 
and 4.85 - 5.19 {AH 25 H, m, 2.60 (s ), 3.73 (s ) }, 6.45 - 6.75 
and 6.80 - 7.00 (All 5 H, m ),7.23 (1 H, d, 
J=2.4H<sub>Z</sub> ), 7.81 (1 H, d, 
J=6.6H<sub>Z</sub> )). 

{1678} 

Working Example 794 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );<le ppm :1 .1 1-3.95, 4.41-4.63 and 4.95 - 
5.15 {All 28 H, m, 1.49 (s ), 1.58 (s ), 2.38 (s ) }, 6.75 - 7.92 
(7 H,m). 

{1679} 

Working Example 795 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :1.1 1-4.05, 4.45-4.70 and 4.81 - 
5.13 {All 27 H, m, 2.40 (s ), 1.25 (d, J=6.2H<sub>Z</sub> ), 
1 .3 1 (d, J=6.3H<sub>Z</sub> ) }, 6.60 - 7.82 (8 H, m ). 

{1680} 

Working Example 796 
compound 
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, H-NMR(200MH Z ,CDC1 3 ) 6 ppm: 1 .35-2. 1 8,2. 1 8- 
4.20,4.25-4.70 4.90-5.15[± 24H,m,3.85 

(s)],6.55-7.15,7.15-7.60 RlS 7.70-8.10(:£ 21H, 
m)o 

[1681] 

mmm 797 
otitis® 

1 H-NMR(200MH 2 ,CDC1 3 ) d ppm: 1 .03-1 .40, 1.50- 
2.23,2.23-2.58,2.58-4.05,4.05-4.30 Rlf 4.52-4.7 
3[£ 24H,m,1.60(s), 2.13(s)],6.55-7.05 &XS 7.0 
5-7.50(± 20H,m) e . 



[1682] 

] H-NMR(200MH Z ,CDC1 3 ) d ppm: 1 .30-2.20,2.62- 
3.18;&tf 4.85-5.05(±8H,m), 3.68(3H,brs), 6.6 
7-6.90 Rlf 7.00-7.50(£ 7H,m), 7.75-7.85(lH, 
m), 8.50-8.65(lH,m), 8.65-8.85(lH,m) 0 



[1683] 

mmm 799 

(DUG® 

■H-NMR^OOMH^CDCb) 6 ppm: 1 .30- 1 .80, 1 .80- 
2.20,2.62-2.93,2.93-3.20 RlS 4.82-5.03(± 8H, 
m), 3.71(3H,s), 6.67-6.85(2H,m), 7.10-7.48(5 
H,m), 7.60-7.80(2H,m), 8.60-8.70(1 H,m) 0 



[1684] 

mmm soo 

1 H-NMR(200MH Z ,CDC1 3 ) 6 ppm: 1 .33- 1 .65, 1 .80- 
2.20,2.62-2.70,2.95-3.20,3.50-3.90 &Xf 4.85-5.0 
2[± HH,m,3.74(s)],5.02-6.00(lH,br), 6.65-7.0 
5(3H,m), 7.05-7.50(3H,m), 7.72-7.92(2H,m), 8. 
68-8.83(2H,m) 0 

[1685] 
Hffi^J 801 

l H-NMR(200MH z ,DMSO-d 6 ) 6 ppm: 1 .03-2.04(1 
0H,m), 2.31-3.88,4.29-4.54 RlS 4.84-5.07[£ 1 
9H,m,2.43(s), 3.77(s)],6.50-7.78(llH,m), 8.44- 
8.69(lH,m), 9.91-10.27(lH,m) o 



<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm : 1.35-2. 18, 2.18-4.20, 4.25-4.70 
and 4.90 - 5.15 {All 24 H, m, 3.85 (s ) }, 6.55 - 7. 15 and 7. 
15 - 7.60and 7.70 - 8.10 (All 21 H, m ). 

{1681} 

Working Example 797 
compound 

<sup>l</sup>H-nmr (200 MH<sut»Z</sub>, 
CDCKsub>3</sub> );de ppm :1.03-L40, 1.50-2.23, 
2.23-2.58, 2.58-4.05, 4.05-4.30 and 4.52 - 4.73 {All 24 H, m, 
1.60 (s ), 2.13 (s ) }, 6.55 - 7.05 and 7.05 - 7.50 (All 20 H, 
m). 

{1682} 

Working Example 798 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm : 1.30-2.20, 2.62-3.18 and 4.85 - 
5.05 (All 8 H, m ), 3.68 (3 H, brs ), 6.67 - 6.90 and 7.00 -7.50 
(All 7 H, m ), 7.75 - 7.85 (1 H, m ), 8.50 - 8.65 (1 H, m ), 8.65 
-8.85(1 H,m). 

{1683} 

Working Example 799 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :1.30-1.80, 1.80-2.20, 
2.62-2.93, 2.93-3.20 and 4.82 - 5.03 (All 8 H, m ), 3.71 (3 H, 
s ), 6.67 - 6.85 (2 H, m ), 7. 1 0 -7.48 (5 H, m ), 7.60 - 7.80 (2 
H,m), 8.60-8.70(1 H,m). 

{1684} 

Working Example 800 
compound 

<sup>l</sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm : 1.33- 1.65, 1.80-2.20, 
2.62-2.70, 2.95-3.20, 3.50-3.90 and 4.85 - 5.02 {All 1 1 H, m, 
3.74 (s ) }, 5.02 - 6.00 (1 H, br ), 6.65 - 7.05 (3 H, m ),7.05 - 
7.50 (3 H, m ), 7.72 - 7.92 (2 H, m ), 8.68 - 8.83 (2 H, m ). 

{1685} 

Working Example 801 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de ppm :1.03-2.04 (10 H, m ), 2.31 - 3. 88 
and 4. 29 - 4.54 and 4.84 - 5.07 {All 19 H, m, 2.43 (s ), 3.77 
(s ) }, 6.50 - 7.78 (1 1 H, m ), 8.44 - 8.69 (1 H, m ), 9.91 - 
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8.69(1 H,m), 9.91-10.27(lH,m) o 
[1686] 

mmm 802 

'H-NMR^OOMH^DMSO-dfi) 6 ppm: 1 .05-2.36 
(± 10H,m,1.18(t,J=7.0H z ), 2.48-4.54 RlS 4.79- 
5.21 19H,m,3.60(s)],6.67-7.62(llH,m), 10.0 
4-10.39(lH,m)o) 



[1687] 

mmm 803 

1 H-NMR(200MH z ,DMSO-d6) 8 ppm: 1 .05-2. 1 0( 1 
0H,m), 2.39-3.94,4.18-4.49 &lf 4.88-5. 12[± 1 
6H,m,3.58(s)],6.69-7.70(llH,m), 8.34-8.71(lH, 
m), 10.00-10.34(lH,m) o 



[1688] 

mmm 804 

1 H-NMR(200MH z ,DMSO-d 6 ) d ppm: 1.00-2.28 
[ 1 0H,m, 1 .23(t,J=7.2H z )],2.42-4. 1 3,4.26-4.52 & 
If 4.69-4.91(^1 19H,m), 6.76-7.85(1 lH,m), 10. 
09-10.48 JgLtf 1 1.10-1 1.26(£ !H,m) 0 



[1689] 

1 H-NMR(200MH z ,DMSO-d 6 ) S ppm:0.99-2.06 
[l0H,m,1.20(t,J=7.0H 2 )],2.38-4.08,4.25-4.52 S. 
tf4.72-4.92(£l6H,m), 6.78-7.84(1 lH,m), 8.43 
-8.68(lH,m), 10.09-10.45(lH,m) o 



[1690] 

mmm 806 

1 H-NMR(200MH z ,DMSO-d 6 ) 6 ppm: 1 .03-2. 1 1 (4 
H,m), 2.34(3H,s), 2.44-4.79 Xtf 4.88-5. \0(± 1 
6H,m), 6.12-8.03(1 lH,m), 1 1.08-1 1.55(lH,m) 0 

[1691] 



10.27(1 H,m). 
{1686} 

Working Example 802 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de ppm :1.05-2.36 (All 10 H, m, 1.18 (t, 
J=7.0H<sub>Z</sub> ), 2.48 - 4.54 and 4.79 - 5.21 {All 19 
H, m, 3.60 (s ) }, 6.67 - 7.62 (1 1 H, m ),10.04 - 10.39 (1 H, 
m).) 

{1687} 

Working Example 803 
compound 

<sup>l</sup>H-nmr (200 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de ppm :1.05-2.10 (10 H, m ), 2.39 - 3. 94 
and 4. 18 - 4.49 and 4.88 - 5. 12 {All 16 H, m, 3.58 (s ) }, 6.69 
- 7.70 (11 H, m ), 8.34 - 8.71 (1 H, m ), 10.00 - 10.34 (1 H, 
m). 

{1688} 

Working Example 804 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de pjpm : 1.00-2.28 {10 H, m, 1.23 (t, 
J=7.2H<sub>Z</sub> ) }, 2.42 - 4. 13 and 4. 26 - 4.52 and 
4.69 - 4.91(A11 19 H, m ), 6.76 - 7.85 (1 1 H, m ), 10.09 - 
10.48 and 1 1.10 - 1 1.26 (All 1 H, m ). 

{1689} 

Working Example 805 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de ppm :0.99-2.06 {10 H, m, 1.20 (t, 
J=7.0H<sub>Z</sub> ) }, 2.38 - 4. 08 and 4. 25 - 4.52 and 
4.72 - 4.92(A11 16 H, m ), 6.78 - 7.84 (1 1 H, m ), 8.43 - 8.68 
(1 H,m), 10.09- 10.45 (1 H,m). 

{1690} 

Working Example 806 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de ppm : 1.03-2.1 1 (4 H, m ), 2.34 (3 H, s ), 
2.44 - 4.79 and 4.88 - 5.10 (All 16 H, m ), 6.12 -8.03 (1 1 H, 
m), 11.08- 11.55 (1 H,m). 

{1691} 
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l H-NMR(200MH z ,DMSO-d 6 ) 6 ppm:l .03-2.13(1 
OH,m), 2.22-3.83,4.17-4.48 Jtlf 4.88-5.10[£ 1 
6H,m,2.35(s)],6.58-7.90(llH,m), 8.39-8.81(lH, 
m), 10.20-10.65(lH,m) o 



[1692] 

1 H-NMR(200MH z ,DMSO-d 6 ) d ppm: 1 .10-2.28(4 
H,m), 2.52-4.68 4.87-5. 10C± 22H,m,3.51 
(s), 3.65(s)],6.1 1-6.29 RZf 6.42-7.65(± 10H, 
m), 1 1.07-1 1.48(lH,brs)o 

[1693] 

mi&m 809 

I H-NMR(200MH Zl DMSO-d 6 ) 6 ppm:0.95-2.26(l 
OH,m), 2.38-4.08,4.20-4.52 &lf 4.78-5.08[± 1 
9H,m,3.58(s), 3.75(s)],6.62-7.62(10H,m), 8.36- 
8.68(lH,m), 9.82-10.20(lH,m) o 



[1694] 
Hffitfl 810 

, H-NMR(200MH z ,DMSO-d 6 ) 6 ppm: 1 .07-2.29(4 
H,m), 2.30-4.78 Rtf 4.87-5.10[± 22H,m,3.51 
(s), 3.65(s)], 6. 11-6.29 S.U 6.42-7.63(£ 10H, 
m), 1 1.13-1 1.58(lH,brs) 0 

[1695] 

3l!fc#J8ii 

, H-NMR(200MH z ,DMSO-d 6 ) d ppm: 1.03-2.30(1 
OH,m), 2.40-4.00,4.18-4.76 RlS 4.83-5.08[^: 1 
9H,m,3.58(s), 3.75(s)], 6.63-7.64(1 OH,m), 8.34- 
8.71(lH,m), 9.92-10.39(lH,m) o 



[1696] 

, H-NMR(200MH z ,DMSO-d^) <5 ppm: 1 .05-2.09(4 
H,m), 2.30(3H,m), 2.58-4.71 &lf 4.88-5.18[± 



1997-8-26 

Working Example 807 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de ppm : 1.03-2.13 (10 H, m ), 2.22 - 3. 83 
and 4. 17 - 4.48 and 4.88 - 5.10{A11 16 H, m, 2.35 (s ) }, 6.58 
- 7.90 (1 1 H, m ), 8.39 - 8.81 (1 H, m ), 10.20 - 10.65 (1 H, 
m). 

{1692} 

Working Example 808 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de ppm : 1.10-2.28 (4 H, m ), 2.52-4.68 
and 4.87 -5. 10 {All 22 H,m,3.51 (s ), 3.65 (s )}, 6.1 1 - 6.29 
and6.42 - 7.65 (All 10 H, m ), 1 1.07 - 1 1.48 (1 H, brs ). 

{1693} 

Working Example 809 
compound 

<sup>l</sup>H-nmr (200 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de ppm :0.95-2.26 (10 H, m ), 2.38 - 4. 08 
and 4. 20 - 4.52 and 4.78 - 5.08{A11 19 H, m, 3.58 (s ), 3.75 
(s ) }, 6.62 - 7.62 (10 H, m ), 8.36 - 8.68 (1 H, m ), 9.82 - 
10.20 (lH,m). 

{1694} 

Working Example 810 
compound 

<sup>l</sup>H-nmr (200 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de ppm : 1.07-2.29 (4 H, m ), 2.30 - 4.78 
and 4.87-5.10 {All 22 H, in, 3.51 (s ), 3.65 (s )}, 6.1 1 - 6.29 
and6.42-7.63 (All 10 H, m ), 1 1.13 - 11.58 (1 H,brs ). 

{1695} 

Working Example 811 
compound 

<sup>l</sup>H-nmr (200 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de ppm : 1.03-2.30 (10 H, m ), 2.40 - 4. 00 
and 4. 18 - 4.76 and 4.83 - 5.08 {All 19 H, m, 3.58 (s ), 3.75 
(s ) }, 6.63 - 7.64 (10 H, m ), 8.34 - 8.71 (1 H, m ), 9.92 - 
10.39(1 H,m). 

{1696} 

Working Example 812 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de ppm : 1.05-2.09 (4 H, m ), 2.30 (3 H, 



Page 153 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP1997221476A 

19H,m,3.57(s)],6.12-7.68(10H,m), 11.00-11.50 
(lH,brs) 0 

[1697] 

36J£#J 813 

, H-NMR(200MH z ,DMSO-d 6 )<5ppm:0.96-2.19 
[ 1 0H,m, 1 . 1 9(t, J=7.0H Z )] ,2.3 1 (3H,s), 2.55-4.69 
Rlf 4.82-5.08[£ 19H,m,3.59(s)],6. 12-7.63(10 
H,m), 10.19-10.52 Rlf 1 1.00-1 1.30(£ lH,m) 0 



[1698] 

HlfcW.814 

I H-NMR(200MH Z ,CDC1 3 ) 6 ppm: 1 . 1 5-2.30,2.50- 
3,85,4.48-4.67 Rlf 5.06-5.24[£ 15H,m,2.56(s) 
Rlf 3.72(s)],6.50-6.72(lH,m), 6.72-7.95(9H, 
m), 8.57-8.75(lH,m) 0 

[1699] 

mmm 8i6 

1 H-NMR(200MH Z ,CDC1 3 ) 6 ppm: 1 . 1 5-2.2 1 (4H, 
m), 2.33-2.55,3.09-3.87 Rlf 4.39-4.62 [± 11H, 
m,2.45Xt^3.69( J &s)],2.60-3.05(2H,m), 4.81-5. 
19[2H,m,4.93 Rlf 5.09(# s)],6.25-7.53(12H, 
m) 0 

[1700] 

HlfcflJ 817 

1 H-NMR(200MH Z ,CDC1 3 ) <5 ppm: 1 . 1 5-2. 19(4H, 
m), 2.44 Rlf 2.47(£ 3H,& s), 2.1 1-3.08(2H, 
m), 3.08-3.90,4.39-4.62 Rlf 4.79-5.31 1± 7H,4. 
89 Rlf 5.06(£ 2H,# s)],6.25-7.52(12H,m) 0 



[1701] 
Hffifl] 818 

'H-NMR^OOMH^CDCb) 6 ppm: 1 . 1 2-2. 1 7[£ 1 
0H,m,1.24 Rlf 1.35(^ d,J=6.0H z )],2.32-2.59[3 
H,m,2.43(s)],2.61-3.32(3H,m), 3.41 -3.92 [6H,m, 
3.70(s)], 4.29-4.63 Rlf 5.01-5.22(± 2H,m), 6.1 
8-7.42(7H,m) 0 
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m), 2.58 -4.71 and 4.88 -5.18 {All 19 H, m, 3.57 (s)},6.12 
-7.68 (10 H, m ), 1 1 .00 ~ 1 1.50 (1 H, brs ). 

{1697} 

Working Example 813 
compound 

<sup>l</sup>H-nmr (200 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de ppm :0.96-2.19 {10 H, m, 1.19 (t, 
J=7.0H<sub>Z</sub> ) }, 2.31 (3 H, s ), 2.55 - 4.69 and 4.82 
-5.08 {All 19 H, m,3.59 (s )}, 6.12 -7.63 (10 H, m ), 10.19- 
10.52 and 1 1.00 - 1 1.30 (All 1 H, m ). 

{1698} 

Working Example 814 
compound 

<sup>l</sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm : 1.1 5-2.30, 2.50-3.85, 4.48-4.67 
and 5.06 - 5.24 {All 15 H, m, 2.56 (s ) and 3.72 (s ) }, 6.50 - 
6.72 (1 H, m ), 6.72 - 7.95 (9 H, m ),8.57 - 8.75 (1 H, m ). 

{1699} 

Working Example 816 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm : 1.1 5-2.21 (4 H, m ), 2.33 - 2. 
55 and 3. 09 - 3.87 and 4.39 - 4.62 {All 1 1 H, m, 2.45 and 3.69 
(Each s ) }, 2.60 - 3.05 (2 H, m ), 4.81 - 5.19 {2 H, m, 4.93 
and 5.09 (Each s ) }, 6 25 - 7.53 (12 H, m ). 

{1700} 

Working Example 817 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm : 1.1 5-2. 19 (4 H, m ), 2.44 and 
2.47 (All 3 H, each s ), 2.1 1 - 3.08 (2 H, m ), 3.08 - 3. 90and 
4. 39 - 4.62 and 4.79 - 5.31 {All 7 H, 4.89 and 5.06 (All 2 H, 
each s )}, 6.25 -7.52 (12 H,m). 

{1701} 

Working Example 818 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCl<sub>3</sub> );de ppm :1. 12-2.17 {All 10 H, m, 1.24 
and 1.35 (Each d, J=6.0H<sub>Z</sub> ) }, 2.32 - 2.59 {3 H, 
m, 2.43 (s ) }, 2.61 - 3.32 (3 H, m ), 3.41 - 3.92 {6 H, m, 3.70 
(s ) },4.29 - 4.63 and 5.01 - 5.22 (All 2 H, m ), 6.18 - 7.42 (7 
H,m). 
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[1702] 

mmm 819 

(bits® 

l H-NMR(200MH z ,CDCl 3 ) d ppm: 1 .09-2.22C 10 
H,m,1.22 1.35(# d,J=6.0H z )], 230-2.58 [3 
H,m,2.43 Jklt 2.47(& s)] ,2.1 1-4.0 l(4H,m), 4.2 
8-4.70 RXf 4.99-5.22(± 2H,m), 6.13-7.48(8H, 
m) 0 

[1703] 

XM 820 

1 H-NMR(200MH Z ,CDC1 3 ) 6 ppm:0.75-l .00, 1 .00- 
2.20,2.60-3.05,3.05-3.43,3.43-3.96 Stf 4.45-4.6 
2[£ 24H,m,1.59(s), 3. 19(s)Sl/ 3.69(s)],6.80-7. 
50(7H,m) o 

[1704] 

1 H-NMR(200MH Zs CDCl 3 )fippm:0.70-1.00 > 1.10- 
2.20,2.60-3.95,4.45-4.65 Rlf 5.02-5. 15(± 21H, 
m), 6.80-7.55(7H,m) o 

[1705] 

mmm 822 

1 H-NMR(200MH Z ,CDC1 3 ) S ppm:0.60- 1 .05, 1.15- 
2.20,2.60-3.05,3.15-3.95,4.45-4.60 Rlf 5.02-5.1 
5(± 30H,m), 6.72-7.60(7H,m) e 

[1706] 

mmm 823 

1 H-NMR(200MH Z ,CDC1 3 ) 6 ppm:0.63- 1.00,1.10- 
2.20,2.60-3.95,4.45-4.60 &JS 5.00-5.20(± 27H, 
m), 6.68-7.58(7H,m) 0 

[1707] 

mmm 825 

'H-NMR^OOMH^CDCW d ppm: 1 .20-2.20,2.35- 
2.60,2.60-3.85 Stf 4.25-4.65(£ 16H,m), 6.40-6. 
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{1702} 

Working Example 819 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :1.09-2.22 {10 H, m, 1.22 and 
1.35 (Each d, J=6.0H<sub>Z</sub> ) }, 2.30 - 2.58 {3 H, m, 
2.43 and 2.47 (Each s ) }, 2.1 1 - 4.01 (4 H, m ), 4.28 - 4.70 
and4.99 - 5.22 (All 2 H, m ), 6.13 - 7.48 (8 H, m ). 

{1703} 

Working Example 820 
compound 

<sup>l</sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :0.75-1.00, 1.00-2.20, 
2.60-3.05, 3.05-3.43, 3.43-3.96 and 4.45 - 4.62 {All 24 H, m, 
1.59 (s ), 3.19 (s ) and 3.69 (s ) }, 6.80 - 7.50 (7 H, m ). 

{1704} 

Working Example 821 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :0.70-1.00, 1.10-2.20, 
2.60-3.95, 4.45-4.65 and 5.02 - 5.15 (All 21 H, m ), 6.80 - 
7.55 (7 H, m ). 

{1705} 

Working Example 822 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCl<sub>3</sub> );de ppm :0.60-1.05, 1.15-2.20, 
2.60-3.05, 3.15-3.95, 4.45-4.60 and 5.02 - 5.15 (All 30 H, m ), 
6.72 - 7.60 (7 H, m ). 

{1706} 

Working Example 823 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :0.63-1.00, 1.10-2.20, 
2.60-3.95, 4.45-4.60 and 5.00 - 5.20 (All 27 H, m ), 6.68 - 
7.58 (7 H, m ). 

{1707 } 

Working Example 825 
compound 

<sup>l</sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm : 1.20-2.20, 2.35-2.60, 2.60-3.85 
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66(lH,m), 6.70-7.55(1 lH,m) 0 
[1708] 

'H-NMR^OOMH^CDC^) 8 ppm: 1 .20-2.25,2.25- 
3.26,3.26-3.90 Rlf 4.50-4.70[£ 12H,m,2.61 
(s)],6.72-6.85(lH,m), 6.85-6.97(lH,m), 7.00-7. 
35(3H,m), 7.35-7.45(lH,d,J=8.2H z ), 7.56-7.78 
(2H,m), 7.85-8. 12(2H,m), 8.20-8.38(lH,m), 8.7 
0-8.80(1 H,m) 0 

[1709] 

I H-NMR(200MH Z ,CDC1 3 ) 6 ppm: 1 .2-2.4(4H,m), 
2.7-3.8,4.4-4.7 &lf 4.9-5.2(^1 5H,& m), 6.8-8. 
4(7H,m)o 

[1710] 

1 H-NMR(200MH z ,CDCl 3 ) 6 ppm: 1 . 1 3-2.30(4H, 
m), 2.35-4.08,4.40-4.64 RlS 4.92-5.20(± 13H, 
m,2.52(s), 3.72(s), 5.08(s)],6.48-7.62(16H,m) o 

[1711] 

ni&M 829 

1 H-NMR(200MH Z ,CDC1 3 ) d ppm: 1 . 1 3-2.26,2.32- 
3.69&tf4.81-5.20[£: 13H,m,2.49(s), 5.07(s)], 
6.57-7.63(16H,m)o 

[1712] 

833 

1 H-NMR(200MH Z ,CDC1 3 ) d ppm:0.86,0.93,1.07, 
1.15-2.15,2.60-3.80 &Zf 4.35-4.60[£ 23H,m,0. 
86(d,J=6.6H z ), 0.93(d,J=6.6H z ), 1.07(t,J=7H z )], 
6.75-7.60[^7H,mD,8.25-8.80(lH,m) e 



[1713] 



and 4.25 - 4.65 (All 16 H, m ), 6.40 - 6.66 (1 H, m ), 6.70 - 
7.55(11 H,m). 

{1708} 

Working Example 826 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :1. 20-2.25, 2.25-3.26, 3.26-3.90 
and 4.50 - 4.70 {All 12 H, m, 2.61 (s ) }, 6.72 - 6.85 (1 H, 
m ), 6.85 - 6.97 (1 H, m ),7.00 - 7.35 (3 H, m ), 7.35 - 7.45 (1 
H, d, J=8.2H<sub>Z</sub> ), 7.56 - 7.78 (2 H, m ), 7.85 - 
8.12 (2 H, m ), 8.20 -8.38 (1 H, m ), 8.70 - 8.80 (1 H, m ). 

{1709} 

Working Example 827 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :1.2- 2.4 (4 H, m ), 2.7 - 3.84.4 
- 4.7 and 4.9 - 5.2 (All 5 H, each m ), 6.8 - 8.4(7 H, m ). 

{1710} 

Working Example 828 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :1. 13-2.30 (4 H, m ), 2.35 - 4. 
08 and 4. 40 - 4.64 and 4.92 - 5.20 {All 13 H, m, 2.52 (s ), 
3.72 (s ), 5.08 (s ) }, 6.48 - 7.62 (16 H, m ). 

{1711} 

Working Example 829 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCl<sub>3</sub> );de ppm :1. 13-2.26, 2.32-3.69 and 4.81 - 
5.20 {All 13 H, m, 2.49 (s ), 5.07 (s ) }, 6.57 - 7.63 (16 H, 
m). 

{1712} 

Working Example 833 
compound 

<sup>l</sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :0.86, 0.93, 1.07, 1.15-2.15, 
2.60-3.80 and 4.35 - 4.60 {All 23 H, m, 0.86 (d, 
J=6.6H<sub>Z</sub> ), 0.93 (d, J-6.6H<sub>Z</sub> ), 1.07 
(t, J=7H<sub>Z</sub> ) }, 6.75 - 7.60 {All 7 H, m }, 8.25 - 
8.80(1 H,m). 

{1713} 
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834 

1 H-NMR(200MH Z ,CDC1 3 ) 6 ppm: 1.20-2. 15,2.55- 
3.85,4.35-4.55 &tfU.67[£ 15H,m,4.67(s)],6.70 
-7.40,7.44 &Zf 7.50-7.90[^ 12H,m,7.44(s)] 0 



[1714] 

835 

, H-NMR(200MH Z ,CDC1 3 ) 6 ppm: 1 .35-2.24,2.39- 
2.62,2.63-3.18,3.29-3.99,4.06-4.63 Rlf 4.83-5.1 
l[£ 15H,m,2.49(s), 3.81(t,J=6.0H z )3,6.58-7.62 
(HH,m) 0 



[1715] 

mmm 836 

■H-NMR^OOMH^CDCU) 6 ppm:0.67-l .03, 1 .05- 
2.54,2.55-4.28,4.41-4.63 fttf 5.00-5.21 C± 24H, 
m,0.78(d,J=6.6H z ), 0.92(d,J=6.6H z ), 2.28(d,J= 
7.2H 2 ), 2.43(s), 3.71(s)],6.40-7.41(7H,m) o 



[1716] 

mmm 838 

'H-NMRCOOMH^CDCy $ ppm:0.96 XI/ 1.04 
(£ 6H,& d,J=6.7H z ), 1.18-2.20(4H,m), 2.44 fi. 
If 2.48(± 3H,& s), 2.61-3.31,3.39-4.16 5. 
02-5.27(£ 8H,m), 6.19-7.42(8H,m) Q 



[1717] 

mmm 839 

^-NMR^OOMH^CDCWSpprntf^ &lf 0.99 
(± 3H,& t,J=7.2H z ), 1.15-2.22(8H,m), 2.43 JSi 
if 2.47(± 3H,# s), 2.62-3.31,3.36-4.09,4.38-4. 
65 &tf 5.01-5.23C± 7H,m,(3.82 &XS 3.97(# t, 
J=6.5H Z ), 6.17-7.41(8H,m) 0 )3 



[1718] 

mmm 840 



Working Example 834 
compound 

<sup>l</sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm : 1.20-2. 15, 2.55-3.85, 4.35-4.55 
and 4.67 {All 15 H, m, 4.67 (s ) }, 6.70 - 7. 40 and 7. 44 and 
7.50 -7.90 {All 12 H, m, 7.44 (s ) }. 

{1714} 

Working Example 835 
compound 

<sup>l</sup>H-nmr (200 MH<sut»Z</sub>, 
CDCKsub>3</sub> );de ppm : 1.35-2.24, 2.39-2.62, 
2.63-3:18,3.29-3.99, 4.06-4.63 and 4.83 -5.11 {All 15H,m, 
2.49 (s ), 3.81 (t, J=6.0H<sub>Z</sub> ) }, 6.58 - 7.62 (1 1 H, 
m). 

{1715} 

Working Example 836 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :0.67-1.03, 1.05-2.54, 
2.55-4.28, 4.41-4.63 and 5.00 - 5.21 {All 24 H, m, 0.78 (d, 
J=6.6H<sub>Z</sub> ), 0.92 (d, J-6.6H<sub>Z</sub> ), 2.28 
(d, J=7.2H<sub>Z</sub> ), 2.43 (s ), 3.71 (s ) }, 6.40 - 7.41 
(7 H, m ). 

{1716} 

Working Example 838 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCl<sub>3</sub> );de ppm :0.96 and 1.04 (All 6 H, each d, 
J=6.7H<sub>Z</sub> ), 1.18 - 2.20 (4 H, m ), 2.44 and 2.48 
(All 3 H, each s ), 2.61- 3. 31 and 3. 39 - 4.16 and 5.02 - 5.27 
(All 8 H, m ), 6.19 - 7.42 (8 H, m ). 

{1717} 

Working Example 839 
compound 

<sup>l</sup>H-nmr (200 MH<sub>Z</sub>, 
CDCl<sub>3</sub> );de ppm :0.92 and 0.99 (All 3 H, each t, 
J=7.2H<sub>Z</sub> ), 1.15 - 2.22 (8 H, m ), 2.43 and 2.47 
(All 3 H, each s ), 2.62- 3. 31 and 3. 36 - 4. 09 and 4. 38 - 
4.65 and 5.01 - 5.23 {All 7 H, m, (3.82 And 3.97 (Each t, 
J=6.5H<sub>Z</sub> ), 6.17 - 7.41 (8 H, m ). ) } 

{1718} 

Working Example 840 



Page 157 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP1997221476A 

'H-NMR^OOMH^DMSO-dg) 8 ppm:0.65-0.98, 
1.04-2.12,2.13-3.70,4.26-4.51 RXS 4.81-5.02[:£ 
21H,m,0.75(d,J=6.5H z ), 0.89(d,J=6.5H z ), 2.27 
(d,J=7.1H z ), 2.33(s)],6.38-7.42(7H,m), 12.14-1 
2.42(1 H,m)o 



[1719] 

l H-NMR(200MH z ,CDCl 3 ) 6 ppm:0.85-2.22,2.55- 
3.31,3.41-3.80,4.05-4.31 &Xf 4.41 -4.62 [± 25H, 
m,3.69(s)],6.71-7.70(7H,m) e 

[1720] 

mmm 842 

, H-NMR(200MH Z ,CDC1 3 ) 6 ppm:0.82-l .03, 1.15- 
2.20 JSilS 2.45-4.62[± 22H,m,0.93(s)),6.48-8.21 
(8H,m) 0 

[1721] 

1 H-NMR(200MH 2 ,CDC1 3 ) d ppm: 1 . 1 0-2.41 ,2.56- 
4.65 &XS 4.90-5. \6(± 15H,m), 6.52-7.69(7H, 
m), 9.39-10.05(lH,m) o 



[1722] 

'H-NMR^OOMH^CDCU) S ppm: 1 . 1 3-4.0 1 &.U 
4.48-4.72C± 23H,m,2.33(s)],5.10(2H,d,J=10.3H 
z ), 6.43-7.64(16H,m) 0 



[1723] 

mmm 845 

l H-NMR(200MH z ,CDCl 3 ) 6 ppm: 1 .09-4.20,4.50- 
4.70a^4.96-5.16[^23H,m,2.36(s)],6.41-7.48 
(12H,m) 0 

[1724] 
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compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de ppm :0.65-0.98, 1.04-2.12, 2.13-3.70, 
4.26-4.51 and 4.81 - 5.02 {All 21 H, m, 0.75 (d, 
J=6.5H<sub>Z</sub> ), 0.89 (d, J=6.5H<sub>Z</sub> ), 2.27 
(d, J=7.1H<sub>Z</sub> ), 2.33 (s ) }, 6.38 - 7.42 (7 H, m ), 
12.14-12.42(1 H,m). 

{1719} 

Working Example 841 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :0.85-2.22, 2.55-3.31 , 
3.41-3.80, 4.05-4.31 and 4.41 - 4.62 {All 25 H, m, 3.69 (s ) }, 
6.71-7.70 (7 H,m). 

{1720} 

Working Example 842 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :0.82-1.03, 1.15-2.20 and 2.45 - 
4.62 {All 22 H, m, 0.93 (s ) }, 6.48 - 8.21 (8 H, m ). 

{1721} 

Working Example 843 
compound 

<sup>l</sup>H-nrnr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm : 1.1 0-2.41, 2.56-4.65 and 4.90 - 
5.16 (All 15 H, m ), 6.52 - 7.69 (7 H, m ), 9.39 - 10.05(1 H, 
m). 

{1722} 

Working Example 844 
compound 

<sup>K/sup>H-nmr (200 MH<sut»Z</sub>, 
CDCKsub>3</sub> );de ppm : 1.1 3-4.01 and 4.48 - 4.72 {All 
23 H, m, 2.33 (s ) }, 5 JO (2 H, d, J=10.3H<sub>Z</sub> ), 
6.43 -7.64 (16 H,m). 

{1723} 

Working Example 845 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );<le ppm : 1.09-4.20, 4.50-4.70 and 4.96 - 
5.16 {All 23 H, m, 2.36 (s ) }, 6.41 - 7.48 (12 H, m ). 

{1724} 
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Ht&ffl 849 

l H-NMR(200MH z ,CDCl 3 ) 6 ppm: 1 .2-2.2(4.5H, 
m), 2.7-3.0[£ 5H,m,2.83(s)],3.1-3.3,3.3-3.5,3.6 
-3.85,4.35-4.5 5.05-5.35[± 12.5H,m,3.40(t, 
J=7.4H Z ), 3.67(s), 3.77(s)),6.62(lH,d,J=8.1H z ), 
6.82(lH,d,J=8.1H z ), 6.9-7.4(4H,m) 0 



[1725] 
Slffifi!! 850 

1 H-NMR(200MH Z ,CDC1 3 ) 6 ppm:0.95(6H,d,J=6. 
2H Z ), 1.25-2.15,2.7-3.3,3.67,3.72,4.35-4.65 &Xf 
5.10-5.4[£ 19H,m,3.67(s), 3.72(s)3,6.26,6.64,6. 
73-6.78,6.96 &lf 7.12-7.4[£ 6H,m,6.26(d,J=8. 
1H Z ), 6.64(d,J=8.1H z ), 6.96(dd,J=8.1H z ,2.2H 

Z)3c 



[1726] 

mmm ssi 

'H-NMR(200MH z ,CDCl3) d ppm: 1.2-2.2,2.7-3.0 
5,3.15-3.3,3.4-4.0,4.4-4.55,4.6-4.8X^5.05-5.25 
20H,m,3.69(s), 3.71(s)],6.60-7.45[± 6H,m, 
6.63(d,J=8. 1 H z ), 6.85(d,J=8. 1 H z )] . 



[1727] 
Hffifl] 852 

1 H-NMR(200MH Z ,CDC1 3 ) d ppm: 1 . 1 7-2.30(4H, 
m), 2.57-3.03,3.09-3.33,3.43-3.92,4.38-4.63 S. 
If 5.08-5.28C3: 10H,m,3.62(s), 3.70(s)),6.53-7. 
43(10H,m) o 



[1728] 

mmm 853 

1 H-NMR(200MH Z ,CDC1 3 ) d ppm: 1 . 1 8-2.30(4H, 
m), 2.60-3.05,3.10-3.37,3.46-4.33,4.38-4.62 S. 
If 5.08-5.29[£ 10H,m,3.67(s), 3.71(s), 3.81 
(s)],6.52-7.46(10H,m) o 



1997-8-26 

Working Example 849 
compound 

<sup>l</sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :1.2- 2.2 (4.5 H, m ), 2.7 - 3.0 
{All 5 H, m, 2.83 (s ) }, 3.1 - 3.33.3 - 3.53.6 - 3. 85and 4. 35 - 
4.5 and 5.05 - 5.35 {All 12.5 H, m, 3.40 (t, 
J=7.4H<sub>Z</sub> ), 3.67 (s ), 3.77 (s ) }, 6.62 (1 H, d, 
J-8.1H<sub>Z</sub> ), 6.82 (1 H, d, J=8.1H<sub>Z</sub> ), 
6.9 - 7.4 (4 H, m ). 

{1725} 

Working Example 850 
compound 

<sup>l</sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :0.95 (6 H, d, 
J=6.2H<sub>Z</sub> ), 1.25 - 2.152.7 - 3. 3 and 3. 67 and 3. 
72and 4. 35 - 4.65 and 5.10 - 5.4 {All 19 H, m, 3.67 (s ), 3.72 
(s ) }, 6. 26 and 6. 64 and 6. 73 - 6.78 and 6. 96 and 7.12 - 7.4 
{All 6 H, m, 6.26 (d, J=8. lH<sub>Z</sub> ), 6.64 (d, 
J=8.1H<sub>Z</sub> ), 6.96 (dd, J=8.1H<sub>Z</sub>, 
2.2H<sub>Z</sub>) }. 

{1726} 

Working Example 851 
compound 

<sup>l</sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :1.2- 2.2, 2.7-3.05, 3.15-3.3, 
3.4. 4.0, 4.4- 4.55, 4.6-4.8 and 5.05 - 5.25 {All 20 H, m, 3.69 
(s ), 3.71 (s ) }, 6.60 - 7.45 {All 6 H, m, 6.63 (d, 
J=8.1H<sub>Z</sub> ), 6.85 (d, J=8.1H<sub>Z</sub> ) }. 

{1727} 

Working Example 852 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm : 1.17-2.30 (4 H, m ), 2.57 - 3. 
03 and 3. 09 - 3. 33 and 3. 43 -3. 92 and 4. 38 - 4.63 and 5.08 

- 5.28 {All 10 H, m, 3.62 (s ), 3.70 (s ) }, 6.53 - 7.43 (10 H, 
m). 

{1728} 

Working Example 853 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :1. 18-2.30 (4 H, m ), 2.60 - 3. 
05 and 3. 10 - 3. 37 and 3. 46 -4. 33 and 4. 38 - 4.62 and 5.08 

- 5.29 {All 10 H, m, 3.67 (s ), 3.71 (s ), 3.81 (s ) }, 6.52 - 7.46 
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[1729] 

mmm 854 

, H-NMR(200MH Z ,CDC1 3 ) 6 ppm: 1.1 9-2.46 C7H, 
m,2.37(s)],2.58-3.04,3-05-4.26,4.38-4.63 RZf 5. 
06-5.28[£llH,m,3.67(s), 3.7 l(s)], 6.54-7.48(10 
H,m) 0 

[1730] 

mmm 855 

1 H-NMR(200MH 2 ,CDC1 3 ) 6 ppm: 1 .20-2.28(4H, 
m), 2.39(3H,s), 2.57-3.10,3.11-4.35,4.40-4.63 
RlS 5.08-5.30[£ 8H,m,3.75(s)],6.47-6.71 RlS 
6.81-7.78(£ HH,m) 0 

[1731] 
Hffiffl 856 

1 H-NMR(200MH z ,DMSO-d 6 ) 6 ppm: 1.12-2.1 9(4 
H,m), 2.57-4.08,4.20-4.66 Rlf 4.81-5.08[± 11 
H,m,3.52(s), 3.65(s)],6.62-7.62(10H,m), 12.36 
(lH,s) 0 

[1732] 

mmm 857 

1 H-NMR(200MH z ,DMSO-d 6 ) 6 ppm: 1 . 1 0-2. 1 9(4 
H,m), 2.43-4.14,4.20-4.71 Rlf 4.83-5.10[£ 11 
H,m,3.59(s), 3.75(s)],6.67-7.65(10H,m), 12.20- 
12.57(lH,brs) 0 

[1733] 

858 

1 H-NMR(200MH z ,DMSO-d 6 ) 6 ppm: 1.13-2.38 
[7H,m,2.31(s)],2.51-4.02,4.19-4.75 &tf 4.82-5. 
08[± 8H,m,3.59(s)],6.62-7.80(10H,m), 12.20-1 
2.58(lH,brs) 0 

[1734] 

mmm 859 
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(10H,m). 
{1729} 

Working Example 854 
compound 

<sup>K/sup>H-nmr (2.00 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm : 1.1 9-2.46 {7 H, m, 2.37 (s ) }, 
2.58 - 3. 04 and 3. 05 - 4. 26 and 4. 38 -4.63 and 5.06 - 5.28 
{All 1 1 H, m, 3.67 (s ), 3.71 (s ) }, 6.54 - 7.48 (10 H, m ). 

{1730} 

Working Example 855 
compound 

<sup>l</sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm : 1.20-2.28 (4 H, m ), 2.39 (3 H, 
s ), 2.57 - 3. 10 and 3. 1 1 - 4. 35 and4. 40 - 4.63 and 5.08 - 
5.30 (All 8 H, m, 3.75 (s ) }, 6.47 - 6.71 and 6.81 - 7.78 (All 
11 H,m). 

{1731} 

Working Example 856 
compound 

<sup>l</sup>H-nmr (200 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de ppm : 1.12-2. 19 (4 H, m ), 2.57 - 4. 08 
and 4. 20 - 4.66 and 4.81 - 5.08{A11 1 1 H, m, 3.52 (s ), 3.65 
(s ) }, 6.62 - 7.62 (10 H, m ), 12.36 (1 H, s ). 

{1732} 

Working Example 857 
compound 

<sup>l</sup>H-nmr(200 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de ppm :1. 10-2.19 (4 H, m ), 2.43 - 4. 14 
and 4. 20-4.71 and 4.83 - 5.10{A11 1 1 H, m, 3.59 (s ), 3.75 
(s ) }, 6.67 - 7.65 (10 H, m ), 12.20 - 12.57 (1 H, brs ). 

{1733} 

Working Example 858 
compound 

<sup>K/sup>H-nmr(200 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de ppm : 1.13-2.38 {7 H, m, 2.31 (s ) }, 
2.5 1 - 4. 02 and 4. 19 - 4.75 and 4.82 - 5. 08 {All 8 H, m, 3.59 
(s ) }, 6.62 - 7.80 (10 H, m ), 12.20 - 12.58 (1 H, brs ). 

{1734} 

Working Example 859 
compound 
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1 H-NMR(200MH z ,DMSO-d 6 ) d ppm: 1.18-2.1 8(4 
H,m), 2.34(3H,s), 2.48-4.12,4.20-4.80 X1/4.89 
-5.12(£ 5H,m), 6.61-7.88(1 lH,m), 12.12-12.60 
(lH,m)c 

[1735] 

MMffl 860 

'H-NMR^OOMH^CDCU) 6 ppm: 1 . 1 5-2.25,2.50- 
3.03,3.10-3.30,3.48-3.91,4.25-4.55 RlS 5.05-5.2 
8[£l9H,m,3.71(s), 3.74(s), 4.40(t,J=5.9H z )],6. 
42-7.42 aU^7.71-7.99[±7H,m,6.58(d,J=8.3H z ), 
7.86(d,J=8.3H z )] Q 



[1736] 

l H-NMR(200MH z ,CDCl 3 ) 6 ppm:0.75-2.2 1 ,2.5 1 - 
3.31,3.45-4.10,4.30-4.60 RZf 5.03-5.3l[£ 24H, 
m,0.95(d,J=6.7H 2 ), 3.92(d,J=7.2H z ), 3.72(s), 3. 
74(s)],6.42-7.41 RlS 7.65-8.00[£ 7H,m,6.58(d, 
J=8.3H Z ), 7.88(d,J=8.3H z )L 



[1737] 

862 

^-NMR^OOMH^CDCla) 6 ppm: 1 . 1 1 -2.3 1 ,2.5 1 - 
3.32,3.42-4.09,4.30-4.58 Rlf 5.05-5.21 [:£ 19H, 
m,3.79(s), 4.44(t,J=7.8H z )],6.49-7.42[6H,m,6.6 
2(d,J=8.3H z )] 0 



[1738] 
HflfcfliJ 863 

1 H-NMR(200MH z ,DMSO-d^) 6 ppm:0.88(6H,d,J 
=6.7H Z ) 1.1 0-2.07,2.52^.45 &t/4.85-5.02[± 15 
H,m,3.63(s), 3.98(d,J=7.2H z )],6.50-6.88,6.98-7. 
29,7.38-7.79 RlS 8.28-8.49[£ 7H,m,6.70(d,J=8. 
3H Z ), 7.52(d,J-8.3H z )] 0 



[1739] 



<sup>l</sup>H-nmr (200 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de ppm : 1.1 8-2. 18 (4 H, m ), 2.34 (3 H, s ), 
2.48 - 4. 12 and 4. 20 - 4.80 and4.89 - 5.12 (All 5 H, m ), 6.61 

- 7.88 (11 H, m ), 12.12 - 12.60 (1 H, m ). 

{1735} 

Working Example 860 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm : 1.15-2.25, 2.50-3.03, 
3.10-3.30, 3.48-3.91, 4.25-4.55 and 5.05 - 5.28 {All 19 H, m, 
3.71 (s ), 3.74 (s ), 4.40 (t, J=5.9H<sub>Z</sub> ) }, 6.42 - 
7.42 and 7.71 - 7.99 {All 7 H, m, 6.58 (d, 
J=8.3rf<sub>Z</sub> ), 7.86 (d, J=8.3H<sub>Z</sub> ) }. 

{1736} 

Working Example 861 
compound 

<sup>l</sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :0.75-2.21, 2.51-3.31 , 
3.45-4.10, 4.30-4.60 and 5.03 - 5.31 {All 24 H, m, 0.95 (d, 
J=6.7H<sub>Z</sub> ), 3.92 (d, J=7.2H<sub>Z</sub> ), 3.72 
(s ), 3.74 (s ) }, 6.42 - 7.41 and 7.65 - 8.00 {All 7 H, m, 6.58 
(d, J=8.3H<sub>Z</sub> ), 7.88 (d, J=8.3H<sub>Z</sub> ) }. 

{1737} 

Working Example 862 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :U 1-2.31 , 2.51-3.32, 
3.42-4.09, 4.30-4.58 and 5.05 - 5.21 {All 19 H, m, 3.79 (s ), 
4.44 (t, J=7.8H<sub>Z</sub> ) }, 6.49 - 7.42 {6 H, m, 6.62 
(d, J=8.3H<sub>Z</sub> ) }. 

{1738} 

Working Example 863 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de ppm :0.88 (6 H, d, 
J=6.7H<sub>Z</sub> ) 1.10 - 2. 07 and 2. 52 - 4.45 and 4.85 

- 5.02 {All 15 H, m, 3.63 (s ), 3.98 (d, 
J=7.2H<sub>Z</sub> ) }, 6.50 - 6. 88 and 6. 98 - 7. 29 and 7. 
38 - 7.79 and 8.28 -8.49 {All 7 H, m, 6.70 (d, 
J=8.3H<sub>Z</sub> ), 7.52 (d, J=8.3H<sub>Z</sub> ) }. 

{1739} 

Working Example 864 
compound 
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1 H-NMR(200MH z ,DMSO-d 6 ) 6 ppm: 1 .0 1 -2. 1 0, 
2.39-4.51 4.86-5.05 [± 13H,m,3.67(s)],6.0- 
7.75(6H,m), 9.99(lH,s) 0 



[1740] 

mmm 865 

, H-NMR(200MH Z ,CDC1 3 ) d ppm: 1.11 -2.2 1 ,2.60- 
3.29,3.41-3.90,4.41-4.65 Jklf 4.82-5.20[± 19H, 
m,1.26(d,J=6.4H z ), 3.69(s)],6.53-7.80[± 8H,m, 
6.7 l(s), 7.46(s)] 0 



[1741] 

866 

1 H-NMR(200MH Z ,CDC1 3 ) 6 ppm:0.85-2. 1 8,2.45- 
3.90,4.29-4.60 Rlf 4.78-5.18[£ 16H,m,1.28(d,J 
=7.2H Z )] ,6.40-7. 8 1 (8H,m), 7.90-9.60( 1 H,m) e 



[1742] 

mi&®\ 867 

, H-NMR(200MH Z ,CDC1 3 ) 6 ppm: 1.11 -2.29,2.68- 
3.92,4.38-4.70 RlS 5.01-5.19[± 20H,m,1.50(s), 
1.58(s), 2,16(s), 3.70(s)],6.78-7.90[± 7H,m,7. 
59(d,J=2.1H z )L 



[1743] 

1 H-NMR(200MH Z ,CDCI 3 ) d ppm: 1 .06-2.69,2.98- 
4.26 Rlf 4.60-4.8 1[± 33H,m,2.32(s), 2.39(s)3, 
6.42-7.45(7H,m) 0 

[1744] 

jgjfcfl] 869 

'H-NMR(200MH Z ,CDC1 3 ) 6 ppm: 1.68-2.72,3 .0 1 - 
4.25 RlS 4.65-4.92[£ 25H,m,2.32(s), 2.47(s), 
3.82(s)],6.46-7.12(llH,m) 0 



[1745] 
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<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de ppm : 1.01-2. 10, 2.39-4.51 and 4.86 - 
5.05 {All 13 H, m, 3.67 (s ) }, 6.0 - 7.75 (6 H, m ), 9.99 (1 H, 
s). 

{1740} 

Working Example 865 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm : 1 . 1 1 -2.2 1 , 2.60-3.29, . 
3.41-3.90, 4.41-4.65 and 4.82 - 5.20 {All 19 H, m, 1.26 (d, 
J=6.4H<sub>Z</sub> ), 3.69 (s ) }, 6.53 - 7.80 {All 8 H, m, 
6.71 (s), 7.46 (s)}. 

{1741} 

Working Example 866 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCl<sub>3</sub> );de ppm :0.85-2.18, 2.45-3,90, 4.29-4.60 
and 4.78 - 5.18 {All 16 H, m, 1.28 (d, 
J=7.2H<sub>Z</sub> ) }, 6.40 - 7.81 (8 H, m ), 7.90 - 9.60 (1 
H,m). 

{1742} 

Working Example 867 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :1.1 1-2.29, 2.68-3.92, 4.38-4.70 
and 5.01 -5.19 {All 20 H, m, 1.50 (s ), 1.58 (s ), 2.16 (s), 
3.70 (s ) }, 6.78 - 7.90 {All 7 H, m, 7.59 (d, 
J=2.1H<sub>Z</sub>) }. 

{1743} 

Working Example 868 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm : 1.06-2.69, 2.98-4.26 and 4.60 - 
4.81 {All 33 H, m, 2.32 (s ), 2.39 (s ) }, 6.42 - 7.45 (7 H, m ). 

{1744} 

Working Example 869 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm : 1.68-2.72, 3.01-4.25 and 4.65 - 
4.92 {All 25 H, m, 2.32 (s ), 2.47 (s ), 3.82 (s ) }, 6.46 - 7.12 
(11 H,m). 

{1745} 
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, H-NMR(200MH 2 ,CDC1 3 ) d ppm: 1 .93-2.98,3.29- 
4.59 at/ 4.69-5.3 1[£ 23H,m,2.35(s), 3.60(t,J= 
5.5Hz), 4.35(t,J=5.3H z ), 6.69-7.70(7H,m) o 3 



[1746] 

mmm 87i 

'H-NMR(200MH 2 ,CDCl3) 6 ppm:2. 16-2.98,3.42- 
3.91,4.02-4.25,4.60-4.88 at/ 5.02-5.40[£ 19H, 
m,2.35(s), 4.79(s)],6.61-7.05at/7.13-7.94(± 1 
2H,m) 0 

[1747] 

(HH,m) 0 
[1748] 

873 

, H-NMR(200MH Z ,CDC1 3 ) d ppm:0. 80-2.6 1,2. 88- 
3.72,3.85-4.40 at/ 4.62-5.01 27H,m,1.31(t,J 
=7.0H Z ), 2.35(s), 4.22(q,J=7.1H z )],6.41-7.49(7 
H,m) 0 



[1749] 

nmm 874 

1 H-NMR(200MH Z ,CDC1 3 ) d ppm: 1.18-1 .48, 1 .68- 
2.62,2.95-4.41 at/ 4.7 1-5.05 19H,m,1.31(t,J 
=7.1H Z ), 2.50(s), 3.80(s), 4.22(q,J-6.8H z )],6.4 
5-7.65(± llH,m) 0 



[1750] 

mmm 875 

1 H-NMR(200MH Z ,CDC1 3 ) d ppm: 1 . 1 0-2.62,2.90- 
3.70,3.85-4.21 at/ 4.65-4.95 [:£ 22H,m,2.35 
(s)],6.35-7.45(7H,m)] 0 



[1751] 

m^m 876 
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Working Example 870 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCl<sub>3</sub> );de ppm : 1.93-2.98, 3.29-4.59 and 4.69 - 
5.31 {All 23 H, m, 2.35 (s ), 3.60 (t, J=5.5H<sub>Z</sub> ), 
4.35 (t, J=5.3H<sub>Z</sub> ), 6.69 - 7.70 (7 H, m ). } 

{1746} 

Working Example 87 1 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :2. 16-2.98, 3.42-3.91, 
4.02-4.25, 4.60-4.88 and 5.02 - 5.40 {All 19 H, m, 2.35 (s ), 
4.79 (s ) }, 6.61 - 7.05 and 7.13 - 7.94 (All 12 H, m ). 

{1747} 

(11 H,m). 

{1748} 

Working Example 873 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :0.80-2.61, 2.88-3.72, 3.85-4.40 
and 4.62 - 5.01 {All 27 H, m, 1.31 (t, J=7.0H<sub>Z</sub> ), 
2.35 (s ), 4.22 (q, J=7.1H<sub>Z</sub> ) }, 6.41 - 7.49 (7 H, 
m). 

{1749} 

Working Example 874 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :1. 18-1.48, 1.68-2.62, 2.95-4.41 
and 4.71 - 5.05 {All 19 H, m, 1.31 (t, J=7.1H<sub>Z</sub> ), 
2.50 (s ), 3.80 (s ), 4.22 (q, J=6.8H<sub>Z</sub> ) }, 6.45 - 
7.65 (All 11 H,m). 

{1750} 

Working Example 875 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm : 1.1 0-2.62, 2.90-3.70, 3.85-4.21 
and 4.65 - 4.95 {AH 22 H, m, 2.35 (s ) }, 6.35 - 7.45 (7 H, 
m)). 

{1751} 

Working Example 876 
compound 
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l H-NMR(200MH z ,CDCl 3 ) d ppm: 1 .69-2,62,2.81- 
4.28 JSLlf 4.65-4.98 1± 14H,m,2.43(s), 3.80(s)], 
6.41-7.62[llH,m,7.38(d,J=9.2H z )]o 



[1752] 

mmm zn 

1 H-NMR(200MH Z> CDC1 3 ) 6 ppm: 1 .53(9H,s), 1 . 
71-2.24,2.50-2.91,3.49-4.45 &t/ 4.61-5. 10[± 1 
2H,m,3.59(t,J=6.3H z ), 4.28(t,J=6.0H z )],6.65-7.8 
0 RlS 8.55-8.68(£ 8H,m)o 



[1753] 

1 H-NMR(200MH Z ,CDC1 3 ) d ppm:l .53(9H,s), 2. 
09-2.31,2.52-2.82,3.55-4.51 RlS 4.62-5.09[± 1 
2H,m,2.17(t,J=5.1H z ), 4.3 7(t,J=5.5H z )] ,6.89-7.7 
l(7H,m) 0 



[1754] 

5SSH5! 879 

1 H-NMR(200MH Z ,CDC1 3 ) 6 ppm:2.05-2.90 Rlf 
3.46-5.10[± 12H,m,3.60(t,J=5.8H z ), 4.38(t,J=5. 
3Hz) 3,6.8 1 -7.71 (7H,m), 10.1-1 0.6( 1 H,m) 0 



[1755] 

880 

1 H-NMR(200MH z ,DMSO-d 6 ) 6 ppm:2.5 1 -2.88 
RlS 3.10-5.15[± 6H,m,4.94(s)],6.70-7.35,7.45- 
7.85,7.92-8.28 RlS 8.55-8.65(£ 13H,m) 0 



[1756] 

nits® 

l H-NMR(200MH z ,CDCl 3 ) 6 ppm: 1.12-1 .41 ,2.5 1- 
2.86,3.69-4.01,4.10-4.48 Xtf 4.62-4.98 13H, 
m,1.29(t,J=4.0H z ), 4.69(s)],6.65-7.10 RXS 7.19- 
7.92[£ 12H,m,7.73(d,J=8.8H z ), 7.84(d,J=7.0H 



<sup>l</sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );db ppm : 1.69-2.62, 2.81-4.28 and 4.65 - 
4.98 {All 14 H, m, 2.43 (s ), 3.80 (s ) }, 6.41 - 7.62 {1 1 H, m, 
7.38 (d, J=9.2H<sub>Z</sub> ) }. 

{1752} 

Working Example 877 
compound 

<sup>l</sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :1.53 (9 H, s ), 1.71 - 2. 24 and 
2. 50 - 2. 91 and 3. 49 -4.45 and 4.61 - 5.10 {All 12 H, m, 
3.59 (t, J=6.3H<sub>Z</sub> ), 4.28 (t, 
J=6.0H<sub>Z</sub> ) }, 6.65 - 7.80 and 8.55 - 8.68 (All 8 
H,m). 

{1753} 

Working Example 878 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :1.53 (9 H, s ), 2.09 - 2. 31 and 
2. 52 - 2. 82 and 3. 55 -4.51 and 4.62 - 5.09 {All 12 H, m, 
2.17 (t, J=5.1H<sub>Z</sub> ), 4.37 (t, 
J=5.5H<sub>Z</sub> ) }, 6.89 - 7.71 (7 H, m ). 

{1754} 

Working Example 879 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :2.05-2.90 and 3.46 - 5.10 {All 
12 H, m, 3.60 (t, J=5.8H<sub>Z</sub> ), 4.38 (t, 
J=5.3H<sub>Z</sub> ) }, 6.81 - 7.71 (7 H, m ), 10.1 - 10.6 (1 
H,m). 

{1755} 

Working Example 880 
compound 

<sup>l</sup>H-nmr (200 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de ppm :2.51-2.88 and 3.10 - 5.15 {All 6 
H, m, 4.94 (s ) }, 6.70 - 7. 35 and 7. 45 - 7.85 and 7. 92 - 8.28 
and 8.55 -8.65 (All 13 H, m ). 

{1756} 

Working Example 881 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm :1. 12-1.41, 2.51-2.86, 
3.69-4.01,4.10-4.48 and4.62-4.98 {All 13 H, m, 1.29 (t, 
J=4.0H<sub>Z</sub> ), 4.69 (s ) }, 6.65 - 7.10 and 7.19 - 
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[1757] 
HJfcfll 882 

1 H-NMR(200MH z ,DMSO-d 6 ) 6 ppm:2.30-2.76, 
3.56-3.96 JSLlf 4.27-4.80(:£: 4H,m), 4.94(2H,s), 
6.71-7.90(8H,m) o 

[1758] 

mmm 883 

'H-NMR^OOMH^CDCb) 8 ppm: 1 .60-2.09,2.28- 
4.32 fttf 4.60-5. 10(± 10H,m), 6.41-8.25 &tf 8. 
41-8.90[± 13H,m,8.12(d,J=7.4H z )] 0 

[1759] 

l H-NMR(200MH z ,CDCl 3 ) d ppm: 1 .05- 1 .49 Rlf 
2.25-4.99[± 1 5H,m, 1.31 (t,J=7. 1 H z )],6.60-7.90 
JkXS 8.00-8.28[£ 12H,m,8.12(d,J=7.7H z )] 0 



[1760] 

mmm 885 

1 H-NMR(200MH z ,DMSO-d 6 ) 8 ppm:0.85-4.70 
RlS 4.88-6.20(^1 HH,m), 6.51-8.62[£ 12H,m, 
7.94(d,J=7.2H z )] 0 



[1761] 



K»1)V, U-fe^- 'U>T<<>? Tv-b^ty 
irecepter binding assay) 

-f N ; 7(Akira Ichihara)(D^";£ [J.Bio.Chem.,25 
8,9283(1983)]IZ*i:riSii!!Lfc^hlffa(Dll 
mttmi^Xs [ 3 H]-Arg-/\*V^Ui»(vasopres 
sin)0> 50000dpm(2 x 10- ,0 M)MS* 60 # g f£g 
^(10- 8 ~10- 4 M)^,5mM MgCl 2 . ImM EDTA 
fttf 0.1% BSA lOOmM MJX-^KH 

«&(pH=8.O)0)$£i: 250// 1 10 #|B % 37 
deg C TM^^K— va>Lfco 
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7.92 {All 12 H, m, 7.73 (d, J=8.8H<sub>Z</sub> ), 7.84 (d, 
J=7.0H<sub>Z</sub>)}. 

{1757} 

Working Example 882 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de ppm :2.30-2.76, 3.56-3.96 and 4.27 - 
4.80 (All 4 H, m ), 4.94 (2 H, s ), 6.71 - 7.90 (8 H, m ). . 

{1758} 

Working Example 883 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm : 1.60-2.09, 2.28-4.32 and 4.60 - 
5.10 (All 10 H, m ), 6.41 - 8.25 and 8.41 - 8.90 {All 13 H, m, 
8.12 (d, J=7.4H<sub>Z</sub> ) }. 

{1759} 

Working Example 884 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, 
CDCKsub>3</sub> );de ppm : 1.05-1.49 and 2.25 - 4.99 {All 
15 H, m, 1.31 (t, J-7.1H<sub>Z</sub> ) }, 6.60 - 7.90 and 
8.00 - 8.28 {All 12 H, m, 8.12 (d, J-7.7H<sub>Z</sub> ) }. 

{1760} 

Working Example 885 
compound 

<sup>K/sup>H-nmr (200 MH<sub>Z</sub>, DMSO 
-d<sub>6</sub> );de ppm :0.85-4.70 and 4.88 - 6.20 (All 1 1 
H, m ), 6.51 - 8.62 {All 12 H, m, 7.94 (d, 
J=7.2H<sub>Z</sub>)}. 

{1761} 

<pharmacological test example > 

Test 1) V<sub>K/sub>receptor binding assay 
(V<sub>l</sub>recepterbinding assay ) 

{<sup>3</sup>H } -Arg-vasopressin 50000 dpm (2 X 
10<sup>-10</sup>M ) film preparation 60;mu g test medicine 
(10 <sup>-8</sup>~10<sup>-4</sup>M ) of (vasopressin ), 5 
mM MgCKsub>2</sub>, ImM EDTA and in total weight 
250;mu 1 of 100 mM [torisuu ] hydrochloric acid buffer (pH 
=8.0 ) which include 0.1%BSA incubation were done with 10 
min , 37deg C making use of film preparation of the rat liver 
which is manufactured according to method {J.Bio.Chem ., 
258, 9283 (1983) } of [ichihara ] (Akiralchihara ). 
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■£<DQL aT?*?-^*— (GF/F)£ffll*T, /\*V 
ifi£ 3 EfTfclVllflGjft 5ml lcrgfe,^Lfc„ 

[1762] 

BS*(%)=100-C(C,-B,)/(Co-B,)] x 100 



C,;B!t4fl*©miS^^JtC 3 H]-/\*V^Uv>i:ro 
B,;j§*J<D/<V^Ui/>(10-*M)#STt?0)C 3 H]- 



•juste*:**-. 

[1763] 

tt*2)V 2 'J-fe?$i— 'U>T<(><f Tvk4(y 
2 recepter binding assay) 

O.HECHTER OT^SfeD.Bio.Chem.,253,321 1(19 

L^T, [3 H]-Arg-/<7:7Uv^(vasopressin)<7) 1 
00000dpm(4 x 10"'°M)fflMf # 0.6mg gSgsHKlO" 1 
0 ~10" 5 M)£, 5mM MgCl 2 . ImM EDTA S.U 
0.1%BSA£^t: lOOmM MJ*-ffi&Jgfl}jfc(pH 
=8.0)CO£g* 250// 1 *7?_3Jf W. 4 deg C T*-< 
l/^i*— va>Lfc. 



aSfrfcl* 2 IbISCX 5ml l=T**Lfc. 
[1764] 

HS*(%)=100-[(C,-B,)/(Co-B,)] x 100 
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After that, in order to separate film preparation which is 
connected with the vasopressin making use of glass filter 
(GF/F ), filtration was washed with thrice doing buffer 5ml . 

It removed this glass filter , mixed with cocktail for liquid 
scintillation , connectedwith film with liquid scintillation 
counter {<sup>3</sup>H } -vasopressin to measure quantity, 
the inhibition ratio was calculated with next formula . 

{1762} 

inhibition ratio (%) = 100 - 

{ (C<sub>K/sub>-B<sub>K/sub> ) / 

(C<sub>0</sub>-B<sub>l</sub> ) } X 100 

test chemical of C<sub*>l</sub>;known amount and 
{<sup>3</sup>H } bound amount -vasopressin for {3 H } 
-vasopressin film under coexisting 

When excluding C<sub>0</sub>;test chemical , 
{<sup>3</sup>H } bound amount -vasopressin for film 

bound amount for {<sup>3</sup>H } -vasopressin film under 
vasopressin (10 <sup>-6</sup>M ) existing of the 
B<sub> 1 </sub>;excess 

concentration of test chemical where inhibition ratio which 
was calculated atdescription above becomes 50% was sought, 
this was designated as IC <sub>50</sub> value. 

Result is shown in below-mentioned chart. 

{1763} 

Test 2) V<sub>2</sub >receptor binding assay 
(V<sub>2</sub>recepterbinding assay ) 

{3 H } -Arg-vasopressin 100000 dpm (4 X 
10<sup>-10</sup>M ) film preparation 0.6mg test medicine 
(10 <sup>-10</sup>~l 0<sup>-5</sup>M ) of (vasopressin ), 
5 mM MgCKsub>2</sub>, ImM EDTA and in total weight 
250;mu 1 of 100 mM Iris -hydrochloric acid buffer (pH =8.0 ) 
which include 0.1% BSA incubation were done with 3 hours , 
4deg C making use of film preparation of rat kidney which 
ismanufactured according to method {J.Bio.Chem .,253, 
3211 (1978) } of O.HECHTER. 

After that, it filtered in order to separate film preparation 
which isconnected with vasopressin making use of glass filter 
(GF/F ), and washed with twice buffer 5ml . 

It removed this glass filter , mixed with cocktail for liquid 
scintillation , connectedwith film with liquid scintillation 
counter {<sup>3</sup>H } -vasopressin to measure quantity, 
the inhibition ratio was calculated with next formula . 

{1764} 

inhibition ratio (%) = 100- 

{ (C<sub>K/sub>-B<sub>K/sub> ) / 
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pi 

C o ;«li^J^I»l>fcB#O[ 3 H]-/<V^bv>0 



(C<sub>0</sub>-B<sut»l</sub> ) } X 100 

test chemical of C<sub>K/sub>;known amount and 
{<sup>3</sup>H } bound amount -vasopressin for 
{<sup>3</sup>H } -vasopressin film under coexisting 

When excluding C<sub>0</sub>;test chemical , 
{<sup>3</sup>H } bound amount -vasopressin for film 

bound amount for {<sup>3</sup>H } -vasopressin film under 
vasopressin (10 <sup>-6</sup>M ) existing of the 
B<sub> 1 </sub>;excess 

concentration of test chemical where inhibition ratio which 
was calculated atdescription above becomes 50% was sought, 
this was designated as IC <sub>50</sub> value. 

Result is shown in below-mentioned chart. 



[1765] 


{1765} 




492] 


{Table 49 2 } 






Vj (IC M nK> 


Vj (IC^M) 


mm wits® 


a. 02i 


0. 15 



[1766] 

Ii!&3)in vivolC£ltfttt/W?l^*— flUB 
— JUfcftTI:: SD 3Mttt5*Ki** 300~450g) 



{1766} 

Test 3) Anti- [bazopuressaa ] action in invivo 

In order under arousal to inspect anti- [bazopuressaa ] action 
with oral dosage of test compound , cannula was inserted in 
abdominal aorta and carotid artery of the SD male rat (body 
weight 300~450g ) under pentobarbital anesthetic . 



2-3 ao>®imo>ik+ fomtmnxm 
fltK<b**li.7KUx^u>yij=!-;u 400 ^ 

[1767] 

«tMb6»a4«a)/Wl/i/> 30mu/k g 81 
■Rrt«^lc < fc4ttHMHJfiiE0>±*S 100%* 
U *mb£*»4»(* 30 afflfflm-eS^ft 
8 »B*-C. / 30mU/kg 



After recovery phase of 2 - 3 days after surgery , it measured 
blood pressure under arousal making use of pressure 
transducer from cannula of the abdominal aorta , prescribed 
[bazopureshin ] from carotid artery . 

test compound in polyethylene glycol 400 and water in 
melting or 5% gum arabic solution oral dosage did with state 
which suspension is done. 

{1767} 

It rose diastolic blood pressure [bazopureshin ] with 30 mU 
/kg intravenous administration before test compound 
prescribing, 100%after test compound dosage with 30 minute 
spacing after prescribing up to 8 -hour , [bazopureshin Jit 
measured rise of diastolic blood pressure with 30 mU /kg 
intravenous administration , it made anti- 
[bazopuressaa ]action of test compound with test compound 
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[1768] 

£i£fflmID 50 fiSli, /<V/^L/i/>30mU/kg»BS 
[1769] 

mmm 29 

RUmmm 70 flMb**tt, *tl?tl l.Omg/k 
g» 2.8mg/kg <D EDsott^Lfco 

[1770] 

iOM)ffi-*l*Jfilftfl§(rtHte ADH lc*f-f Sft 

mtiMs M^TO^HSD St. <*« 300 
~350g)lC, ttttfc^Hlfttf *«($?*^U*/U 

#m**ifcR*ttwy-$?i::TiM!>fc. 



c<©|BL*fti;fraiai=«JI**ti-fc. 

[1771] 

UlSfiff] 493 

<Dit£®£ iomg/kg «n«4-r-5cticj:y» 

^ICJtLT,4fg|ciii)DLfc„ 
[1772] 

MAS. *tt*T«)jieWlc/ 
SnLfcT'VKBrattleburo 7<yh)l=, &Uit£<fa£ 
jH"Jx^Ix>^iJ3-7U 400 ^*l=»»tUli 

$ 2 «MfBM(=r»ttLl!:. 



[1773] 
SSSflJ 562 

«Mb**S lmg/kg fcaa^-tscticfcy. ft 

4Ktt^s>2i$iii*-coB*tt, mufts-mz 

ttLT, 1/5 l=JM>Lfc. 
[0002] 
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with suppression rate of blood pressure rise . 
{1768} 

When [bazopureshin ] rise of diastolic blood pressure 50% 
controling with 30 mU /kg intravenous administration , it 
soughteffective dose ID<sub>50</sub> value, as oral dosage 
of test compound . 

{1769} 

Working Example 2 9 

And compound of Working Example 70 showed 
EEKsub>50</sub> value of 1.0 mg/kg , 2.8mg/kg 
respectively. 

{1770} 

Test 4) Resistance - anti- diuretic action (Action for 
endogenic ADH ) 

In rat (SD system, male , body weight 300~350g ) under 
untreated , non restraint , test compound and solvent 
(di methyl formamide ) oral dosage were done, urine which 
between 2 hours is discharged in spontaneous was gathered 
with metabolism gauge . 

At this time, uptake it did water and bait freely. 

{1771} 

Working Example 493 

From immediately after prescribing urine quantity to 2 
hours comparing to solvent treated group , increased in 4 
-fold by 10 mg/kg oral dosage doing the compound . 

{1772} 

Test 5) Anti- diuretic action 

In rat (Brattleburorat ) where [bazopureshin ] lacks in genetic 
under untreated , non restraint , test compound in 
polyethylene glycol 400 and water in melting or 5% gum 
arabic solution the oral dosage was done forcedly with state 
which suspension is done. 

After prescribing with metabolism gauge , urine which is 
discharged in the spontaneous it recovered with 2 hours 
spacing . 

At this time, uptake it did water and bait freely. 
{1773} 

Working Example 562 

From immediately after prescribing comparing to solvent 
treated group , itdecresised urine quantity to 2 hours , to 1/5 by 
1 mg/kg oral dosage doing the compound . 

[0002] 
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[0003] 



[0004] 
Hfc 19] 




[Problems to be Solved by the Invention ] 

this invention designates that useful pharmaceutical 
composition is offered as vasopressin antagonist , oxytocin 
antagonist , vasopressin operation agent etc as problem . 

[0003] 

[Means to Solve the Problems ] 

benzo heterocyclic derivative which is contained in 
pharmaceutical composition of this invention is displayedwith 
below-mentioned General Formula (1). 

[0004] 

[Chemical Formula 19 ] 



(l) 



R 



[0005] 

[0006] 
lit 20] 



[0005] 

{As for G in Formula } 
[0006] 

[Chemical Formula 20 ] 
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2 3 
R d R 



R 2 R 3 



[0007] 

J^*vl> ««»£LT«»7^*;U*&tf 
*«c£©fc475y«*7;u^>*. 

■**fcLTtt*7**JU»**rt"*Cfc©fc 
R 2 I*. S-NR 4 R 5 (R 4 X^R 5 1*. B-XliJWro 

% /-f );**JI^;*l£*;i£$67;U 
□*i/»;*;U#*i/«il««7;^U»;5/7 
y«»*«7^U»;xWU^»«»«» 
7;U*il/»;«»7iU*y^^**2/»«*« 

•7;u*;u»;ft»7;m**>A;u*-;u«« 

«»7^*^»;«»»fcLT««7JU*iU» 

**-T-5c4:(Dft575y««MS*7;u*y^;u 

**5/»;«*7;ua*5/*;u*^U»««ffi 

»7iUa*2/»;*^#*5/*«»««7;U3 

*i/i;ft»7^*^-f^S;Xlii-(0)m-A-(C 

0)uNR 6 R 7 (m Rtf u 1***1-? *t 0 XI* 1 

to iLmMu (±SB$IC 0 tfcotttftbft 

i\, a r*««7^*u>***-r« r 6 &i/r 7 i* 

ft* ««7JU*JU», «&*<tLT<g»7;U* 

;u*****c£0**75/«l*««7;u* 
;uft» rt;u/^;u»«*«*7;Mr;u*. 7 
* v>*;u»«»«*7;u*;u*. «SS7;u+ 
;bx;i/7tx-ju*x[*^xz:;i/H±[z/\p>f>ll 

^♦-rici^fcft^i-^attft-r. r 6 & 

tfR 7 f*. Cft&JM8£*-«S*IK*i:#fcS* 

5-7 mm<Dm^mm^mLx^i\m^. 
mm±\zit. ffi*7;u*ju*atf7xr.;ns* 

7;i/*JU««C-B»^&atftLfc»4<«SILTl^ 



[0007] 
It shows. 

R<sup>l</sup> shows amino carbonyl lower alkoxy group 
which has fact that it possesses the lower alkyl group as 
amino group , carboxy substitution lower alkoxy group , 
lower alkoxy carbonyl substitution lower alkoxy group or 
substituent which has times when it possesses lower alkyl 
group as amino lower alkoxy group , substituent which 
hasfact that it possesses group which is chosen from 
groupwhich becomes lower alkyl group and lower alkanoyl 
group as hydrogen atom , halogen atom , lower alkyl group , 
lower alkoxy group , hydroxy group , lower alkanoyl oxy 
group , substituent . 

R<sup>2</sup> amino substitution lower alkanoyl oxy 
group ;lower alkoxy carbonyl group substitution lower alkoxy 
group ;carboxyl substitution lower alkoxy group ; lower 
alkanoyl group ; or basis which has times when it possesses 
lower alkyl group basis -NR<sup>4</sup>R<sup>5</sup> 
(R<sup>4</sup> and P <sup>5</sup> show benzoyl group 
which has fact that itpossesses halogen atom as substituent on 
lower alkyl group or phenyl ring which hastimes when it 
possesses hydroxy group as alike or different , hydrogen 
atom , substituent . ); as hydrogen atom ;hydroxy 
group ; lower alkoxy group ;carboxy substituted lower alkyl 
group ;cyano substituted lower alkyl group ;tetrazolyl group 
substituted lower alkyl group ;lower alkanoyl oxy group 
substituted lower alkyl group ;lower alkoxy carbonyl 
substituted lower alkyl group ;substituent - shows (O ) m-A- 
(CO ) uNR<sup>6</sup>R<sup>7</sup> (m and u show 0 or 
1 respectively. However m or u with 0 do not become 
simultaneous. A shows lower alkylene group . 
R<sup>6</sup> and R<sup>7</sup> show phenyl group 
which has fact that itpossesses halogen atom on amino 
substituted lower alkyl group , carbamoyl group substituted 
lower alkyl group , adamantyl group substituted lower alkyl 
group , lower alkyl sulfonyl group or phenyl ring which has 
times whenit possesses lower alkyl group as alike or 
different , hydrogen atom , lower alkoxy group , lower alkyl 
group , substituent . R<sup>6</sup> and R<sup>7</sup> 
with nitrogen atom which these connect through the nitrogen 
atom or oxygen atom or 5 - 7 -member ring may form 
saturated heterocycle without minding. On said heterocycle , 
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R 3 14. **JK?Xli*lfcSBa<Klft7JU*JU 



[0008] 
[It 21] 



-co 



group which is chosen from group which becomes lower alkyl 
group and phenyl lower alkyl group optionally 
substitutable . ). 

R<sup>3</sup> shows hydrogen atom or hydroxy group 
substituted lower alkyl group . 

In addition R<sup>2</sup> and R<sup>3</sup>, these 
becoming simultaneous, the oxo group , lower alkylidene 
group , lower alkoxy-substituted lower alkylidene group , 
lower alkoxy carbonyl substitution lower alkylidene group , 
or it is possible to form phenyl substitution lower alkylidene 
group . 

As for R, On pyridine ring as substituent on phenyl ring 
phenylgroup which has times when it possesses lower alkyl 
group as substituent and Which have times when it possesses 
phenyl group as substituent thegroup which becomes pyridyl 
group on pyridyl carbonyl group ;9-oxo fluorenyl 
group ;quinoline ring which has times when itpossesses group 
which is chosen on quinolyl carbonyl group ;adamantyl 
carbonyl group ;thiophene ring which has timeswhen it 
possesses phenyl group as substituent on thienyl carbonyl 
group ;thiazole ring which has thetimes when it possesses 
phenyl group as substituent thiazolyl carbonyl 
group ;cycloalkyl carbonyl group or basis 

[0008] 

[Chemical Formula 21 ] 




8 



) P 



[0009] 

(p i± i xi* 2 £ s-r o r 8 \mr 

;US£*"f SCirCDfc&TS/a, -hog. /\P 
y>K*XI4«tt7^a*i/»*S-r. R 9 14, 

*-nr' V(r 10 te**iB*- % te$7;u*;u« x 



[0009] 

p shows 1 or 2 . R<sup>8</sup> shows amino group , nitro 
group , halogen atom or lower alkoxy group which has times 
when itpossesses lower alkanoyl group as hydrogen atom , 
lower alkyl group , hydroxy group , substituent . As for 
R<sup>9</sup>, basis -NR<sup>10</sup>R<sup>l K/sup> 
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l::8Slft<!:LTte&7;i^i,«&tf/\P¥>JI 

&S7x:=JU{£»7Jl/*;i/«» 7x-;uS!±|C 

Jft*tLT«*7^*^». 7x^U*. <£*a7 
;U34r'>«, /NP'tr*>IS^S^1SIR7;u*;u 
m&»<tLTf£SS7;U*;Utt£*-f 3C<k 
0>fc575/S. -hP«. 16«7;U*/'OU* 

;iifc»**-*-*ci:*<fcyaoffi*7;ua/<r 

^t©ft*7x/**>««7;U*y'f JU». SSI 

*tLT«^7;u+;ua, fy v;HSSR7yu+ 
tf*tfc*t*-r«ctfl!)**75y*;u*-;u 
*«*7>Ua**>*JU7|«=;u*, {£I»7;U3* 

;u#^u», */y;u***>««««7;u*y'f 
7x:i;uffi«7A<:a**>aju#— 

»)) 



[0010] 
Mb 22] 
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(R<sup>10</sup> shows lower alkanoyl group which has fact 
that it possesses the halogen atom hydrogen atom , lower 
alkyl group or as substituent . As for R<sup>l l</sup> from 
group which becomes halogen atom and hydroxy group as 
lower alkyl group , substituent on lower alkanoyl group , 
cycloalkyl group , phenyl ring which has times when it 
possesses the group which is chosen there are times when it 
possesses group which is chosen from group which becomes 
lower alkyl group and halogen atom as substituent , and On 
phenyl lower alkyl group , phenyl ring which has times when 
it possesses hydroxy group in the lower alkyl group portion 
on phenoxy lower alkyl group , phenyl ring which has fact 
that it possesses lower alkyl group as substituent as 
substituent there are times when it possesses group which is 
chosen from group which becomes amino group , nitro 
group , lower alkanoyl group substituted amino group and 
halogen atom which have times when it possesses lower alkyl 
group as lower alkyl group , phenyl group , lower alkoxy 
group , halogen atom substituted lower alkyl group , 
substituent , and In lov/er alkanoyl group portion lower 
alkoxy carbonyl group , lower alkoxy-substituted lower 
alkanoyl group , lower alkanoyl oxy substitution lower 
alkanoyl group , phenoxy lower alkoxy carbonyl group , 
benzo furil carbonyl group , benzoimidazolyl carbonyl 
group ;quinolyl carbonyl group , quinolyloxy substitution 
lower alkanoyl group . phenyl lower alkoxy carbonyl group , 
basiswhich has times when it possesses halogen atom as 
amino carbonyl group , substituent which hasfact that it 
possesses group which is chosen from groupwhich becomes 
lower alkyl group , pyridyl lower alkyl group and phenyl 
lower alkyl group as phenoxy lower alkanoyl group , 
substituent which has factthat it possesses halogen atom as 
substituent ) 

[0010] 

[Chemical Formula 22 ] 
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[0011] 

^M5«7ju*;u*, */'j>a±i::«**i: 

l<*ifc***-r*Ci:a)**T-h7tKP*/'J 

fr***sm*kMkT)\>i*J4 jus, ««7;u* 
tf'J5?;HKHR7;ni*v*;u 
7t-:-;ua % ^^u-;K£«7;u3+v*^tK 
-;u*. «»7;u^-;u***>*;u7t?-;u*. 
^h5tKn^?^u**vg&iS&7;urt/^ 
:7x^u(£|&7;u^— ;u*jU7|?=jutt* 

e^Uv>S±IZ{BSlSiLTi£J»7;U*/-f;U 
flM»7;ua*i/*^*=iU»Jktf«*7;u 

*e^U^-;HK»7;ua^>*;u7P-;ua* 

); 

ff»7;u*y-fju***>*; 

fi»7;i/*/>OU«; 
fi»7;U=l^>*; 

7x-;us±icS^s<!:Lr<S$R7;u*;u** 
v£p7;u*a*S; 

«»7;U*^£; 

«»7;i^u**»; 

?x-;ujg±fcg&«<tLT«IR7;u*;uS£ 



[0011] 

On tetrahydroisoquinolyl carbonyl group , benzoyl lower 
alkyl group , quinoline ring from group which becomes lower 
alkyl group and oxo group as substituent on tetrahydro 
quinolyloxy substitution lower alkanoyl group , lower alkyl 
sulfonyl group , pyridyl lower alkoxy carbonyl group , 
fluorenyl lower alkoxy carbonyl group , lower alkenyl 
oxycarbonyl group , tetrahydro naphthyloxy substitution 
lower alkanoyl group , phenyl lower alkenyl carbonyl group , 
piperidine ring which hastimes when it possesses group which 
is chosen bipyridinyl lower alkoxy carbonyl group whichhas 
fact that it possesses group which is chosen is shown 
fromgroup which becomes lower alkanoyl group , lower 
alkoxy carbonyl group and lower alkyl group as substituent . 



In addition R<sup>10</sup> and R<sup>l l</sup> with 
nitrogen atom which these connectmay form isoindoline ring . 

); 

hydrogen atom ; 
lower alkanoyl oxy group ; 
lower alkanoyl group ; 
lower alkoxy group ; 

On phenyl ring benzoyl group ; which has times when it 
possesses lower alkyl group as substituent 

cycloalkyl group ; 

lower alkyl group ; 

lower alkyl thio group ; 

On phenyl ring phenyl lower alkanoyl group ; which has 
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+-><S«7;u4r^S;7x^;US±l-S«lSiL 
Tl£^7;u+;u*^*-r-5ci:rofe-5>7x^;u 

««7^*^»;7x^/U«±l=«Sl*tLrft 
7^*>U»;7x-;U«±l=«jft»i:Lr/\Py 

i/js^. ffi»7;ua*~>a<M*-;i'»afctf i-s 
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»**r*wi:©**7x-;HS*7;ua4r'> 
«;7x-;u»±lc«Bl»tLr/\py>S^-* 
*f'5wta>a5-5^> , -/-f;HSIR7;Ua*i'*; 

'T-6ci:(D*47x=.;ueiR7 < /U^--;u*;7x 
S?=iU««««7^3**>*;B*ffll*, Bit 

js^f-xttfisitjs^* i~4 fl*r*tt*atui* 

=Ft&ftJ<D 5~n Mii<D*®Xli-««<»fi* 
«*(tt«*Jt*l=l*«ai*i:Lrffi«7^U4r 
;u«. 7x-;i/S, (£87;i/*>''Oi/*. /\ny 

, 7x-il/iS»7;U4riU«at/^-*VS 
<E«»J:yiltf*lfc»* 1-3 ffl*Lrt»T*«fc 

i>)r>£n7;u^-;u£;7x.=.;M6lR7;u*;u 

75^*;U*-VU*;«ai*4LT«*7;U*^ 

*^*-r§ctrofe-575yx;u^;u^-+^ 

*;v7/tt;X[*«-(A)m-CHR 12 R 13 (A lifTE 
IcHt.R" [i7X*J1^7K^*Xli<5iSR7;u 
*^U+v*J*t„R l! Ii7x-;u^±ic 
«««i:Lr«tt7;u*JU»**-r*Ci:(D* 
.&7x^U*Xf47x=.juSt±l=«**i:LT 

««7;u*;u»S*^*cta)**7x=.>u« 

&7;U*;U*£**o m I* 0 XI* 1 )£ 

7T"f o 



)= 

X l*>^U>*. *=CH-XI**-NR 14 - 

(R* 4 i*7K*H^.«iK7;u+;uSX[*ffi«7 
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times when it possesses; lower alkyl group as substituent 

On phenyl ring as substituent amino group , phenyl group 
which has times when itpossesses lower alkanoyl group as 
lower alkyl group , lower alkoxy group , phenyl lower alkoxy 
group , hydroxy group , lower alkanoyl oxy group , halogen 
atom substitution lower alkoxy group , nitro group , 
substituent and From group which becomes amino 
substitution lower alkoxy group which hastimes when it 
possesses lower alkyl group as substituent on phenyl 
group ;phenoxy group ;phenyl ring whichhas times when it 
possesses group which is chosen on phenoxy lower alkyl 
group ;phenyl ring which has times when it possesses lower 
alkyl group as substituent on the phenyl lower alkyl 
group ;phenyl ring which has times when it possesses lower 
alkyl group as substituent thetimes when it possesses lower 
alkyl group as substituent it is On anilino lower alkyl 
group ;phenyl ring as halogen atom , lower alkoxy carbonyl 
group and substituent as substituent lower alkyl group and 
From group which becomes amino substituted lower alkyl 
group which has times when itpossesses lower alkyl group as 
substituent from group which becomes the amino carbonyl 
group which has times when it possesses group which is 
chosenon phenyl lower alkoxy group ;phenyl ring which has 
times when it possesses group which ischosen on benzoyl 
lower alkoxy group ;phenyl ring which has times when it 
possesses halogen atom as substituent on phenyl lower 
alkenyl group ;pheny] ring which has times when it possesses 
halogen atom as substituent as substituent lower alkyl group it 
possesses amino sulfonyloxy group ;cyano group ; or basis 
which has times when it possesses lower alkyl group 
monocycle of 5 - 11 member rings of saturated or unsaturated 
which 1 - 4 possesses benzoyl lower alkyl group ;pyrrolidinyl 
substitution lower alkoxy group ;nitrogen atom , oxygen atom 
or sulfur atom which has thing or heterocyclic group of binary 
ring (As substituent becomes lower alkyl group , phenyl 
group , lower alkanoyl group , halogen atom , phenyl lower 
alkyl group and oxo group 1 - 3 it is possible to said 
heterocyclic group to have possessed group which is chosen 
from groupwhich); as cycloalkenyl group ;phenyl lower alkyl 
amino carbonyl group ;substituent - (A ) 
m-CHR<sup>12</sup>R<sup>13</sup> (As for A same to 
description above. R<sup>12</sup> shows hydrogen atom , 
hydroxy group or lower alkanoyl oxy group . 
R<sup>13</sup> on phenyl ring shows phenyl lower alkyl 
group which has fact that itpossesses lower alkyl group as 
substituent on pheny l group or phenyl ring which hastimes 
when it possesses lower alkyl group as substituent . m shows 
0 or 1 . ) is shown. 

)• 

X methylene group . single bond , basis =CH- or basis 
-NR<sup>14</sup>- shows (R<sup>14</sup> shows 
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Y fi-NR A -£^f (R A l*7KS)S^ .««7JU3 

v«^i£j|ST;i/+;U*XI*S-ACONR B R c * 
^r-To CC-eR B &tfR c (i. H-XliHttoT* 

tft<SlMc|6#LT 5-7 RH0t&fttI^il£ 
[0012] 

[0013] 

±E-«SC(l)lCfcl^r. TIB-flSiC(lAA)T* 

[0014] 
[It 23] 



hydrogen atom , lower alkyl group or lower alkanoyl 
group . ). 

Y shows (hydrogen atom , lower alkoxy carbonyl substituted 
lower alkyl group , carboxy substituted lower alkyl group or 
basis -ACONR<sup>B</sup>R<sup>C</sup> it shows 
R<sup>A</sup>. R<sup>B</sup> and R<sup>C</sup> show 
alike or different hydrogen atom or lower alkyl group here. In 
addition this R<sup>B</sup> and R<sup>C</sup> with 
nitrogen atom which these connectthrough nitrogen atom or 
oxygen atom or connecting mutually without minding, 5 - 7 
-member ring may form saturated heterocycle . On said 
heterocycle lower alkyl group optionally substitutable . ) 
which -NR<sup>A</sup>- is shown. 

[0012] 

) According to research of these inventors , as for benzo 
heterocyclic derivative and its salt of theabove-mentioned 
General Formula (1), it was discovered that it possesses the 
vasopressin antagonist action , oxytocin antagonist action and 
vasopressin work working action which are superior. 

[0013] 

In above-mentioned General Formula (1), benzo heterocyclic 
derivative and its salt which is displayed with 
thebelow-mentioned General Formula (1 AA ) is novel 
compound of unrecorded in the literature . 

[0014] 

[Chemical Formula 23 ] 
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(1 A A) 



R 



[0015] 

-nr 4 r 5 (r 4 xi;r 5 a<^-x(±s^t. 7K*h 
^ , «$t;u*ju*xi4^:/i/'Ou*£* 

g-(0)m-A-(CO)uNR 6 R 7 (m 14 Ku 14 0 Xf4 1 
$^-To R 6 S.U R 7 *<EI-XI4*fcoT**fli 

<\tmmm^itL^\titft^ttj:< 5-6 *a 

;U*;U*#«»LTl*T*«fcl*)). XI4S&S 

-WcftoT^VftXttfSttT^'J: 
*»J«-*;Rtf*] 



[0016] 
[ft 24] 



[0015] 

As for m 1 , as for u 0 or 1 are shown. 5-6 -member ring 
saturated heterocycle is formed without R<sup>6</sup> and 
R<sup>7</sup> show alike or different hydrogen atom or 
lower alkyl group , or ; R<sup>6</sup> and R<sup>7</sup> 
with nitrogen atom which theseconnect through nitrogen atom 
or oxygen atom or minding (On said heterocycle lower alkyl 
group optionally subslitutable ), Or amino substitution lower 
alkanoyl oxy group ; or R<sup>2</sup> and R<sup>3</sup> 
which havetimes when it possesses lower alkyl group as 
substituent becomingsimultaneous, forms oxo group or lower 
alkylidene group ; R basis) As for G, R<sup>K/sup> and R in 
Formula same to description above. However, 
R<sup>2</sup> basis -NR<sup>4</sup>R<sup>5</sup> 
(R<sup>4</sup> and R<sup>5</sup> show alike or 
different , hydrogen atom , lower alkyl group or benzoyl 
group . ), hydrogen atom , hydroxy group , lower alkoxy 
carbonyl group substitution lower alkoxy group , carboxyl 
substitution lower alkoxy group , lower alkoxy group , lower 
alkanoyl oxy group substituted lower alkyl group , basis - (O ) 
m-A- (CO ) uNR<sup>6</sup>R<sup>7</sup> 

[0016] 

[Chemical Formula 24 ] 
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) P 



[0017] 

rfio r 11 *MSi»7/u*/>ou*, ?x- ;ns& 



R 1 R 2 

*;U75/*-Cfc**\ *IM4 R 2 <t R 3 <t#-*t 
lcftoT+4rV*S»*-r*i:#. R 9 (*3?x- ;u 

ig$S7;uzi+vSX(4^7;U*y«<;U7|-+v 
*^1-i>ci<7)fe^x-;ua-cfcoTI4^b 

£fcR 9 A<» 
[0018] 
lit 25] 



[0017] 

When so, R<sup>8</sup> shows hydrogen atom , lower alkyl 
group , hydroxy group , halogen atom , lower alkoxy group or 
amino group respectively, the R<sup>9</sup> does not 
become with hydrogen atom and, in addition R<sup>9</sup> 
basis-NR<sup>lO</sup>R<sup>l l</sup>, and 
R<sup>l l</sup> on lower alkanoyl group , phenyl lower 
alkoxy carbonyl group or phenyl ring with phenoxy lower 
alkanoyl group whichhas fact that l - 3 it possesses group 
which is chosen doesnot become from group which becomes 
lower alkyl group , amino group , lower alkanoyl group 
substituted amino group and lower alkoxy group as the 
substituent . 

In addition R<sup>l</sup> being hydrogen atom , 
R<sup>2</sup> is hydrogen atom , amino group , mono 
lower alkyl amino group or the di lower alkyl amino group , 
or or R<sup>2</sup> and R<sup>3</sup> become 
simultaneous and whenforming oxo group , R<sup>9</sup> 
with phenyl group which has fact that itpossesses hydroxy 
group , lower alkyl group , lower alkoxy group or lower 
alkanoyl oxy group as substituent does not become on the 
phenyl ring . 

In addition R<sup>9</sup> basis 
[00 18] 

[Chemical Formula 25 ] 
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[0021] 



[0021] 

When showing (As for R<sup>2</sup> and R<sup>3</sup> 
same to description above), X does not become methylene 
group or with basis=CH-. 

In addition as for R<sup>10</sup> or R<sup>l l</sup>, 
when it is a hydrogen atom on onehand, as for other with 
lower alkyl group it does not become. 

In addition when R<sup>l</sup> and R<sup>2</sup> show 
hydrogen atom simultaneously, R does not become with 
unsubstituted pyridyl carbonyl group , unsubstituted thienyl 
carbonyl group , unsubstituted thiazolyl carbonyl group or 
cycloalkyl carbonyl group . 
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In addition R<sup>K/sup>, R<sup>2</sup> and 
R<sup>3</sup> hydrogen atom , G basis 

[0022] 

[Chemical Formula 27 | 




R 




[0023] 

(r 2 &i;r 3 i*nfHBizHi:) % x 

MIC r 3 AMcSllS^ R 2 #**IB*\ 

(£167 * S-(0)m-A-(CO)uNR 6 R 7 (m 

*< K u *< 0 XI* 1 o R 6 XI/ R 7 I4B-X 

f o )Xfi*-NR 4 R 5 (R 4 fttf R 5 ttB-XttJW: 
oT**B*Xli««7JU**»*S"r« )* 

A\ Xf* R 2 1 R 3 ^-^i:§omvs 



xi*«»7;u+u 



R l0 R n (R 10 f±<£&7;u*;ug.R u (iffi$&7;u 
«»7^a*2/*XI*««7;u*^»-efc 



[0023] 

When (As for R<sup>2</sup> and R<sup>3</sup> same to 
description above), X shows single bond , R does not become 
with the unsubstituted quinolyl carbonyl group . 

Furthermore R<sup>3</sup> hydrogen atom , 
R<sup>2</sup> amino substitution lower alkanoyl oxy 
group , lower alkoxy carbonyl group substitution lower 
alkoxy group , hydroxy group , lower alkoxy group , basis 
which has times when it possesses the lower alkyl group as 
hydrogen atom , substituent - (O ) m-A- (CO ) 
uNR<sup>6</sup>R<sup>7</sup> (m 1 , u 0 or 1 are shown. 
R<sup>6</sup> and R<sup>7</sup> show alike or different 
hydrogen atom or lower alkyl group . ) or basis 
-NR<sup>4</ sup>R<sup>5</sup> shows(R<sup>4</sup> 
and R<sup>5</sup> show alike or different hydrogen atom or 
lower alkyl group . ), or or R<sup>2</sup> and 
R<sup>3</sup> become simultaneous and whenshowing oxo 
group or lower alky li dene group , R<sup>9</sup> does not 
become basis -NR<sup>10</sup>R<sup>l K/sup> (As for 
R<sup>10</sup> as for lower alkyl group , R<sup>l l</sup> 
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] 

ftHPttlffl. RXftKIB&fl. fit* 
«£fl£S?(SIADH). fflEK. AM- h'J^AjfiiS, 



[0024] 

A. fclcAJMfltt, »I«JBBlW©t±ja ©Hit. 



[0025] 

a«SS££1ttiJJfimfii;fclfi.von Willebran 



lower alkyl group is shown. ), with hydrogen atom , lower 
alkyl thio group , lower alkoxy group or lower alkyl group . 

) 

pharmaceutical composition for vasopressin competition of 
this invention , has for example vasodilation , 
antihypertensive effect , liver sugar discharge inhibition , 
mesangial cell growth-suppressing action , water diuretic 
action , antithromotic effect , vomiting inhibition , urea 
excretion promoting action , factor VIII secretion inhibition 
action, heart function accentuation effect , mesangial cell 
contraction inhibition , liver gluconeogenesis inhibition , 
aldosterone secretion inhibition action, endothelin production 
inhibition effect , renin secretion regulation , storage 
regulation , body temperature regulation actionand 
prostaglandin production regulation etc, being useful as 
vasodilator , antihypertensive , water diuretic , platelet 
aggregation inhibition agent , urea excretion promoter , anti- 
heart failure agent , anti- renal failure agent etc, hypertension , 
edema , spleen , heart failure , renal function disorder , 
vasopressin secretion abnormality group (SIADH ), liver 
cirrhosis , low sodium blood symptomand low potassium 
blood symptom, diabetes , circulatory failure , trembling 
illness, it iseffective to water metabolism disorder , renal 
failure , various ischaemic disease or other prevention and 
treatment . 

Furthermore as for compound of this invention , side effect is 
little, it haspossessed feature that connect time of drug effect 
is long. 

[0024] 

pharmaceutical composition for oxytocin competition of this 
invention has for example uterus smooth muscle contraction 
inhibition , milk juicedischarge inhibition , prostaglandin 
synthetic and discharge inhibition , vasodilation , it is 
effective to theobstruction and menstrual difficult or other 
prevention to treatment of oxytocin related disease , 
especially early stage childbirth and childbirth before * Wang 
incision . 

[0025] 

pharmaceutical composition for vasopressin work working of 
this invention , being useful in the various urinary injury , 
large scale urine or bleeding state , increased urinary 
frequency , urine crumbling symptom and urinary 
incontinence , leavingbehind urine symptom especially night 
urine symptom, spontaneous generation characteristic 
bleeding , hemophilia , vonWillebrand illness, at time of 
urinemia , congenital or acquired platelet function disorder , 
traumatic and surgery is effective to bleeding , liver cirrhosis 
or other diagnosis , prevention to treatment . 
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[0026] 
[0027] 

(1)G #ft-C(R 2 )(R 3 )-X-£7*UX A<>^U>* 

* *u r 1 A<miB-*3a:(i)icteit*3e»ciBi: 
-e*y. r 2 *<»-NR 4 R 5 (R 4 xi;R 5 i*fiiB-fiSie 

(l)lcfclt*S«lcHi: 0 )SSU R 3 A<**JK* 
Xf4*K»«»««7JU*^** *U R Mf 
U^>«±l::«*»i:LT?xrjuat±|c1Ijft 

»E-«a(i)-e*t5**i*^>i/^TPaR 



(2)G.X. R^R'&tf R l*miB(l)CDS8lC|H|i: 

war 2 4»*»«*-e**iiHB-«a(i)-c 



(3)g, x, r 1 . r 3 at; r (MiriB(i)a>jESicni: 
war 2 A<*ii*-c**iBiB-«*(i)-ea 



(4)G. X. R\R*&Xf R (4MH(l)0)SaiC|5)i: 

rfcy, r 2 *<a;u*^>«»««7^*;u»-c 
**«Tffi-«a(i)T?*t3**i«-<>!/-N7 L aa 



(5)G.X. R 1 ^ R 3 XlX R l4frlS(l)(DS«lcHi: 

■cfty , r 2 ^««7;ua*^*;u*-;u«»« 

«7;i/4r^»-efc4frE-«3t(l)'Cf«t)**t 



(6)G. X. R\R 3 &tf R fiME(l)(DgS[C|^i: 
"Cifcy, R 2 A<«**i:LT««7;U*JI/*** 

f *ct©fcS75y««MS«7;u*y-f^** 
5/«-cfc4HtrE-«a(i)T?a^^s^>y^ 

■rPSR#tt:XI4^CD^ 



[0026] 

[Embodiment of the Invention ] 

compound of below-mentioned various embodiment is 
included in benzo heterocyclic derivative of the General 
Formula (1) of this invention . 

[0027] 

(1) G basis -C (R<sup>2</sup> ) (R<sup>3</sup> ) to show 
-X-, X to show the methylene group , being same to definition 
R<sup>K/sup> in theaforementioned General Formula (1), 
R<sup>2</sup> basis -NR<sup>4</sup>R<sup>5</sup> to 
show (As for R<sup>4</sup> and R<sup>5</sup> same to 
definition in theaforementioned General Formula (1). ), the 
R<sup>3</sup> hydrogen atom or hydroxy group substituted 
lower alkyl group showing, R on pyridine ring as substituent 
on phenyl ring group whichbecomes phenyl group and pyridyl 
group which have times when it possesses lower alkyl group 
as substituent benzo heterocyclic derivative or its salt which is 
displayed with theaforementioned General Formula (1) which 
is a pyridyl carbonyl group which has times when itpossesses 
group which is chosen 

As for (2) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (3) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (4) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (5) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (6) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 
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(7)G, X, R\ R 3 R l*l5tB(l)(DSaiC|^i: 
*a(l)-C«fr*;|i*'<:/y'vrn«B»f*X 



(8)g. r' r i*iiiE(i)® jE«i=Hfea& 
y.R 2 <k r 3 &-mztj;-DT**v&mm-r$> 



(9)g, x, r" s.if r i*H?rta(i)©saici^ii:-C'& 
y, r 2 t r 3 ^-jtic^oTffissr^^u^* 
^B«-r-6friB-flftsC(i)-ca*p$*i-5'<>v/ 



(lO)G.X.R 1 fti; R l*fF!B(l)CDSglC|5li:-C' 
(l)-e**33F*l*^> 4 /^xPaiR#«:XI*-ta) 



[0028] 

fcy % r 2 t r 3 tf-itictorMrjua^* 



(i2)G.x. r ] at; r i±miB(i)a)3e«icHi:"e 
&y.R 2 i: R 3 ^-$nc^oT^x-^a}Hffi^ 



(13)G #&-C(R 2 )(R 3 )-X-£*UX i^L/l/* 
* SU R 1 3WWE-«*(l)lcfer+*36«lcHi: 
-e&y. R 2 ^*-NR 4 R 5 (R 4 Xl/R 5 liWIB-«S5e 

(i)icfcit«s«iciai:o )**u r 3 

ECfc 5]T**£;K£S(R 9 ;&tf P IttME-tta 
(l)l^fc(+^^glc^i: 0 R 8 tt**fiK^*S 

•To )-c*4i!»E-«a(i)-e*^*n*^>!/^ 



(14)G. X. R 1 . R 3 fttf R J4fTE(13)0)g«lC|?| 

is-cfcy, r 2 A<**H^-c**wrE-«*(i)-e 
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As for (7) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (8) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (1), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (9) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (1), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (10) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (1), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt . which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

[0028] 

As for (1 1) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (1), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy carbonyl 
substitution lower alkylidene group 

As for (12) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (1), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms phenyl substitution lower 
alkylidene group 

(13) G basis -C (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X shows the methylene group , being same to definition 
R<sup>l</sup> in theaforementioned General Formula (1), 
R<sup>2</sup> basis -NR<sup>4</sup>R<sup>5</sup> 
shows (As for R<sup>4</sup> and R<sup>5</sup> same to 
definition in theaforementioned General Formula (1). ), the 
R<sup>3</sup> shows hydrogen atom or hydroxy group 
substituted lower alkyl group , benzo heterocyclic derivative 
or its salt which is displayed with theaforementioned General 
Formula (1) which is a group (As for R<sup>9</sup> and p 
same to definition in theaforementioned General Formula (1). 
R<sup>8</sup> shows hydrogen atom . ) where R is 
shownwith aforementioned (Chemical Formula 5 ) 

As for (14) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (13), benzo 
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(15)G, X, R 1 , R 3 Rtf R (4fnE(13)©S«lCH 
tT?fc«, R 2 A<*i£&T*fc&iitltE-f!Sie(l)-(?£ 



(16) G, X, R', R 3 &lf R Iifl8H(13)<7)Sai-H 

cr-fey, R 2 #*^7p**/Mitt«7JMNi/* 

■e**WIB-tt*(i)Tf**5*n*'<>7^TD 
BHS**xi4-w>tt 

(17) G. X. R 1 , R 3 &tf R I4frE(13)fl)SaiCpl 
CT-fey, R 2 tffcW.T)\,^*v±>\,iZ- ;U«& 
tt«7;U*;U*T*ft*ltrta-«l«(l)T?a:b* 
ft*'<>7^TnS||MM*xi4*fl!>tt 



(18)G, X, R\ R 3 S.tf R l4ffIIB(13)<D3£*lC|^ 

cr-fey. r 2 A<s^fttLr«sS7^+;u*^ 



(19)G, X, R\ R 3 Jklf R l4s«FlB(13)a>SglC[5l 

c-efey, r 2 A<ffi»7 , ;ua>''Ou«-efcSfinE 
X(4-£-0>ig 



(20)G. X. R' atf R l4|tlfH(13)0SeiC|^i:T: 

fey . r 2 t r 3 6«-iiiajto-o*-*vat*»*-r 

»f*XI4*(Di£o 



[0029] 

(21)G, X, R' R !4fItB(13)roSglCpli:T* 
fey, R 2 1 R 3 tf-ietlCfcoTffilST^'jT^ 



(22)G, X. R 1 Ri; R l4B5IB(13)CDgeiCp|i:-e 
fey. R 2 £ R 3 tf-mz&r»TtemTJUa*UW. 

(l)^*:bSft4*:/V^n««3IM*XI4-ta> 
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heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (15) G, X, R<sui»K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (13), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (16) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (13), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (17) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (13), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (18) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (13), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (19) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (13), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (20) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (13), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt . which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

[0029] 

As for (21) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (13), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (22) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (13), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 
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(23)G> X. R l JklS R lifltJSB(13)<7)£8fC|s]i;-e 
&y % R 2 1 R 3 A<-*tl^cCoTfi»T^a*i/* 



(24)G. X. R 1 XI/ R l±ME(l3)0)£8l::|5]i:-e 
fcy.R 2 ir R 3 A<-$tlcftoT^x-^S^1g$S 



(25)G Jb<»-C(R 2 )(R 3 )-X-£^U X *<^U>» 

R 1 A<HUfB-®S(l)(cfclt^)Sglc|Hli: 
"Cfcy . R 2 ri*tt-NR 4 R 5 (R 4 &.Z$R S fi M IB - ftB it 
(l)lcfelt*S«lcHi:. )£jfU R 3 A<tK*S^ 

IHC^b 5]T^H^*(R 9 &i; p tt»E-«iC 
(l)fc*5lt*56«IC|gi; o R 8 ttit«7JU*^» 

^^"To )t?fc4WE-»a(i)T?at>**i*'< 



(26)G. X, R 1 . R 3 fttf R fifJgH(25)C7)Sg|C|^ 



(27)G, X, R 1 . R 3 RlS R lttMB(25)©j£»::E 



(28)G. X. R\ R 3 &tf R [*HUlS(25)(Z)^aiC|g 

t-c*y, r 2 *<*;u#*->«»«»7;u*;u* 



(29)G, X. R 1 . R 3 Xtf R l*1WIB(25)a)3t«lC|g 

c-e*y, r 2 ^fSj»7;u=3+S/*;i/7t?-;us« 

«*7;U^U»-Cfc41»K-«*(l)T?**3* 



(30)G. X. R\ R 3 fttf R (±HUlS(25)CDSglC|^| 
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As for (23) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (13), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy carbonyl 
substitution lower alkylidene group 

As for (24) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (13), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms phenyl substitution lower 
alkylidene group 

(25) G basis -C (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X shows the methylene group , being same to definition 
R<sup>K/sup> in theaforementioned General Formula (1), 
R<sup>2</sup> basis -NR<sup>4</sup>R<sup>5</sup> 
shows (As for R<sup>4</sup> and R<sup>5</sup> same to 
definition in theaforementioned General Formula (1). ), the 
R<sup>3</sup> shows hydrogen atom or hydroxy group 
substituted lower alkyl group , benzo heterocyclic derivative 
or its salt which is displayed with theaforementioned General 
Formula (1) which is a group (As for R<sup>9</sup> and p 
same to definition in theaforementioned General Formula (1). 
R<sup>8</sup> shows lower alkyl group . ) where R is 
shownwith aforementioned (Chemical Formula 5 ) 

As for (26) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (25), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (27) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (25), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (28) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (25), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (29) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (25), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (30) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (25), 
R<sup>2</sup> benzo heterocyclic derivative or its salt . 
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*5/*-t?fe4H(HH-tt5i(i)"e**3**ift^<>7 

^fP«R**XI«0)*. 



[0030] 

(31)G. X, R\ R 3 »tf R I4KHB(25)O)S»IZ0 



(32)G. X. R l atf R l*«HB(25)(D3e«ICBIi:T? 

fey, r 2 t r 3 A<~«ic<f^T**v** matt 



(33)G. X. R 1 atf R l4fIlH(25)<D^S[ZHi:t? 

fey.R 2 1 r 3 ^-fticftoxeiRT^y^ 

V^xP«RilW*XI**<Dtt 



(34)G, X, R 1 AXf r \tmu(25)(D^m\zmcv 
fcy . R 2 fc R 3 tf-^lcfcoTte&T^+vB 



(35)G, X. R 1 at; R fifJlE(25)C^)SglCf5]i:T* 
fey. R 2 i R 3 #-HlCftoT«*7JU=J*2/* 

iB-*a(i)t*«t?**i*^>y^-TPaiR# 

f*XI4*<7)]& 



(36)G. X, R 1 at; R lifrlB(25)0)S«lCEIi:-e 
fey. R 2 1 R 3 A<-»C<foT7x-;H««« 

7ii/*ux>**»*-r*tMB-«a(i)-ea 



(37)G A<*-C(R 2 )(R 3 )-X-^jKL.X *<>^L/>a 

s*u r 1 4<ffiiB-*a(i)icfcMt«3e«icHi: 
t?fcy, R 2 ^»-NRV(R 4 at;R 5 fiMis-«jC 

(l)l=*>Mt4ffi«lcHi:. )*5SU R 3 4<**JR^ 
IBMb 5]T^^tlS»(R 9 at; p l41WIE-«a 

"e**«HB-»*(i)"c*te**i*K>*/-^xP 
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which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

[0030] 

As for (3 1 ) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (25), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (32) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (25), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (33) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (25), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (34) G, X, R<su])>l</sup> and R being same to 
definition ofaforementioned (25), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (35) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (25), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy carbonyl 
substitution lower alkylidene group 

As for (36) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (25), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms phenyl substitution lower 
alkylidene group 

(37) G basis -C (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X shows the methylene group , being same to definition 
R<sup>K/sup> in theaforementioned General Formula (1), 
R<sup>2</sup> basis -NR<sup>4</sup>R<sup>5</sup> 
shows (As for R<sup>4</sup> and R<sup>5</sup> same to 
definition in theaforementioned General Formula (1). ), the 
R<sup>3</sup> shows hydrogen atom or hydroxy group 
substituted lower alkyl group , benzo heterocyclic derivative 
or its salt which is displayed with theaforementioned General 
Formula (1) which is a group (As for R<sup>9</sup> and p 
same to definition in theaforementioned General Formula (1). 
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(38)g, x, r\ r 3 ms r itmmiiwmmizm 



(39)G, X, R 1 , R 3 fttf R f± mffS(37)0>£glC|B] 

CT?fey. r 2 4<*»*T?ft«iiiHB-»a(i)-ea 



(40) G, X. R\ R 3 atf R r±fJE(37)(DSai^H 
T»fc*lBHH-»SC(l)'Ca^*tL«K>yN-TO 

[0031] 

(41) G. X, R 1 , R 3 RZf R l±HtriB(37)<DS8lC|5l 
ft5*>V^xP«R»i*XI«-a>tt 



(42)G. X. R 1 . R 3 atf R fifjafi(37)(DSa(C(H) 

c-efcy.R 2 6<««*fcLT««7^*;U»* 
*2/»-e**«rE-««(i)-e*t3**t*'<>!/ 



(43) g. x. r\ R 3 at/ r imm(3i)<Dfem\zm 

(44) g. x, r 1 at; r ii«rE(37)a)S«icHC"c 
fey, r 2 t r 3 *<-«izftoT**v**»a-r 

6WE-»a(l)-C»t3**i*'<>!/^xPaiR 

(45) G. X. R 1 ai; R l*lBE(37)a>S«(CHi:T? 

fey. r 2 t r 3 A^-fticftorisakT^+y-r^ 
vr^xpa«#ftxii*a>* 

(46) G, X. R 1 atf R tt«TE(37)0)S«IC|BC-C 



R<sup>8</sup> shows hydroxy group . ) where R is 
shownwith aforementioned (Chemical Formula 5 ) 

As for (38) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (37), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (39) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (37), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula ( 1 ) where 
R<sup>2</sup> is hydroxy group 

As for (40) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (37), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

[0031] 

As for (41) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (37), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (42) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (37), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (43) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (37), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (44) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (37), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (45) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (37), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (46) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (37), R<sup>2</sup> and 
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(47)G, X, R 1 St; R l±ME(37)0)^8IC^i:-C 
feU. R 2 £ R 3 #-&ICfcoTffii&87'JU=J*va 

i\,K-)\,wm.i».T)\,2r i ) -r >s fig-r *> utr 



(48)G. X, R' R [*ffItB(37)CD^g|Cg|i:t? 
fey, R 2 1 R 3 A<-*£lCfco-C?i-;U*gM£& 

Tvu+yT^a^jrr^iiuie-flS! stores 



(49)G A<g-C(R 2 )(R 3 )-X-£;FU X A^H/ft 
R' A<fifB-ISiC(l)lcfclt^^8lc|^i: 

•efey , r 2 *<s-NR 4 R 5 (R 4 st; r 5 cmtB-a&ie 

(l)lrfcl+4SSIC|H]i: o )£*U R 3 A<^H^ 

tac-fb 5K**$*t'i.*(R 9 st; p i*fita-teiC 

(DicfcitaSSlcffrlCoR 8 li^hPm^-fo) 



(50)G, X, R\ R 3 St; R liBUtB(49)<©^g|C|^| 

iST-fey , r 2 twrnffi* -efe€)MtH-)JSiC(i)T- 



[0032] 

(51)G. X, R 1 , R 3 R lifrtB(49)(DSSI-l?l 
R 2 A<*K*-efei.fItE-fiftjC(l)T-« 



(52)G. X. R 1 , R 3 S.XS R l*fjf2(49)(7)S8l~ll 

i:t?fcy,R 2 *<*;u^'>ssng^T;u+;u« 

■Cfe^mIIB-fi9!iC(l)-C*^*i.'&'<^7^n 



(53)G, X, R 1 , R 3 &t/ R lifjlB(49)(7)S8lC|5| 

ffi«7;u*/i/*-c*«iitME-«a(i)T**:baF 
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R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (47) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (37), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy carbonyl 
substitution lower alkylidene group 

As for (48) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (37), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms phenyl substitution lower 
alkylidene group 

(49) G basis -C (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X shows the methylene group , being same to definition 
R<sup>l</sup> in theaforementioned General Formula (1), 
R<sup>2</sup> basis -NR<sup>4</sup>R<sup>5</sup> 
shows (As for R<sup>4</sup> and R<sup>5</sup> same to 
definition in theaforementioned General Formula (1). ), the 
R<sup>3</sup> shows hydrogen atom or hydroxy group 
substituted lower alkyl group , benzo heterocyclic derivative 
or its salt which is displayed with theaforementioned General 
Formula (1) which is a group (As for R<sup>9</sup> and p 
same to definition in theaforementioned General Formula (1). 
R<sup>8</sup> shows nitro group . ) where R is shownwith 
aforementioned (Chemical Formula 5 ) 

As for (50) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (49), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

[0032] 

As for (51) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (49), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (52) G, X, R<suj»l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (49), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (53) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (49), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
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(54)G, X. R 1 . R 3 St; R [i1MB(49)a)£SI::H 
^TPafflM(M*Xli*©tt 



(55)G, X. K\ R 3 fttf R liMIH(49)OS8IC(^ 

-»*(l)tf«*)**l*'<>l/'VTDa»ilK*: 
XI4*CDl£ 



(56)g, x, r 1 fttf r i4iwi3(49)a)S«icgii:-e 

fc<J, R 2 1 R 3 36«-»=fto-C**V**»a^ 



(57)Gs X, R 1 fttf R l*«rffi(49)fl)3e»=HICT? 
fey, R 2 1 R 3 A<-^l-^oTfiilRr;U+'jT : > 

»*»dW5«fiB-*3t(i)-c«:h**v*'<:/ 



(58)G, X. R 1 fttf R lifrfB(49)<DS«l-|?ICT 

fey, r 2 t r 3 *<-^ic4-oTis«sr;uzi+va 
(i)^afr*fc**:/v^TnJlB#tt:xi*-ta> 



(59)G. X, R 1 fttf R lifJK(49)(7)SglC|5li:-e 
fey. R 2 1 R 3 A<-^l-^oTl5StT;Un+v* 



(60)g. x, r 1 atf r i*«ria(49)©s«icBfe 
fey. r 2 t r 3 4«-isi=ftor7i=.^«iiMS« 
7Ju*U7:/*£»jft-*-*ttc-tt£(i)-ca 



[0033] 

(61)G A<»-C(R 2 )(R 3 )-X-£;SU X AV^l^S 
t«U R 1 *WB-*SC(l)l=fcW-*««l=HC 
T-fe y . R 2 A<S-NR 4 R 5 (R 4 ft R 5 i*Kna-»sc 
(1)IZfclt-5S«IC(^C„ )fc*U R 3 
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R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (54) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (49), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (55) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (49), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (56) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (49), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (57) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (49), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (58) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (49), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (59) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (49), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy carbonyl 
substitution lower alkylidene group 

As for (60) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (49), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt . which is displayed with aforementioned 
General Formula (1) whichforms phenyl substitution lower 
alkylidene group 

[0033] 

(61) G basis -C (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X shows the methylene group , being same to definition 
R<sup>l</sup> in theaforementioned General Formula (1), 
R<sup>2</sup> basis -NR<sup>4</sup>R<sup>5</sup> 
shows (As for R<sup>4</sup> and R<sup>5</sup> same to 
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IBC-fb 5]T?3S**i**(R 9 &tf P liBtjtE-HSjt 



(62)G, X, R l , R 3 St; R I4ffi|B(61)(BS«|::0 

afr**i**>v^paR*ttJUi*a>tt 



(63)G.X. R'.R'St/R (±flfB(61)(DS8fC^ 

c-efey . r 2 *<*»*-c*4friB-»5t(i)-ea 



(64) G, X, R 1 , R 3 St; R l±BtlSB(61)(DSSl^l^ 

-efc*iKria-«iC(i)-c«t>**LS^>i/^T-p 

(65) G, X, R\ R 3 St; R l4frlB(61)(D^aiCgl 
««7;U^U»-Cfc41ftE-«SC(l)T?*t)* 



(66)G, X s R\ R 3 atf R li«rE(61)©S«ZH 

*i/*rfc«ffiE-«*(i)-e«*5**i*^>!/ 



(67)G.X. R\ R 3 at; R l*WlB(61)(DSai-|Hl 
-M(l)t«W*i4^»/AfP««»* 



(68) G, X. R 1 Rt; R l*|IJIH(61)«)3iRlCHi:-e 

fcy.R 2 t r 3 A^-$S[^oT^v*^jai- 

SfflSB-flftao^Sfc&hS^^/^fPllR 

(69) G. X> R 1 at; R (*HijS£(61)C7)^8(C(^i:r* 
fey . R 2 1 R 3 A<-*tlC3S-3T«*7;u*U-r> 

««friH-fta(i)-c«t)**i*^> 



definition in theaforementioned General Formula (1). ), the 
R<sup>3</sup> shows hydrogen atom or hydroxy group 
substituted lower alkyl group , benzo heterocyclic derivative 
or its salt which is displayed with theaforementioned General 
Formula (1) which is a group (As for R<sup>9</sup> and p 
same to definition in theaforementioned General Formula (1). 
R<sup>8</sup> shows 'halogen atom . ) where R is 
shownwith aforementioned (Chemical Formula 5 ) 

As for (62) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (61), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (63) G, X, R<sujp>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (61), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (64) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (61), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (65) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (61), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (66) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (61), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (67) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (61), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (68) G, X, R<sup>K/sup> and R being same to 
definition ofaforemenlioned (61), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (69) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (61), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 



Page 190 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP1997221476A 



1997-8-26 



(70) G. X, R 1 R lifJK(61)<DSglC|Hi:-C 
feU, R 2 1 R 3 A<-*ll^oTl5iSSR7;U=i*->« 

[0034] 

(71) G. x, r 1 rxs r ii«riB(6i)(D3e«rcHi:"c 

fey, R 2 1 R 3 A<-»f^riS»7JU=i*v* 

iE-»sc(i)-ea^**i*'<>*/^paiR» 

(72) G. X. R 1 Xtf R (4«HB(61)©36*rBi:-C 

7;u*u-r>»*»rt-r*«HB-»*(i)-c« 



(73)G *<S-C(R 2 )(R 3 )-X-£tfU X ri<^U>fi 

r 1 3WBE-»a(i)f=J3it*s»^Hi: 
-efcy. R 2 A<s-NR 4 R 5 (R 4 si;R 5 i±Bijta-figxe 

)£^UR 3 #7KfHIgH^ 

xi**»s«ft«*7;u*;u***L. r aw 
ECft 5]-c***i4»(R 9 at; P limta-flaa 

(l)lcfeltftSE SlclHlCo R 8 fi««7^a*S/» 



(74)G. X. R\ R 3 &tf R l*HME(73)<DS*::[g 
C^*y . R 2 A<7K»S^FT*fei>Htjl2-^S(l)T* 



(75)G, X, R\ K 3 Rlf R l«ME(73)©3e«l::H 

is-efcy . r 2 4<*tt»-c**«riB-«a(i)-e* 



(76)G, X. R 1 , R 3 R liHUlB(73)<7)Sg(Z(5l 

-eftftfria-iftsc(i)-(?*t3**i*^> % -/^xP 

aWMH*XI4-t«>tt 



derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (70) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (61), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt . which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

[0034] 

As for (71) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (61), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy carbonyl 
substitution lower alkylidene group 

As for (72) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (61), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms phenyl substitution lower 
alkylidene group 

(73) G basis -C (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X shows the methylene group , being same to definition 
R<sup>l</sup> in theaforementioned General Formula (1), 
R<sup>2</sup> basis -NR<sup>4</sup>R<sup>5</sup> 
shows (As for R<sup>4</sup> and R<sup>5</sup> same to 
definition in theaforementioned General Formula (1). ), the 
R<sup>3</sup> shows hydrogen atom or hydroxy group 
substituted lower alkyl group , benzo heterocyclic derivative 
or its salt which is displayed with theaforementioned General 
Formula (1) which is a group (As for R<sup>9</sup> and p 
same to definition in theaforementioned General Formula (1). 
R<sup>8</sup> shows lower alkoxy group . ) where R is 
shownwith aforementioned (Chemical Formula 5 ) 

As for (74) G, X, R<sup> K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (73), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (75) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (73), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (76) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (73), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 



w — ^ 



...U J 1 1t„ 
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(77)G. X. R\ R 3 &lf R l«MB(73)0>5e«KEI 
CT'fey.R 2 4<««k7;ua*5/*^*-^«* 



(78)G, X, R\ R 3 R l*HtrIB(73)(D^SlC|^ 

*s/»-e*«mB-«a(i)T?*t3*#i*^> % -/ 

^P«B»ftXI«-©tt 



(79)g. x, r\ r 3 at; r it mwwfcmiz® 
t-efcy. r 2 *<ft«7;u*/-f ;u*-cfc*«HB 

-»SC(l)-e**3**t*^>!/^-rP«BIIM*: 
Xf*-?-0J& 



(80)G, X, R 1 Jfctf R ltfHB(73)©3e«l=Hi:T? 

fey. r 2 t r 3 ^-«rcftor^-*vat*»«-r 

HMtXI**©*. 



[0035] 

(8i)G. x. r 1 rts r itmt&(7i)<Dmm\zmcv 

fey. R 2 i R 3 A<-ftlCfcoTfi«7;U*'Jx> 

v^patBss«*xi«-0>« 



(82)g % x, r 1 at; r i*imb(73)<dje«cbi:-c 

^gj»7;u^y7 r >s^^^-r^fifH-»jC 
(i)-«fe**i*^/^xpaBJiftxi«© 



(83)G, X. R 1 RtS R l*«rlB(73)a)3e«lCBi:T? 
fcy . R 2 fc R 3 *<-#Slc3S:oTffi*7;ua*5/* 
;u^-;u«»««7;u* , j-r>»*»ritr*1W 



(84)G. X, R 1 »tf R ttlWB(73)®3E«lCH|i:-e 

fey, r 2 fc r 3 tf-mz.t±r>xz>ji-)\,w8k\m 
fr*ft4*>v^p»«#*xii-t«>tt 
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R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (77) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (73), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (78) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (73), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (79) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (73), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (80) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (73), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt . which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

[0035] 

As for (81) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (73), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (82) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (73), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (83) G, X, R<sup>>l</sup> and R being same to 
definition ofaforementioned (73), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy carbonyl 
substitution lower alkylidene group 

As for (84) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (73), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms phenyl substitution lower 
alkylidene group 
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(85)G #*-C(R 2 )(R 3 )-X-£;*UX #S-NR 14 - 

(r u ii«riB-«sc(i)ici3it*3e«icsi: 0 )* 
tfU r 1 4<«riB-«sC(i)i-i3i+*s«icHi:-e 

fcU , R 2 A<g-NR 4 R 5 (R 4 Rlf R 5 tt«HE-«« 
(l)l-*5lt*£«t|gi: 0 )£ *U R 3 



(86)G, X. R\ R 3 Xtf R fiMIB(85)(7)SSfC^l 

ct?*y. r 2 *<*«fli^-e**i»ta-»a(i)-c 



(87)G. x. r\ r 3 at; R l±mrfB(85)0)S8IZ^l 

cwj , r 2 6<*»*-eft*friB-itta(i)-ca 



(88) G. X. R\ R 3 &tf R I*h5IH(85)0^«|C^ 
D-efcy % R 2 *<*;u#*^«jftffi«7^^U* 

-cfc4«riB-«a(i)-eat)*4i*^>^xP 

(89) G. X. R l . R 3 R I* H5fB(85)(7)S«IC|5l 

is-efcy, r 2 

«*7iu*;u*-cfc*«HB-»a(i)-eajb* 



(90)G> X. R\ R 3 &t/ R \m&(S5)(D&miZ\5\ 
CT*fcy, R 2 A<«*»fcLT««7JU*JHfc* 

**5c£G>&ft75y«*{K«7^*y'Ou:i- 
*i/*-efc*l»IB-«a(i)T?*t3**i*^> % -/ 
^xPSll£Sf*xii*0)J£o 



[0036] 

(91)G, X, R\ R 3 J«/ R tttMB(85)(DS»::H 

c-efcy, r 2 ^««7ju*y-r ;u»Tfc*«na 
-teS(i)T*«^^ti*^<>i/^PSSS«<* 
Xli*(&& 



(85) G basis -C (R<sup>2</sup> ) (R<sup>3</sup> ) to show 
-X-, X basis -NR<sup>14</sup>- to show (As for 
R<sup>14</sup> same to definition in aforementioned 
General Formula (1). ), being same to definition 
R<sup>l</sup> in theaforementioned General Formula (1), 
R<sup>2</sup> basis -NR<sup>4</sup>R<sup>5</sup> to 
show (As for R<sup>4</sup> and R<sup>5</sup> same to 
definition in theaforementioned General Formula (!).)> the 
R<sup>3</sup> hydrogen atom or hydroxy group substituted 
lower alkyl group showing, R on pyridine ring as substituent 
on phenyl ring group whichbecomes phenyl group and pyridyl 
group which have times when it possesses lower alkyl group 
as substituent benzo heterocyclic derivative or its salt which is 
displayed with theaforementioned General Formula (1) which 
is a pyridyl carbonyl group which has times when itpossesses 
group which is chosen 

As for (86) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (85), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (87) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (85), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (88) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (85), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (89) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (85), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (90) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (85), 
R<sup>2</sup> benzo heterocyclic derivative or its salt . 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

[0036] 

As for (91) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (85), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
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(92)G, X, R 1 R l*«flB(85)«)S«lcBi:-C 
fey.R 2 *: R 3 /><-&lcfcoT**7S£ff*j£-f 
*IWE-«a(l)-C*t)**l'6'<>^TnaiR 



(93)G, X, R 1 &tf R liflf2(85)(DSSIC|^i:-C 
fey, R 2 i: R 3 W-mizti-oXteWTiW)?^ 

**»«-r*iWE-*a(i)T?at)**i«'<> 
v^pHRSttxi**^ 



(94)G. X. R 1 R l*milB(85)a)^SIC|5|Ct? 
(O^RfrSftS^/^TPRRRfrXI**© 



(95)G, X, R 1 R lifIIB(85)<DSSlC|^i;t? 
fey. R 2 R 3 #-«SlCfco-Cffi«7;U=l*->A 

f*X(i*©ig 



(96)G. X, r 1 xi/: r i*friS(85)©s«icBC-e 

fey,R 2 t R 3 A<-«lC&oT7i^;USgM5« 
fr*h..6'<>l/'VfnRR»tt;XI«a>* 



(97)G A<£-C(R 2 )(R 3 )-X-£;fU X A<S-NR 14 - 

(r 14 i4ii(rE-iik*(i)i=*jit*s«i=Hi:.)* 

RU R 1 4«ttlB-«SC(l)lzJ3lt4S«l=Hi:-e 
fey, R 2 *<»-NR 4 R 5 (R 4 XI/ R 5 lifiTlB-flftjt 

(i)i=j3it*s«i=Bi:. y&au r 3 
xi**»*««ME»7^*;ua* r tm 
tac-tb 5]T-^$^«(R 9 at; P i*«hb-R3* 
(i)i=*5i**jeRi=ni:.R* iZ7K.mffi : f-&* 

"To )T'fe3M2-f&3*(l)T**;b£*l£>'<>V r ^ 



(98XK X, R 1 , R 3 fi.l/ R l*lWIE(97)fl)3e«l=HI 
Ct?fey » R 2 A<**H^Tfe4fIIB-fl§xC(l)T- 
R:b**i**:/V^TnRR»{*XI«-a>tt 
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R<sup>2</sup> is lower alkanoyl group 

As for (92) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (85), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (93) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (85), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (94) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (85), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (95) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (85), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy carbonyl 
substitution lower alkylidene group 

As for (96) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (85), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms phenyl substitution lower 
alkylidene group 

(97) G basis -C (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X basis -NR<sup>14</sup>- shows (As for 
R<sup>14</sup> same to definition in aforementioned 
General Formula (1). ), being same to definition 
R<sup>l</sup> in theaforementioned General Formula (1), 
R<sup>2</sup> basis -NR<sup>4</sup>R<sup>5</sup> 
shows (As for R<sup>4</sup> and R<sup>5</sup> same to 
definition in theaforementioned General Formula (1). ), the 
R<sup>3</sup> shows hydrogen atom or hydroxy group 
substituted lower alkyl group , benzo heterocyclic derivative 
or its salt which is displayed with theaforementioned General 
Formula (1) which is a group (As for R<sup>9</sup> and p 
same to definition in theaforementioned General Formula (1). 
R<sup>8</sup> shows hydrogen atom . ) where R is 
shownwith aforementioned (Chemical Formula 5 ) 

As for (98) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (97), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 
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(99)G. X, R 1 , R 3 &tf R fiffJtS(97)(7)SSI^ 



(ioo)g.x.r 1 .r 3 si; r imuvDo&miz 



[0037] 

(101)G,X,R l ,R 3 XlX R itmU(97)(D^m\Z 



(102)G,X,R\R 3 ;&tf R (±MB(97)CDSa(C 

i^crfey, r 2 tm^tLximyj^)^ 



(103)G.X.R\R 3 ;&tf R (±mIIB(97)(DSS[C 

i*]i;-efcy.R 2 AM£$&7;u*/^«-cfc6fli 



(104)G.X.R I Rtf R lil5l5(97)<7)SSlC|Bli: 
Vfrk R 2 i: R 3 A<-^lc^oT^+V*^ff^ 



(105)G. X. R 1 Mf R f±ffllH(97)(7)SSlC^i: 

"C&y > r 2 t r 3 ^-^i^rigs&T^+u^ 



(106)G. X. R 1 JSlIS R \tmU(97)(D^mizmC 
VfoV, R 2 £ R 3 tf-mzt^TimT)l^*ri/ 



(107)G.X.R 1 Rlf R itmti(9i)<D^mizmc 

T'fcy. R 2 1 R 3 tf-&lz£^Tfc$7;U=l*v 
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As for (99) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (97), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (100) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (97), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

[0037] 

As for (101) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (97), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (102) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (97), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (103 ) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (97), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (104) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (97), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (105) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (97), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (106) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (97), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (107) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (97), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
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miB-*a(i)'eat>**i*'<>!/^ j fpaiBs 

(108)G. X. R l SIX R ttffifB(97)(D^g[C|^i: 
■C&y s R 2 <t R 3 #-«£lCfcoT7x~;US&fS 



(109)G A<*-C(R 2 )(R 3 )-X-£tfUX tfg-NR 14 - 

(r 14 i*«HB-«a(i)icteit«3£«icHi:o)S 
*u r 1 A<»E-«sc(i)izfeft*s«icHi:'e 
fey, r 2 a<«-nr 4 r 5 (r 4 at; r 5 fiMfH— flaiC 
(i)icfeit*s«iciai:o )**u r 3 

Xtt*K*«*ffi»7;u*JU»£*u R 
tac^b 5]T'*£*L<&a(R 9 te&tf P mb-ssjC 
(i)lcfc(t^S8lc|i]i: 0 R 8 (ifiJS»7;u^;u» 



(1 10)G, X. R 1 . R 3 atf R liH5IB(109)0)SS(^ 

T*«;b$;ft£*W^pJlR#ttxii*<D 



[0038] 

(1 1 1)G. X. R 1 . R 3 St; R ft «TtB(109)<&S«K; 

HC-e*y . r 2 A<*K*rft*iwia-«ia(i)-e 
asb^i'Oi/^xpaR^xii-ta)* 



(112) G. X, R 1 . R 3 at; R lifufE(lO9)0)£g|C 
HIS-Cfcy. R 2 A<*;UJt?*S/««««T^*;U 
*rft*WE-*a(l)-eat>**t*-<>7^T- 
P«R*{*Xli-t<Dtt 

(1 13) G, X, R\ R 3 St; R tt mifE(109)CD^aiC 

ac-efty. r 2 tmBr^^yii^-^m. 
iiffi«7;u+;u*-efe*|ijiB-»a(i)"e*+? 
&h,4*:/^xP«R»(*Xli*(Dtt 



(1 14)G, X, R l . R 3 at/ R f*fjfH(109)CDS8[C 
■c-efcy , R 2 A<«»*£LT««7;u*^» 



derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy carbonyl 
substitution lower alkylidene group 

As for (108) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (97), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms phenyl substitution lower 
alkylidene group 

(109) G basis -C (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X basis -NR<sup>14</sup>- shows (As for 
R<sup>14</sup> same to definition in aforementioned 
General Formula (1). ), being same to definition 
R<sup>l</sup> in theaforementioned General Formula (1), 
R<sup>2</sup> basis -NR<sup>4</sup>R<sup>5</sup> 
shows (As for R<sup>4</sup> and R<sup>5</sup> same to 
definition in theaforementioned General Formula (1). ), the 
R<sup>3</sup> shows hydrogen atom or hydroxy group 
substituted lower alkyl group , benzo heterocyclic derivative 
or its salt which is displayed with theaforementioned General 
Formula (1) which is a group (As for R<sup>9</sup> and 
same to definition in p aforementioned General Formula (1). 
R<sup>8</sup> shows lower alkyl group . ) where R is 
shownwith aforementioned (Chemical Formula 5 ) 

As for (1 10 ) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (109), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

[0038] 

As for (1 1 1) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (109), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (1 12) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (109), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (1 13) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (109), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (1 14) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (109), 
R<sup>2</sup> as for benzo heterocyclic derivative or its salt 
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% /^TPHR*f*Xtt-ta)tt(l 15)G. x, R\ R 

3 ai; r f±MH(io9)(DS«ic^i:T*fcy,R 2 ^ 
fr*fc**:/v^xP«B*i*xtt-*<Da 



(1 16)G> X, R 1 Rlf R lifrlB(109)0)Sai-Hi: 
Tf*y. R 2 <fc R 3 tf-||lcftoT**V**»rt 
*&fllIE-llB^(l)T*$fc>*ft4*>V^xPBI 



(1 17)G. X> R 1 Rlf R l±fTlH(109)<OS«lC|§|i: 
Tf*y, R 2 1 R 3 4<-»lcftoTiS*7;U*Ux 

>»*»a-r*«HB-«a(i)-e*t3**t4-< 



(1 18)G. X. R 1 &lf R l4|irlB(109)(D£«lC|p|i; 
t?*y, R 2 1 R 3 A<-ltl::fcoT(E*7VUa*S/ 

*(i)-cat?**i«'<>^xpaBi»i*xi4* 



(i i9)G. x. r 1 at; r iiME(io9)a)saici^i: 
x?fey. r 2 t r 3 A<-tticfeoris»7;n]*v 

sftx(4-t<7)je(i20)G. x. r 1 ai; r itmzw 
09)(7)saic^i:-efcy.R 2 <tR 3 *<-^ic^oT 

ia-»a(i)T?a*)*ti*^>^-TP»R* 

<*Xli*<D£o 



[0039] 

(121)G ^S-C(R 2 )(R 3 )-X-^^L,X ^S-NR 14 - 

(r 14 ttmis-jtta(i)icfci+ft£*icrai:o)* 

*U R 1 4<«rlE-tt*(l)lCfe[+S3t«lCg|i:T 

fey, r 2 *<*-nr 4 r 5 (r 4 Rif r 5 fiime-«a 

tacib 5]-e***t*»(R 9 ai; p (*Htiia— ssxC 
T?fc««riB-<!ia(i)'e*t?**L«'<>yN-TP 

aR»(*X(4*©* 
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(1 15) G, X, R<sup>K/sup>, R<sup>3</sup> and the R 
which are displayed with aforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which has times when it possesses the lower alkyl group as 
substituent being same to definition of theaforementioned 
(109), benzo heterocyclic derivative or its salt which is 
displayed with theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (1 16) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (109), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (1 17) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (109), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (1 1 8) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (109), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (1 19) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (109), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,as for benzo 
heterocyclic derivative or its salt (120) G, X, R<sup>l</sup> 
and R which are displayed with theaforementioned General 
Formula (1) which forms lower alkoxy carbonyl substitution 
lower alkylidene group beingsame to definition of 
aforementioned (109), R<sup>2</sup> and R<sup>3</sup> 
becoming simultaneous, benzo heterocyclic derivative or its 
salt . which isdisplayed with aforementioned General Formula 
(1) which forms phenyl substitution lower alkylidene group 

[0039] 

(121) G basis -C (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X basis -NR<sup>14</sup>- shows (As for 
R<sup>14</sup> same to definition in aforementioned 
General Formula (1). ), being same to definition 
R<sup>l</sup> in theaforementioned General Formula (1), 
R<sup>2</sup> basis -NR<sup>4</sup>R<sup>5</sup> 
shows (As for R<sup>4</sup> and R<sup>5</sup> same to 
definition in theaforementioned General Formula (1). ), the 
R<sup>3</sup> shows hydrogen atom or hydroxy group 
substituted lower alkyl group , benzo heterocyclic derivative 
or its salt which is displayed with theaforementioned General 
Formula (1) which is a group (As for R<sup>9</sup> and p 
same to definition in theaforementioned General Formula (1). 
R<sup>8</sup> shows hydroxy group . ) where R is 
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(122)G. X, R\ R 3 Stf R I*bJF1E(121)<&^8I:: 

pc-pfcy. r 2 *<7K*)s^fc*mgs-)iftiC(i) 
T?»fc*Jh^*>v^pjaR»*xii-tfl>* 



(123)G, X, R\ R 3 St/ R l*frlH(121)©S8IZ 

mc-e&y, r 2 *<*ii»T?*.&iiMB-«st(i)-c 



(124)G. X. R 1 . R 3 Stf R I4firl2(121)<7)£8l- 
*T-S,SHtFta-fiftjC(l)T-S*5$HS'<>y'NTF 

p«R*f*xi«-a>* 



(125)G, X. R l , R 3 St/ R l*frIS(121)(7)SaiC 
»tt*7;U*JU*-C**l!MB-*«(l)T»»fr 



(126)G, X. R\ R 3 Stf R liMIB(121)0)S8IC 

ni:-e*y. r 2 jWUMteL-cffi*™*^* 

^-^v*T'fc-S)B?rfB-^5t(i)-ea^$ti^'<> 
y^xParaHMtxi**©* 



(127)G. X. R', R 3 St; R l*KHa(121)<D3t8lC 

E-ima(i)-e**5**i*'<>^TPai«si 
ftxii-erom 



(128)G, X. R 1 St; R (ifrfB(121)<DS8l=BC 
T'fcy, R 2 i R 3 A<-||ICftoT*4rV**»ja 

■r-5HtiiB-^iC(i)T'at5S*t-5./<>'y^p^ 

RWftXii-talfi 



(129)G, X, R 1 St; R lifrtH(121)fl)S8l=l^i: 
T»*y» R 2 i: R 3 A«-«l=<to-C««7;Mr'JT 
>**»J«-r*IIHB-|lia(l)T?«t5**l*'< 
>v^PHR3H*X(i*<Di£ 



(130)G. X. R' St; R l4fjtB(121)fl)g8l-l5li: 
■Cfcy. R 2 1 R 3 *«-||l=ttoT«»7JUa*?/ 

«»««7;u*yT:/»*»»*-r4flriB-* 
acotfa^^s^w^T-paRHftxi*-?- 



1997-8-26 

shownwith aforementioned (Chemical Formula 5 ) 

As for (122) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (121), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (123) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (121), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (124) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (121), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (125) G, X, R<sup>l</sup> } R<sup>3</sup> and R 
being same to definition ofaforementioned (121), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (126) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (121), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (127) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (121), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (128) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (121), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (129) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (121), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (130) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (121), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt . which is displayed with aforementioned 
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[0040] 

(131) G. X, R 1 R ttHiJia(121)<DS8ICg|i: 

-efcy. r 2 <t r 3 A<-^[c^oT<£ja7;ui3+v 

(132) G. X, R 1 R (iflI5(121)(7)S8l^l^i: 

T*fcy, r 2 t R 3 ^-ai:5ot7i-;HM 



(133)G A<8-C(R 2 )(R 3 )Ot-£^UX #*-NR 14 - 

*L.R ! A<Hiiia-»xe(i)icfcf+^8ic^i:r 
fey , r 2 *<a-NR 4 R 5 (R 4 r 5 im^-ma. 

(l)lcfclt^SSfcfslCo ^UR 3 ****)!^ 

tBCIb 5]T*^£;tv5tt(R 9 ;&tf p fimllB-flSiC 
(l)lcfc(t€>S8lc|^i: 0 r 8 l*^hog£^-fo) 

r*fe^fifB-fia5t(i)-e*^*ti^^>y^p 



(134)G. X. R\ R 3 St; R l±lufS(133)(D^8fC 

i^ii:T*fey , r 2 A^kSJi^F^fe^MB-flssd) 



(135)G, X. R\ R 3 &t/ R limiIB(133)CDSSlC 

f^ic-cfcy . r 2 ^KKS-efcSfltria-® store 



(136) G. X. R'v R 3 RlS R l±milB(133)(D£ §(C 

isjc^fcy. r 2 #:fcjutf*vMg|«$7;u*;u 
a-efei>BtjfB-«g^(i)T*s^^^^y^x 

(137) G. X. R\ R 3 &tf R fifllB(133)<D^SlC 

«ftilft7;u*^*'efc*mE-««(i)-e*t) 



General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

[0040] 

As for (131) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (121), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy carbonyl 
substitution lower alkylidene group 

As for (132) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (121), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms phenyl substitution lower 
alkylidene group 

(133) G basis -C (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X basis -NR<sup>14</sup>- shows (As for 
R<sup>14</sup> same to definition in aforementioned 
General Formula (1). ), being same to definition 
R<sup>l</sup> in theaforementioned General Formula (1), 
R<sup>2</sup> basis -NR<sup>4</sup>R<sup>5</sup> 
shows (As for R<sup>4</sup> and R<sup>5</sup> same to 
definition in theaforementioned General Formula (1). ), the 
R<sup>3</sup> shows hydrogen atom or hydroxy group 
substituted lower alkyl group , benzo heterocyclic derivative 
or its salt which is displayed with theaforementioned General 
Formula (1) which is a group (As for R<sup>9</sup> and p 
same to definition in theaforementioned General Formula (1). 
R<sup>8</sup> shows nitro group . ) where R is shownwith 
aforementioned (Chemical Formula 5 ) 

As for (134) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (133), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (135) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (133), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (136) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (133), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (137) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (133), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
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(138)G. X. R 1 , R 3 at/ R I* H5tB(133)<7)^«IZ 
l^tT-fey, R 2 A<«&a<!:L-Cffi$&7;U*;U* 

V^P3SfgS»f*3tl±*0)j£ 



(139)G, X, R\ R 3 it/ R liMB(133)(7)^eiC 



(140)G, X, R 1 at/R l*fIIH(133)(DSSI-Pli: 
Tf*y» R 2 <t R 3 4<-ltl=«:oT^V»*»* 

RSMtxi**©*. 



[0041] 

(141)G, X, R 1 at/ R l*HtIf2(133)OTSSlC(5li: 
■efcU, R 2 1 R 3 4«-|tl=<i:oT««7;U+Ux 
r/SfcJBirrSlMa-Jttitore**)**!.** 



(i42)G, x. r 1 at/ r izmz(m)<D%mzmc 

"Cfey, R 2 t R 3 *<-$tlCfcoTi£liK7;Hi*v 



(143)G. X. R 1 at/ R l±fIaB(133)<Dg«lC|plC 
■C*y. R 2 <t R 3 tf-*l=&oTtt«7;Ua*«> 

frlH-«5t(l)1?SEt?**i-5'<>^xPBSa 
«1*XI*-e<7)Jfi(144)G, Xs R' at/ R l±fTlB(l 
33)(DS«IC|^i:T-fey.R 2 <tR 3 A<-&|::&oT 



(145)G #*-C(R 2 )(R 3 )-X-£*U X A<S-NR 14 - 

(r 14 i4mrE-*a(i)i=feMt*36«i=wn:.)t 

fey, R 2 #S-NR 4 R 5 (R 4 at/ R 5 IttttBHttSC 

(i)i=fcit*3e«i=rai:. )£*u r 3 

Xtt*»*«»f6tt7/u*ju*£su R *<M 
tacit 5]-e*$*i3*(R 9 ai/ P i*«ria— »sc 
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R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (138) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (133), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (139) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (133), benzo' 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (140) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (133), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt . v/hich is displayed with aforementioned 
General Formula (1) Whichforms oxo group 

[0041] 

As for (141) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (133), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (142) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (133), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (143) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (133), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,as for benzo 
heterocyclic derivative or its salt (144) G, X, R<sup>l</sup> 
and R which are displayed with theaforementioned General 
Formula (1) which forms lower alkoxy carbonyl substitution 
lower alkylidene group beingsame to definition of 
aforementioned (133), R<sup>2</sup> and R<sup>3</sup> 
becoming simultaneous, benzo heterocyclic derivative or its 
salt which isdisplayed with aforementioned General Formula 
(1) which forms phenyl substitution lower alkylidene group 

(145) G basis -C (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X basis -NR<sup>14</sup>- shows (As for 
R<sup>14</sup> same to definition in aforementioned 
General Formula (1). ), being same to definition 
R<sup>K/sup> in theaforementioned General Formula (1), 
R<sup>2</sup> basis -NR<sup>4</sup>R<sup>5</sup> 
shows (As for R<sup >4</sup> and R<sup>5</sup> same to 
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to )-e&*H«fiH-«fta(i)T*a3h*ti4^<> % /^ 



(146)G. X. R 1 , R 3 JBilf R (±BUfB(145)<7)S8fC 



(147)G. X. R\ R 3 Rlf R l±]WrlB(145)0>g*Z 

HCiffcy. r 2 3&<*it*-c*-B«riE-*sc(i)t» 



(148) G. X. R 1 * R 3 SIX R liBtjfB(145)(DS8fC 

*r**«riB-«a(i)-eat>**i*'<>!/^'r 

(149) G. X. R\ R 3 Jktf R liflfB(145)<D^§fC 



(150)G. X. R\ R 3 atf R (±mj|B(145)(DS 
l/^aaR»*XI4-KD*. 



[0042] 

(151)G, X, R 1 . R 3 St; R f*mjIB(145)(D^g|C 
IB-ft*(l)T?**3*tl*'<>^xP«R# 



(152)G. X. R l at; R ttfrlH(145)<D^aiC|^|i: 
Tf&y , R 2 fc R 3 A<-ltlC&oT**Vj|« »« 



definition in theaforementioned General Formula (1). ), the 
R<sup>3</sup> shows hydrogen atom or hydroxy group 
substituted lower alkyl group , benzo heterocyclic derivative 
or its salt which is displayed with theaforementioned General 
Formula (1) which is a group (As for R<sup>9</sup> and p 
same to definition in theaforementioned General Formula (1). 
R<sup>8</sup> shows halogen atom . ) where R is 
shownwith aforementioned (Chemical Formula 5 ) 

As for (146) G, X, R<sup>1</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (145), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (147) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (145), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (148) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (145), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (149) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (145), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (150) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (145), 
R<sup>2</sup> benzo heterocyclic derivative or its salt . 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

[0042] 

As for (151) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (145), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (152) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (145), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 



(153)G, X, R l at; R ltntiB(\45)(Dfem\zmC As for (153) G, X, R<sup>K/sup> and R being same to 
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(154)G, X, R 1 St; R l*fIIH(145)(DSSIC|lli: 
T'&U, R 2 1 R 3 tf-*l=&oTfi«7;U=i#'> 



(i55)G. x. r 1 at; r i*iHB(i45)fl!>3e«i=wi: 

$(*Xli-t<D*g(156)G, X. R 1 St/ R 1*8513(1 
45)©S*IC|h1 DT-fc y , R 2 <t R 3 tf-ftfcfcoT 



(157)G A<a-C(R 2 )(R 3 )-X-£^UX A<»-NR 14 - 

(r 14 ttiwiB-*a(i)i=j3it*3e«icHii: 0 )t 
*u r 1 *n»E-»a(i)i=j3i+*s«i=rai:-c 
&y, r 2 a^s-nr 4 r 5 (r 4 at; r 5 i4i&E-»a 
(i)i=fcit*3e«i=wi:.)*«UR 3 4***fli^ 

tac^fb 5]r^$tv-s»(R 9 at; P i*wia-»3t 

„ )-c?fc*frE-flfta(i)i?at?$ih.-5'< 

P SR #<*3tl« (M& 



(158)G, X. R\ R'at; R I* IUE(157)<D^«I- 

ECT-a&y. R 2 A<7jc*nT-T*fci)BiiE-jiSie(i) 



(159)G. X. R\ R 3 at; R I* frE(157)CDSSl- 

wc-c*y» r 2 #*M»"c&*iM3-iira(i)-c 



(160)G. X. R\ R 3 at; R liH5E(157)0^SIC 

I^CT-fey.R 2 A<a;utf*vS&<5i&7;u*;u 

»i?**inE-*a(i)-e**5**i*'<>!/^T 
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definition ofaforementibned (145), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (154) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (145), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (155) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (145), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,as for benzo 
heterocyclic derivative or its salt (156) G, X, R<sup>l</sup> 
and R which are displayed with theaforementioned General 
Formula (1) which forms lower alkoxy carbonyl substitution 
lower alkylidene group beingsame to definition of 
aforementioned (145), R<sup>2</sup> and R<sup>3</sup> 
becoming simultaneous, benzo heterocyclic derivative or its 
salt which isdisplayed with aforementioned General Formula 
(1) which forms phenyl substitution lower alkylidene group 

(157) G basis -C (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X basis -NR<sup> 14</sup>- shows (As for 
R<sup>14</sup> same to definition in aforementioned 
General Formula (1). ). being same to definition 
R<sup>l</sup> in theaforementioned General Formula (1), 
R<sup>2</sup> basis -NR<sup>4</sup>R<sup>5</sup> 
shows (As for R<sup>4</sup> and R<sup>5</sup> same to 
definition in theaforementioned General Formula (1). ), the 
R<sup>3</sup> shows hydrogen atom or hydroxy group 
substituted lower alkyl group , benzo heterocyclic derivative 
or its salt which is displayed with theaforementioned General 
Formula (1) which is a group (As for R<sup>9</sup> and p 
same to definition in theaforementioned General Formula (1). 
R<sup>8</sup> shows; lower alkoxy group . ) where R is 
shownwith aforementioned (Chemical Formula 5 ) 

As for (158) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (157), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (159) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (157), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (160) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (157), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
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[0043] 

(161)G. X. R\ R 3 atf R limrIB(157)<DSg|C 

sngsaT^+;us-efc^HtiiB-jiss(i)T*s^ 

*ft**:/V^T-nSlB!JIW*XI«-©* 



(162)G. X. R 1 , R 3 at/t R (4frfB(157)©S«lC 



(163)G.X.R\R 3 St; R l*1IWB(157)©S«l= 

c-fta(i)-ea*>*4i*'<>7'VTP«Bi# 

<*Xli*<Bi& 



(164)G, X. R 1 Xt; R l**HB(157)0!)S«IZEi; 

■e*y . r 2 <t r 3 *<-iti=*or**v»s»ia 
«**xii-t©tt 



(165)G. X. R 1 SIX R I41WE(157)(DS«IC|§|1: 

■e*y,R 2 4: r 3 tf-mzttnTim-rjWr 
>»*»*r*iria-M!a(i)-e«*3*n*^ 



(166)G, X, R 1 St/ R l*HiJfB(157)<0S8lC|^i: 
■CfcU, R 2 1 R 3 3&<-«l=«oTfigl7;U3**> 

a(i)T'St?3*iSK>v^xn&fp?#xi«- 



(167)G> X, R 1 at; R lif!fB(157)<DS8lCllli: 
T-fcy, R 2 <t R 3 tf-lftlCfcoT{5$&7;U=]*v 

4W*xi*-€-<7)^(i68)G, x. r 1 at; r iii)trE(i 

57)0>S8lcHi:T?fey, R 2 tR J 6«-|tl=)S:oT 



(169)G *<a-C(R 2 )(R 3 )-X-^^L. X 
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R<sup>2</sup> is carboxy substituted lower alkyl group 
[0043] 

As for (161) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (157), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (162) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (157), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (163) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (157), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (164) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (157), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (165) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (157), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (166) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (157), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (167) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (157), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,as for benzo 
heterocyclic derivative or its salt (168) G, X, R<sup>K/sup> 
and R which are displayed with theaforementioned General 
Formula (1) which forms lower alkoxy carbonyl substitution 
lower alkylidene group beingsame to definition of 
aforementioned (157), R<sup>2</sup> and R<sup>3</sup> 
becoming simultaneous, benzo heterocyclic derivative or its 
salt which isdisplayed with aforementioned General Formula 
(1) which forms phenyl substitution lower alkylidene group 

(169) G basis -C (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
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S£*UR' A»*HB-«a(l)l=felt43£«l= 

Hte*y, r 2 a<*-nr 4 r 5 (r 4 &i;r 5 \tmt&- 

»*(l)l=fel+*36«l=Rli:. )£*U R *< 9-* 



(170)G, X. R 1 . R 3 Stf R l*fflSB(169)©SSIC 

mcx'&y. R'A^TKms^T-fc-siuta-flfticci) 
■c a =b £ *i -5 7 ^ t □ si r m w x ii <r> 



[0044] 

(171)G. X. R\ R 3 SIX R I* flia(169)CDSglC 

rai:T?*y» r 2 #*K»T?fc*iWE-ttse(i)-c 



(172)G, X»R\R 3 »tfR l*BtIta(169)(7)^SIC 
I^CT'&y.R 2 tf*JM«**>«SMHft™*;U 



(173)G. X. R 1 , R 3 St; R liMB(169)0SaiC 



(174)G, X. R\ R 3 R I4«IB(169)©S«|C 

^>s-efe*ltiiH-J!iasC(i)-eat3**i*'<> 



(175)G, X, R\ R 3 St; R l*|1iiB(169)fl)^aiC 
E-«a(l)-e«*3**i«'<>y^ J rPBI«» 



(176)G, X. R 1 RXf R l*fIIB(169)a)S8lC|5li: 
•C*y. R 2 £ R 3 tf-iUlCfcoT^ySS^jS 

-r««rffi-«sc(i)-e*t)**i.«^>i/^T03i 



077)G, X. R^i; R l*flfB(169)fl)^«IC|5li: 
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-X-, X shows the methylene group , being same to definition 
R<sup>K/sup> in theaforementioned General Formula (1), 
benzo heterocyclic derivative or its salt which is displayed 
with theaforementioned General Formula (1) where 
R<sup>2</sup> basis -NR<sup>4</sup>R<sup>5</sup> 
shows (As for R<sup>4</sup> and R<sup>5</sup> same to 
definition in theaforementioned General Formula (1). ), the R 
9 -oxo fluorenyl group is 

As for (170) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (169), benzo 
heterocyclic derivative or its salt . which is displayed wkh 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

[0044] 

As for (171) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (169), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (172) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (169), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (173) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (169), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (174) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (169), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (175) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (169), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (1 76) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (169), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (177) G, X, R<sup>K/sup> and R being same to 
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T?*y . R 2 £ R 3 tf-ttlCfcoTfifl^Mr'Jx 

>7^p»RSM*xii*a>* 



(178)G, X, R 1 Rlf R it1ftt&(\69)<D'£mzmC 
■Cfty . R 2 i: R 3 A<-HlcftoT«tt7^3*$/ 

SC(l)-ca^**i*^>7^P«RSWtXI« 
<7)J£ 



(i79)G. x. r 1 a# r i±itiSH(i69)a)^aicigi: 

T?fty. R 2 1 R 3 A<-^lcfcoT<S&7^*v 

itE-i»a(i) , c«^4jii*'<>!/^fpaR 

©ttXli^0)i£(18O)G, X. R 1 &tf R li«rlB(l 
69)CO^gfc|^i:T*fey.R 2 i:R 3 ^-$llC^oT 

iH-»sc(i)-ea*3**t*'<>i/^-TPaiR* 

<*Xli*0)i£o 



[0045] 

(181)G i<ft-C(R 2 )(R 3 )OC-£SUX A<*-NR 14 - 

(r 14 ii«na~«a(i)icteit*s«i=Hi: 0 )* 

R 1 A<ffiC-«*(l)lcfclt4g«lcHi:i? 
fey. R 2 *<*-NR 4 R 5 (R 4 RZf R 5 limJfB-fi&ir; 
(l)lzfel+436*l-iai: 0 )* SU R 3 A****?- 
XI4*B**a«*7 JU*JU«*SU R # 9- 

**v7^*b-;u»-efc*iWB-l!«(i)-e« 



(182)G. X. R 1 v R 3 7kt$ R l*|ijffi(181)(7)S8IC 

^i:rfcy.R 2 A<7k^s^fc§BijiB-^je(i) 
**fc*ft**> % y^piiR»{*xi±*a>tt 



(183)G. X. R\ R 3 Xtf R l*BUlE(181)<DS«f- 

nc-cfey. r 2 4<*iiat-efe««na-tta(i)-e 
Sfr*ft**i/V^xP«R*f*XI**ffltt 



(184)G, X. R l % R 3 &tf R f*WIH(181)0^glC 
HIS-Cfey.R 2 tf*iU#*S/R»«|i7;U*JU 

»tffeft«iiB-»*(i)Tat)*n4'<>^-T 
paR»#xi**a>tt 



definition ofaforementioned (169), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (178) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (169), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (179) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (169), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,as for benzo 
heterocyclic derivative or its salt (180) G, X, R<sup>l</sup> 
and R which are displayed with theaforementioned General 
Formula (1) which forms lower alkoxy carbonyl substitution 
lower alkylidene group beingsame to definition of 
aforementioned (169), R<sup>2</sup> and R<sup>3</sup> 
becoming simultaneous, benzo heterocyclic derivative or its 
salt . which isdisplayed with aforementioned General Formula 
(1) which forms phenyl substitution lower alkylidene group 

[0045] 

(181) G basis -C (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X basis -NR<sup>14</sup>- shows (As for 
R<sup>14</sup> same to definition in aforementioned 
General Formula (1). ), being same to definition 
R<sup>l</sup> in theaforementioned General Formula (1), 
R<sup>2</sup> basis -NR<sup>4</sup>R<sup>5</sup> 
shows (As for R<sup>4</sup> and R<sup>5</sup> same to 
definition in theaforementioned General Formula (1). ), the 
benzo heterocyclic derivative or its salt which is displayed 
with aforementioned General Formula (1) where the 
R<sup>3</sup> shows hydrogen atom or hydroxy group 
substituted lower alkyl group , R 9 -oxo fluorenyl group is 

As for (182) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (181), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (183) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (181), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (184) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (181), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 
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(185)G. X, R 1 . R 3 atf R lifjtB(181)CD^aiC 



(186)G. X. R\ R 3 RlS R f*HTllH(l 8 

v^xPir^#<*xii*<7)i£ 



(187)G. X, R\ R 3 Atf R fi1uta(181)(DSSlC 



(188)G, X, R 1 atf R tt«flE(181)0>S»CHi: 
Tf*y . R 2 <t R 3 4<-»c<j:- 3 T^*V»t»l« 

-r*«rtB-«a(i)-eat)**i4'<>!/^-TPa 



(189)G, X, R 1 Si; R l*ffiTK(181)(DS*lzSi: 
■Pfcy, R 2 £ R 3 a<-ttlCfcoTffi»7;U*«Jx 

>»t»rt"r*miB-»sc(i)-e*^aF*i*^ 
>!/^p«r3M*xi±*0>* 



(i90)G. x. r 1 atf r tt«riB(i8i)a)S«iciai: 
-efcy. r 2 t r 3 A<-»ic&oT<s»r;u=i^v 

*(i)-ea^**i*^>!/^xPii»*#xi*-t 



(191)G. X. R 1 atf R (4ffilB(181)<Z>S*C|5i: 
•Cfty. R 2 fc R 3 A<-«tl^Tffi«T;U=3*v 

»(*XI4-t0>ifc(l92)G* x. R 1 at; R liffifE(l 
81)0SSI^i:^&y,R 2 i:R 3 A<-$gl^or 

E-*a(i)-<?a*p**i«K>y^-rpai«» 



(193)G. X. R 1 . R 3 at/ R f*frE(l)<DSWc|§| 

»a(l)-e«*3**i*^>!/^-TPBWMM*X 

l±-£tf)J&(194)G. X. R 1 . R 3 ai; R I4bWB(1)0> 



1997-8-26 

As for (1 85) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (181), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (186) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (181), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (1 87) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (181), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (188) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (181), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (1 89) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (181), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (190) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (181), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (191) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (181), R<sup>2</sup> and 
R<sup>3</sup> becoming simu!taneous,as for benzo 
heterocyclic derivative or its salt (192) G, X, R<sup>l</sup> 
and R which are displayed with theaforementioned General 
Formula (1) which forms lower alkoxy carbonyl substitution 
lower alkylidene group beingsame to definition of 
aforementioned (181), R<sup>2</sup> and R<sup>3</sup> 
becoming simultaneous, benzo heterocyclic derivative or its 
salt which isdisplayed with aforementioned General Formula 
(1) which forms phenyl substitution lower alkylidene group 

As for (193) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1), as for benzo 
heterocyclic derivative or its salt (194) G, X, R<sup>l</sup>, 
R<sup>3</sup> and R whichare displayed with 
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^n»R»<*xii*a>tt 



(!95)G. X. R 1 . R 3 Stf R liffilB(l)a>£»CH 

paR3llftxi*-ta)tt 



(I96)G. X. R\ R 3 SI/ R tefirSE(l)0>£»CH 



(i97)G. x. r 1 . r 3 si; r itmt&(\)<Dfcm\zm 

IST-fey* R 2 36<iS«7iua**>*;u*-;u*« 
*>*ftS*>v^n»R#ftXte*©tt 



(198) G, x. r 1 at; r iifiiB(i)<D^8iciHii:r 
fey. r 2 tf*;u#*5/*B*«*7JU:3*5/* 

(199) G. X. R 1 . R 3 R l*MIE(l)(D^gfCf5] 
t"efey. R 2 #S-(0)m-A-(CO)uNR 6 R 7 (nn u. 

a. r 6 atf r 7 ttmriB-«*(i)izfcit4SSic 
rac. )-efc*«HB-«a(i)-e*t5**L«K>^ 



(200) G, X. R' % R 3 Stf R l±|triH(13)(DSaiC 

HC-cfcy, r 2 A<is»7;u^*e/a^&5frfB 

-fta(l)t*t5*ti4^^fD«R»«: 
[0046] 

(201) g.x.r\r 3 &i; r i*Htria(i3)<D^aic 

Bt-efcy.R 2 tf5/7y«SM6«7JU*JU*'C 

R«i*xi±*att 



aforementioned General Formula (1) where R<sup>2</sup> 
is the lower alkoxy group being same to definition of 
aforementioned (1), the benzo heterocyclic derivative or its 
salt which is displayed with aforementioned General Formula 
(1) where the R<sup>2</sup> is cyano substituted lower alkyl 
group 

As for (195) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula ( 1 ) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (196) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (197) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (198) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (1), benzo heterocyclic derivative 
or its salt which is displayed with theaforementioned General 
Formula (1) where R<sup>2</sup> is carboxyl substitution 
lower alkoxy group 

As for (199) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which is a (O ) m-A- (CO ) 
uNR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

As for (200) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (13), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

[0046] 

As for (201) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (13), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 
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(202)G,X,R 1 .R 3 Si; R liffiIB(13)<D£»IC 



(203)G.X > R 1 .R 3 Xl/ R I±H9IH(13)0)Sgl- 



(204)G.X.R\R 3 JSLlf R l±fHH(13)<7)36»C 
. R 2 3^«tR7;ua*^*^*-^* 

«*««7^a*s/»'eft*fHB-ia[iC(i)-c 
Sfr**i4*>v^pfflR»{*xii*a>Jfc 



(205) G, X. R\ R 3 RXS R l4WE(13)(DS8lr 

^P»RSM*XI**a>* 

(206) G* X. R\ R 3 Xtf R li«rlB(13)G>£»Z 
aWftUsR 2 #»-(0)m-A-(CO)uNR 6 R 7 (nu 
iu A, R 6 » R 7 l*«rKHtt*(l)l::m«£« 

v^nanwifrxi**©* 



(207) G. X, R\ R 3 Xtf R I*hME(25)<D£»:: 

-«SC(i)T?*3b**i4^>y^P«R** 
X(**<Z>E 

(208) G. X. R\ R 3 &IS R f*fittB(25)0>SW:: 

HC-efcy , r 2 *«i/7y*SMS«7;i/*;u*T? 

(209) G. X. R\ R 3 St/ R tt*rtB(25)<D£«l:: 

■c-efcy, r 2 A<Th7yj;uasSii£»7;u+ 
^naRi«*Xtt*©tt 



(210)G. X, R 1 . R 3 &t/ R (4h5IE(25)(7)^8IC 

■fe*y . r 2 mmr^y-out^i 



As for (202) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (13), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (203) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (13), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (204) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (13), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (205) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (13), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (206) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (13), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which isa(0)m-A- (CO) 
uNR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

As for (207) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (25), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (208) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (25), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (209) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (25), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (210) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (25), benzo 
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[0047] 

(211)G.X,R 1 .R 3 ai; R f41ilfB(25)<&SSK 

«»ft«7;u3*S/*T?ft*fHB-tta(i)if 



(212) G,X.R , % R 3 atf R l4fiHB(25)<Dg«C: 

HC-e*y, r 2 /»<*;u^*i/«asns»7^3 

(213) G.X.R ! .R 3 ai/ R l±«rlB(25)a)S«lC 
HCTfifcy . R 2 A<a-(0)m-A-(CO)uNR 6 R 7 (m. 
u.A.R 6 Atf R 7 lifHB-flft^(l)ICfclt^SS 

^fP«Ri#Xltt(D(t 



(214) G. X, R\ R 3 R l4WIB(37)©g*IC 
WCWJ. R 2 6<««7;ua*S/a-efc*«HE 

X14*0)J£ 

(215) G,X.R 1 .R 3 St; R I4MB(37)CDSSIC 

nc-efcy.R 2 #5/7</MMMt7;u*;u»-c 
fe^fris-»5C(i)-eat>s?ti^>^xpa 

R#i*XI4?<Dtt 

(216) G.X.R 1 > R 3 S^ R l4«rlB(37)©j£Wc 

mc-ethV % r 2 ^h^!/y;i/*«»«»7;u* 
;u»-e**l»E-**(i)-e*t)**i*'<>!/ 
^pasR^ftxtt-to)* 



(217)G*X*R\R 3 Xtf R f4ffftB(37)0)£SI- 
hcwj, R 2 A<fS«7;u*> r ^^+i/*S 
»««7;u*ju*-eft«mtB-«*(i)'e*t3 

*h«*>V^xPa»«ftXI4*<D* 



^lSJG.X.R'.R 3 Si; R l4BtJ!H(37)0)^ei^ 
HlSTffcy.R 2 jWS«7JU:]*$/*^#-;u* 



heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

[0047] 

As for (211) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (25), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (212) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (25), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (213) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (25), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which is a (O ) m-A- (CO ) 
uNR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

As for (214) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (37), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (215) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (37), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (216) G } X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (37), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (217) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (37), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (218) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (37), benzo 
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«*«*7;H3*5/*-efe*ffilB-«*(l)-C 



(219) G, X, R 1 , R 3 atf R l*WC(37)<03i«lC 

His-efcy, r 2 ^A;rt>vSi»i(Si7Ju 
*$/*-e**WrtB-)lftSC(37)-cat)**t*^> 
v^xP«RiM*xri*a>tt 

(220) G, X, R\ R 3 atf R l*frtB(37)0)S«IC 
Bfefcy * R 2 ^S-(0)m-A-(CO)uNR 6 R 7 (m. 

u. a. r 6 at; r 7 i*iKrE-tta(i)rc jsit*s« 

V^P«R*ttXr4*a>*. 



[0048] 

(221) G, X, R 1 . R 3 atf R liffiE(49)<DS»C 
BCT?ftU, R 2 4<««7;U3*5/»1?ft«mE 
-«iC(l)-C*t>**t*'<>!/^7 L Pffl»*ft 

(222) G, X, R\ R 3 St; R l4ftE(49)<Dg «IC 

BC-efcy, r 2 4<$/7y«lft««7;u*;u»T» 
R*{*Xl**att 

(223) G, X, R\ R 3 RlS R l*firE(49)<0S»C 

hcwj, R 2 **xhTi/y;u*«ift(Sft7^4r 

'VTP«R*ftXI**©tt 



(224)G S X, R\ R 3 ftt; R fittE(49)<D£«= 

rais^&y . R 2 4<fi«7;u*y-f;u*4rv*« 
*««7;u+jni-e**mE-»*(i)T?«*3 



(225)G.X.R ! .R 3 at; R l4WtE(49)0)SttC 

Hi:*e*y, r 2 *Mfi«7;nj*S/*;u7K-;u* 
«Sk«*7ju3*5/*-e**iwrE-itta(i)-e 

«fe*tL*^>!/^-TP«RSW*XI**<Dtt 



(226)G.X.R 1 .R 3 at; R I4WE(49)<D^«IC 
HfC*y, R 2 ^;b^vMM«R7iU 



heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (219) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (37), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (37) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (220) G, X, R<sup>K/sup>, R<sup>3</sup> an<J R 
being same to definition ofaforementioned (37), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt . which is displayedwith aforementioned General Formula 
(1) which isa(0)m-A- (CO) 
uNR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

[0048] 

As for (221) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (49), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (222) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (49), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (223) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (49), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (224) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (49), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (225) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (49), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (226) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (49), benzo 
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*5/*-cfc4«HB-»a(i)-e**)*ti«'<>7 

(227)G.X.R , .R 3 ^i; R ttffiTE(49)0)S«fC 
l^lCTrfey. R 2 #S-(0)m-A-(CO)uNR 6 R 7 (m, 

u, a. r 6 &ik r 7 \mu-mj£.(\)\z&iiz>j£m 
izmCo )T**KriB-«5C(i)-e»^s*i4K> 



(228) G, X, R\ R 3 R I4bMB(61)(D£«IC 
■ C-CfcU, R 2 4<««7JUa^>»"e*4«B 

(229) G.X.R l ,R 3 S^ R I4*HB(61)<Z>S«|C 

(230) G. X, R\ R 3 &tf R (±mItB(61)<D^SfC 

n t-e* y . r 2 &t wj ;nmsMK«7;u* 
^u*-efc**E-»a(i)-ca*3**t*'<> % y 



[0049] 

(231)G.X > R , .R 3 ai/ R (4fjfB(61)C0^S(C 
nCC*y , R 2 #«*7^*-/'OU3j-*5/»« 

»«»7iu*^»T?**ttB-«*(i)-e«3b 



(232)G. X. R\ R 3 &tf R (4flME(61)©SW:: 

BCTfty. r 2 A<ffi«7;u3*S/*;u7|?-;u* 
■»«iRT;ua*i/»-e*-si»e-»a(i)-e 



(233) G*X % R',R 3 »tf R ttffi1B(61)0)S«IC 
Bt-efty . R 2 4<*;u*^>»*«MS«7^3 

^f-n»Kil«*Xia:*©tt 

(234) G. X. R\ R 3 *tf R lifHE(61)<»£«fC 
BC-Cfey, R 2 *<S-(0)m-A-(CO)uNR 6 R 7 (nu 
u. A.R 6 &tf R 7 fiffilB-flS5C(i)lctelt^8 



heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (227) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (49), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which is a (O ) m-A- (CO ) 
uNR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

As for (228) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (61), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (229) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (61), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (230) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (61), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

[0049] 

As for (231) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (61), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (232) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (61), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (233) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (61), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (234) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (61), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
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\zmto )-efc*WE-jtta(i)-ca^**L*^> 



(235) G. X. R 1 , R 3 atf R l*lfflE(73)<D£ 

■C-fffcy.R 2 *<ft*7;ua*i/*T?ft*1lflE 
-*SC(l)T?«t?*tt*'<>^xPaRSIK* 
xi±^a>i£ 

(236) G.X.R , .R 3 at; R f±l5IB(73)CD^ g(C 

rat-eft y.R 2 tfi$>7sm&itW£7iu*n>*-e 
ft*«riB-itta(i)-c*3b**i*'<> % /-Nxna 

R#<*XI**(Dt£ 

(237) G. X. R l % R 3 St; R l*ftiIIS(73)<D5£8lC 

m c-cfc y % r 2 *<t- WJ ;usm^<£^t;u+ 
;u*T?ft4«HB-ttiC(i)-e**3i*i*'<>!/ 
^paR»*xi**a>* 



(238)G. X. R\ R 3 at; R (*mItE(73)CDS«fZ 

Si««7Ju*;u*T?ft*m[iB-tta(i)'cat) 



(239)G.X.R l .R 3 at; R l*«rE(73)0)3g«IC 



(240) G.X,R 1 .R 3 at; R l*WE(73)0>£«IZ 
BC-Cfty.R 2 tf*JU#*^»«MM7JUa 

*i/*-cft«mffi-*A(i)-eat5**i«'<>vr 

'^fPJSR3Si*Xli*(Di£o 
[0050] 

(241) G.X.R\R 3 at; R l4lWE(73)<D£Wz 
HCefty* R 2 A<a-(0)m-A-(CO)uNR 6 R 7 (m, 

u. a, r 6 at; r 7 iiUB-««(i)i=fert43E« 

IClUCo )T*ft*«TE-)fta(l)T?«*P**l*'<> 
V^P«R#ftXI*t<Dtt 



(242)G. X. R\ R 3 at; R l*KTE(85)G)S «IC 



salt which is displayedwith aforementioned General Formula 
(1) which is a (O ) m-A- (CO ) 
uNR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

As for (235) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (73), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (236) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (73), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (237) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (73), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (238) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (73), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (239) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (73), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (240) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (73), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

[0050] 

As for (241) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (73), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which is a (O) m-A- (CO) 
uNR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

As for (242) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
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(243)G, X, R\ R 3 Rlf R lifjfa(85)<DS8lC 

**«ria-*«(i)t?**5i*i*'<>7^TP« 



(244)G, X, R\ R 3 R l4«rlB(85)©*«lC 



(245)G, X. R\ R 3 R l*ffH3(85)©5S«(= 
BC"C*y. R 2 AMSl£7;L^'OU**vgS 
^ffi«S7;U4r;uaT'fc^fFffi-«S^(l)-Cat? 
****>y^Tn«R3K*Xli-M>tt 



(246)G, X, K\ R 3 St/ R limrfB(85)0^8lC 
MSI««i7'/Ua+i/»-efc*Htfl2-«S(l)7? 



(247)G, X. R\ R 3 £1/ R l*M2(85)(D£ glc 

^xPRRWttXli-t©* 



(248)G, X. R 1 . R 3 St/ R 1*^12(85)0^^1^ 
mCX'h l h R 2 A<*-(0)m-A-(CO)uNR 6 R 7 (nu 
u, A. R"$.tf R 7 l*BtJte-SSit(l)lCfclt?)^a 
IC|^i: 0 )T-&^)BillB-^:^(l)T'at5$^'<> 
V'VrPRRilHtXtt-ta)* 



(249)G. X, R 1 . R 3 &tf R lifiJf3(97)<DS8IC 



(250)G,X,R'.R 3 &i; R l4fItB(97)OSglC 
HfCfty. R 2 JiH>7./«!iHMt7JU*JU»TJ 

fc*friB-«sc(i)-c**3**i*'<> % y^T-pai 

RJifrXI**©*. 



1997-8-26 

being same to definition ofaforementioned (85), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (243) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (85), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (244) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (85), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (245) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (85), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (246) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (85), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (247) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (85), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (248) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (85), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which is a (O ) m-A- (CO ) 
uNR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

As for (249) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (97), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (250) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (97), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
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[0051] 

(251)G. X. R\ R 3 RlS R fimifH(97)(DSg(C 



(252)G. X. R\ R 3 JRtf R l*|tllE(97)<7)Sei- 

■i:-e*y, r 2 A<i«7My^ji/t*v«i 
ft«»7iu*ii/*T?*s«riH-«a(i)T?a*5 
*ft**>v^xpaR**xi«-a>* 



(253)G. X, R 1 , R 3 Stf R I4«HB(97)<D£*IC 

*»««7Jua^>»-eft*iltrE-«kSC(i)-c 

ftbs*i**>y^xP«R*(*xi**a>tt 



(254) G.X.R 1 ,R 3 Xi; R l*fllB(97)CD^8l^ 

Ht-cfcy, r 2 A%;^+viift(Si7;^ 
*S/*-c*«miB-*sc(97)-e*^**i*^> 

(255) G, X. R\ R 3 R I*bME(I)0>S«IZ|§| 
Cr*fey > R 2 ^*-(0)m-A-(CO)uNR 6 R 7 (m. u, 

a, r 6 &i/ r 7 i4«ri3-«iC(i)icfei+43g«ic 
nc. )^**me-*sc(i)-c*t>**i*'<>vr 



(256) G, X. R\ R 3 atf R (4fHS(109)0)S«lC 

(257) G. X, R\ R 3 &tf R l4fTlH(109)a)S«IZ 

nt-cfcy, r 2 *S/T-/«»«»T;u*;u*-e 
ft*miB-«*(i)T»*t)**i*'<>y^f-pa 

R«{*Xfi*0!>tt 

(258) G, X, R 1 . R 3 »tf R lilufB(109)<D£8IC 

^paR»*xtt-t©tt 



R<sup>2</sup> is cyano substituted lower alkyl group 
[0051] 

As for (251) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (97), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (252) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (97), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (253) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (97), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (254) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (97), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (97) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (255) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which is a (O ) m-A- (CO ) 
uNR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

As for (256) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (109), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (257) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (109), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (258) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (109), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
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(259)G.X > R 1 .R 3 Si; R liBUtE(109)(DSg|C 

»ffi«T;u^u»-e**iWlH-fta(i)-ea*? 
*ft**>v^TPaR««*xi**a>tt 



(260)G. X. R 1 . R 3 atf R li 1513(1 09)0) S Si C 



[0052] 

(261)G. X, R\ R 3 atf R f4«rE(109)<D5t»lC 

at-cfty. r 2 ^i^^vSiMsaTi^ 
*i/*-cfc4«nB-«a(i)'ea*5*4i*'<>y 

^P»R3H*XI**©tt 



(262)G, X. R l . R 3 atf R f*mJtr](109)<D£glZ 
nC-C&y^ R 2 7b<g-(0)m-A-(CO)uNR 6 R 7 (nu 
u. A,R 6 atf R 7 tt«HB-«a(l)lwfelt*S« 

^■rn»R»(*XI«-<Dtt 



(263)G. X. R 1 » R 3 at£ R (±BUfB(121)(DS«IC 

-«st(i)T?*^**i*'<> i /^paiRS«* 



(264)G. X. R\ R 3 atf R I* MIE(121)(D^g[C 

HC-efcy, r 2 *^>Tysen£«7;u+;u*T* 

fc4«HB-«a(l)-e**3**t4^> % -/^T-P« 
R»(*XI**«>tt 



(265)G. X. R\ R 3 RU R liml!a(121)<D£glC 

rat-efcy. R 2 t^h^))vmm^wcn^ 

^xPJ*RSW*Xte*0>tt 



(266)G> X. R 1 . R 3 it; R l±frtB(121)0)gglC 

BC-e*y, r 2 A<««7;u*y-f ;u**i/*« 

^<£Sa7JU^;UST*fcSMlE-»S(l)T*a^ 

*ti«^>!/^paR*#xi*-ta>* 
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group 

As for (259) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (109), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (260) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (109), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

[0052] 

As for (261) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (109), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (262) G, X, R<sup> K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (109), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which is a (O ) m-A- (CO ) 
uNR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

As for (263) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (121), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (264) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (121), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (265) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (121), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (266) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (121), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
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(267)G, X. R 1 * R } B.U R l*fIfB(121)(DSSIC 



(268)g» x. r 1 at; r i*fita(i2i)o^^izi5ii: 



(269)G. X, R\ R 3 &tf R l4fiFfB(l)<DS8lC|l] 
i:r*fcy, R 2 A<»-(0)m-A-(CO)uNR 6 R 7 (nu u, 

a. r 6 si; r 7 (*iMa-»a(i)i=teit*s«i= 

^Co )T?**WB-«rt(l)Tf**3**lft^>'/ 



(270)G. X, R\ R 3 Si; R 14*512(133)0)^81^ 

-«a(l)-C**)**l*'<>*/^ J fn31R#ft 
XI4-E-W^ 0 



[0053] 

(271)G. X, R' N R 3 &t; R l4S!TiB(133)ro^glC 
&-S)H?IfB-fiSit(l)T'*t5^*T.-S>'<>l/^Ol| 

R#<*XI4*CDJg 



(272)G. X, R', R 3 &i; R l4|tIi3(133)(DSei= 

;u»T?*4«rE-ttSt(i)"ca:b**i*'<:/i/ 



(273)Gs X. R\ R 3 Si; R l4fIfB(133)<DS*lc 

j^<6iSaT;u^r;uST'fe-5fiiB-j5aie(i)'ea^ 



(274)G» X, R'> R 3 St; R l*HHB(133)»je«l: 

«*tt*T;u3**>»-cft*«ria-iH!a(i)-c 



1997-8-26 

lower alkyl group 

As for (267) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (121), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (268) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (121), benzo heterocyclic 
derivative or its salt which is displayed with 
theaforementioned General Formula (121) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (269) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(l)whichisa(0)m-A- (CO) 
uNR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

As for (270) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (133), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

[0053] 

As for (271) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (133), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (272) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (133), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (273) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (133), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (274) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (133), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
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(275) G. X, R\ R 3 XJf R I4fflf5(l 33)0)^81:: 

(276) G, X, R\ R 3 &t/ R f±MS(133)(DSSlC 
Ht-Cfty . R 2 *<4^0)m-A-(C0)uNR 6 R 7 (nu 
u. A. R 6 &t/ R 7 ttfrlB-*SC(l)ICtelt*Sg« 

icrac. )-cfc*ffiia-»a(i)-e*^**i*^> 



(277) G. X. R\ R 3 Rtf R I41WIB(145)<D£« C 
XI4*0)i& 

(278) G, X, R\ R 3 &tf R 14 BfHB( 145)0) 

fc4mis-»a(i)-e**3*4i*'<> % -/^pai 

S£3l<*Xf4*<7)i£ 

(279) G. X, R 1 . R 3 &Xf R l4ffi«a(145)<D£«IC 

Ht-efcy, R 2 ^h^yy;uS»^giS»7;u+ 
^□Jfgf»f*XI4*a>i£ 



(280)G, X. R 1 . R 3 fttf R l4ffiTlB(145)0)S«lC 

*ti^>V^P»B83H*XI4*0)«o 



[0054] 

(281)G> X. R 1 . R 3 S.tf R l4«!E(l45)fl)S«lC 

»fr£ft£*>7^TPSB#{*XI4*a)J£ 



(282)G. X. R\ R 3 &tf R l4fTlH(145)0^8lC 

HC-efcy, r 2 4«*;u?t?*i/»B*««7;ni 
*vST*fc*Btrta-»a(i45)-ea^**i4'< 

>7^xP«R3W*Xtt-tO)* 



lower alkoxy group 

As for (275) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (133), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (276) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (133), 
R<sup>2</sup> basis - benzo heterocyclic derivative or- its 
salt which is displayedwith aforementioned General Formula 
(1) which isa(0)m-A- (CO) 
uNR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

As for (277) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (145), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (278) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (145), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (279) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (145), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (280) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (145), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

[0054] 

As for (281) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (145), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (282) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (145), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (145) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 
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(283)Gs X, R l s R 3 2&t£ R I*MB(1)0S«I^ 
i:-Cfey, R 2 *><a-(0)m-A-(CO)uNR 6 R 7 (nu u. 

a. r 6 &z/ r 7 lifitH-fia jt(i)fcfcit^sgfc 



(284)G. X, R 1 ^ R 3 JkTf R 1*1512(1 57)(DSSlC 
I^CT^fey.R 2 *<ffi&7^*v*-efc6mIfB 



(285)G. X, R l . R 3 AXf R l*HiJlB(157)<7)gSlC 



(286)G. X, R\R 3 RU R l*MfB( 157)0>£^C: 



(287)G> X. R\ R 3 St; R l±frlB(157)<D£»- 



(288)G. X. R\ R 3 &tf R l*IHjffi(157)<D£8lC 



(289)G, X. R 1 , R 3 R l*Hirffi(157)(D^g|C 

*i/*T?fcSfriB-»a(i57)r*atD**i«^ 



(290)G. X. R 1 . R 3 &tf R (±HiJfB(l)<DSg(c!H) 
CTFfcy, R 2 A<*-(0)m-A-(CO)uNR 6 R 7 (m. u. 
A, R 6 &tf R 7 f±mIIE-fia^(i)lcfc{+^^glc 
Hto )"C**«rtH-«SC(l)T?*t?**l«^>7 



As for (283) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which is a (O ) m-A- (CO ) 
uNR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

As for (284) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (157), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (285) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (157), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (286) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (157), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (287) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (157), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (288) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (157), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (289) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (157), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (157) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (290) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt . which is displayedwith aforementioned General Formula 
(1) which is a (O) m-A- (CO) 
uNR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 
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[0055] 

(291)G, X, R\ R 3 Btf R (imifE(169)(7)^8lC 

-*3t(i)-ca*5**tft^>!/^7 i pa»»(* 



[0055] 

As for (291) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (169), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (292) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (169), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (293) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (169), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (294) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (169), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (295) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (169), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (296) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (169), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (297) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (169), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which is a (O ) m-A- (CO ) 
uNR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

As for (298) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (181), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

(299)G, X. R\ R 3 Rlf R (ifIfS(181)(D^Slw As for (299) G, X, R<sup>K/sup>, R<sup>3</sup> and R 



(292) G. X. R\ R 3 fttf R l±HtlIB(169)(D^g(C 

(293) G. X. R\ R 3 fttf R I* *HE(169)(Dg «[:: 
JU*^*«lWE-«a(l)'C«3b**t*'<> % -/ 



(294)G. X. R* s R 3 &tf R l*lWIB(169)a)S«IC 
Ht-CfcU* R 2 A<{£»7^*/^U***>«{I 



(295)G. X. R\ R*&1$ R liH»llS(169)<DSglZ 



(296)G. X. R\ R 3 JBilf R (tmt^(\69)(D^m\Z 
BC-Cfcy, R 2 tf*;i/tf*i/*1Hft«*7;ua 



(297)G. X. R\ R 3 »tf R l*fJfE(169)(D£glC 
BfP*y. R 2 A<tt-(0)m-A-(CO)uNR 6 R 7 (m. 
Us A, R 6 AXf R 7 l*«rlB-«iC(l)ICibM+-SS6« 

iciai:o)Tfft*«na-«3a(i)T?a*5**i*'<> 



(298)G, X. R\ R*Rlf R f±ffitE(181)<7)SglC 

Bccfcy. r 2 mmr)i>^*ri'&x*fomu 
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***»IB-»3«(i)-C*t34*i*^>^Tna 



(300)G, X, R 1 , R 3 &tf R l*BtrfB(181)CDSSlC 

rat-cfty . r 2 tfx H7l/'J;^«a&^5iiR7;^*■ 
;^aT*&3ji^^f^--laa:£(l)T♦«;b£;h&*;✓ > / 



[0056] 

(301)G, X. R 1 . R'XtX R lifrtB(181)(DSSlr 

f5jcT-&y, r 2 A<ig«a7;u*^'Tju^*>s« 



(302)G, X, R\ R 3 Xtf R I±b!TIB(181)CDSSI- 

««ft*7^=i*'>*-eft*tfia-ttsc(i)t» 



(303)G. X> R\ R 3 &1/ R l*M3(181)(DSSI- 
^Pa«*«:X(*-tfl)* 



(304)G. X.R'^XtfR l*fftB(181)(DSaiC 
I^CT'&y. R 2 A<a-(0)m-A-(CO)uNR 6 R 7 (m, 
u. A, R 6 S.U R 7 l*MC-»*(l)l=i3l+* JE« 

)T'fc^frfB-jsgi£(i)r*« ^ti^.'O 



(305)G #g-C(R 2 )(R 3 )-X-£*U X 

7^*;U«£*U R 1 *<MfB-«a(l)ICfeMt 
43£«(cHtT?*y s R 2 A<S-NR 4 R 5 (R 4 R 5 

i*«HB-ftsc(i)i=*5it*sE«i=Hi:. )£*u 
r tfm&ut 5]-e^$^s*(R 9 si; p lifitB 

-«BSC(l)lcfcl+*36«l=Hi:. R 8 liB&SirL 

a^^To )-e**«riB-»*(i)T?«^**i4 
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being same to definition ofaforementioned (181), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (300) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (181), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

[0056] 

As for (301) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (181), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (302) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (181), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (303) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (181), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (304) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (181), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which is a (O ) m-A- (CO ) 
uNR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

(305) G basis -C (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X shows the methylene group , R<sup>3</sup> shows 
hydrogen atom or hydroxy group substituted lower alkyl 
group , being same to definition the R<sup>K/sup> in 
aforementioned General Formula (1), R<sup>2</sup> basis 
-NR<sup>4</sup>R<sup>5</sup> shows the(As for 
R<sup>4</sup> and R<sup>5</sup> same to definition in 
theaforementioned General Formula (1). ), benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (l)which is a group (As for R<sup>9</sup> 
and P same to definition in theaforementioned General 
Formula (1). R<sup>8</sup> shows amino group which has 
fact that it possesses the lower alkanoyl group as 
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(306)G. X s K\ R 3 atf R l4ffiiE(3O5)0S*:: 



(307)G. X. R\ R 3 atf R 14 hMB(3O5)0)S»C 
Htr*y , R 2 4<*»*"Cfc*lWE-«*(l)-C 
*fr*ft**>y^P«K*f*Xte*<D* 



(308) G, X, R 1 . R 3 atf R f±HiIIE(3O5)0SSlC 

»-ea5*WE-»*(i)T?«t)**i*'<>!/'VT 
pffltf#<*xi4*<Di£ 

(309) G. X. R 1 , R 3 St; R 14 ml 15(305)0^81:: 



(310)G. X. R 1 s R 3 JSilS R 14 B5IH(305)(DS8fC 

i^-efcy.R 2 *<«»*i:LTft*7;u*^» 
**5/*-eft«iWE-«a(i)-c*^**t*^> 

!/^xPIMi#ttXtt*<Dtt 0 



[0057] 

(311) G. X. K\ R 3 Rlf R l±l3E(305)(7)SSfZ 

Htrfcy. r 2 *<«iR7^*y-f ;u*-c&««r 

E-»a(i)t**34*i4^>^fP«R* 
ttXI4*0>£ 

(312) G. X. R' it; R (±BSffi(305)(D^aiw|HlC 

■efty . r 2 t r 3 *<-«ic<cor**v**»* 
■r*«tE-«a(i)t?a*5**L4K>y^T-pan 

S§a3W*Xf4*0)i& 

(313) G. X. R 1 atf R l4ffiffi(305)(Dg»fC|g|i: 

-cfcy . r 2 t r 3 j^-isi^oTiSttyyu+y-T 

>!/^TP«R»*Xf«-ffl* 

(314) G. X. R ! atf R f*HUlfi(305)CDSglZ|H)i: 
Tfcy. R 2 1 R 3 4<-»^oT«*7;U3^> 



substituent . ) where R is shown with 
aforementioned(Chemical Formula 5 ) 

As for (306) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (305), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (307) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (305), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (308) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (305), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (309) G, X, R<sup> l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (305), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (310) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (305), 
R<sup>2</sup> benzo heterocyclic derivative or its salt . 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

[0057] 

As for (3 1 1) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (305), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (3 12) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (305), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (313) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (305), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (314) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (305), R<sup>2</sup> and 
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*(i)-e*^**i*'<>y^ j fp«Bs*ftxi« 
(3i5)G, x. r 1 at; r \tmzQ05)<D%mizmc 

-efcU , R 2 fc R 3 J&<-«IC^T{£JR7;U=i*v 

3H*xf*-to)ta(3i6)G. x. r 1 at; r (*b48B(3 
05)o>s«ici3i:-eft y , r 2 <t r 3 tf-fticftor 
7i=;uMM»7^*ux:/*£»jM-*tt 
iB-ttsc(i)-cafe*ti«'<>^7 L pffl«» 

<*XI4*-<7>£ 



(317) G. X. R\ R 3 atf R lifliIfS(305)COS SIC 

X(«-<D£ 

(318) G. X. R l . R 3 at; R l*WHB(305)a)S«lC 

fc^Mie-teit(i)T*a^n^^>y^PBs 

R*{*XI**<D* 

(3 19) G, X, R l s R 3 at; R IiMIB(305)(D£8lC 

[sii:Tfcy.R 2 ^h7 v /y;us»^g^7;u^r 
^*-c*4«rE-tta(i)-(?a^**i*'<>vr 
^xpaR*ftxi±-t«)tt 



(320)G. X. K\ R 3 at; R (iMS2(305)(7)S8[C 

laccfcy . r 2 *«««7;u*y-f ;u+*S/*« 
»ffi«7;u*;u*-e*«lWE-tta(i)-e«*3 
**i**>v^P«R*(*Xli*©tt 0 



[0058] 

(321)G, X, R\ R 3 at; R 14 HiJlB(305)C7)SSfC 

■««ik7^a*i/»-e**ttE-lfta(i)-e 
a*3**i«^> % /^-rpaiR3i»xii-ta)tt 



(322)G. X. R\ R 3 at; R l*llME(305)a>j£«:: 
Ht-Cfcy, R 2 tf*JU#*2/»MME»7Aa 

*S/»-eft*iwiE-«a(i)-est)**i«'<>i/ 

^T-PStR»*XI4*<Dtt 



R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (315) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (305), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,as for benzo 
heterocyclic derivative or its salt (316) G, X, R<sup>K/sup> 
and R which are displayed with theaforementioned General 
Formula (1) which forms lower alkoxy carbonyl substitution 
lower alkylidene group beingsame to definition of 
aforementioned (305), R<sup>2</sup> and R<sup>3</sup> 
becoming simultaneous, benzo heterocyclic derivative or its 
salt which isdisplayed with aforementioned General Formula 
(1) which forms phenyl substitution lower alkylidene group 

As for (317) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (305), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (3 1 8) G, X, R<sup> 1 </sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (305), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (319) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (305), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (320) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (305), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

[0058] 

As for (321) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (305), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (322) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (305), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 



w ^ : u i ~ 
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(323)G. X* K\ R 3 Jklf R \tm IB(305)O^iElC 
HCT»*y* R 2 A<a-(0)m-A-(CO)u-NR 6 R 7 (m. 
u. A.R 6 &1/ R 7 liBljlB-^5t(l)lCfcl+^^g 

\zmCo )-e**iKrtB-«a(i)-c**5*4i*'<> 



(324)G ?!)<a-C(R 2 )(R 3 )-X-*^L.X *<>^U> 

*£*u r 3 a***^ xit*Wi&wmim 
*s*ciai:tf*y . r 2 *><s-nr 4 r 5 (r 4 &xs r 5 

lilWIB-*a(l)lcfelt*3E«|cHi:. )*SU 

f5ci:<7)&-s+yy;u*;u7K-;ua-efe4H!ria 
-*a(i)**fr*ft**>v^p«R»tt 



(325)G. X. R\ R 3 &i; R l4misB(324)(7)Sg|C 
HCT?fcy . R 2 ^7K^E^fcSBUH5-fiSS(l) 



(326)G. X. R l % R 3 SIX R l±BU lE(324)CD^g|C 

Ht-c&y . r 2 ^*»*-e*«wc-«ia(i)T 



(327) G. X. R 1 „ R 3 $.1/ R l4s5tE(324)(7)Sg[Z 

nt-cfcy* r 2 *<*;u**->**(S«7;u*;i/ 
p]|R»#xtt^a)tt 

(328) G, X. R\ R 3 &tf R f*HUlB(324)0)S8lC 

**i*^>i/'v j fpaiR*(*xtt-ta)* 



(329)G, X, R\ R 3 &tf R liME(324)0)£8lC 

■c-e*y, r 2 tf«tfc»£LTffitt7^*^» 

V^PH|R3M*Xli-ta>tt 



R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (323) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (305), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which is a (O ) m-A- (CO ) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

(324) G basis -C (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X shows the methylene group , R<sup>3</sup> shows 
hydrogen atom or hydroxy group substituted lower alkyl 
group , being same to definition the R<sup>l</sup> in 
aforementioned General Formula (1), benzo heterocyclic 
derivative or its salt which is displayedwith aforementioned 
General Formula (1) which is a quinolyl carbonyl group 
which has timeswhen R<sup>2</sup> basis 
-NR<sup>4</sup>R<sup>5</sup> shows (As for 
R<sup>4</sup> and R<sup>5</sup> same to definition in 
theaforementioned General Formula (1). ), R on quinoline 
ring possesses phenyl group as substituent 

As for (325) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (324), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (326) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (324), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (327) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (324), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (328) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (324), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (329) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (324), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 
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(330)G. X. R\ R 3 &1/ R l4ffilB(324)(DS»IC 

■ci?*y.R 2 *<«*7;u*y-ou*-cfe4W 



[0059] 

(331)G, X, R 1 Mf R ttMC(324)a>Sg«l=mi: 
Tf*U . R 2 1 R 3 A<-»=fcoT:*-*V*£»J* 

-r*«HB-«a(i)-e*^ap*t*^> % y^-rPia 
Rsn*xi**a>tt 



(332)G, X. R 1 Xtf R tt1IMB(324)a>£gl=ffi|i: 



(333)G. X, R l Si; R I4h5SB(324)<7)SSI^|h|C 
■e&y. R 2 1 R 3 tf-*::fcoTtttt7;U3*$/ 



(334)G. X. R 1 St; R f±M!B(324)(7)^g[C|Hli: 

■e*y % r 2 t r 3 *<-«i^orffi«R7;na+^ 
«na-ma(i)i?a^**i*'<>!/^xpaiR 

^{*XI**(D^(335)G, X, R 1 fttf R J^huIB(3 

24)ct) saicf^ic-efc y % r 2 t r 3 A<-ttic&oT 

C-««(l)Tf»t)**i*'<>7^f-PIlR# 



(336)G, X. R\ R 3 Stf R ttmFia(324)0^aiC 

ni:-c*y. r 2 *<ft«7';ni*i/»-e&«iWE 
-»3ac(i)-e«^**i*'<>y^p»R»fl! 



(337)G. X. R\ R 3 &tf R l*flrfB(324)a>5g»:: 

■c-c*y,R 2 a<5/7/«*{£»7^*;u*t? 
fc*«riB-«a(i)-c«3b**L*-<>y^xpa 

R*<*XI**0)tt 



(338)G, X. R\ R 3 &tf R ttlWE(324)(DS«Uz 

Hctffcy.R^-Th^^yjuaMSMt^^* 



1997-8-26 

As for (330) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (324), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

[0059] 

As for (33 1) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (324), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (332) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (324), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (333) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (324), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (334 ) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (324), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,as for benzo 
heterocyclic derivative or its salt (335) G, X, R<sup>l</sup> 
and R which are displayed with theaforementioned General 
Formula (1) which forms lower alkoxy carbonyl substitution 
lower alkylidene group beingsame to definition of 
aforementioned (324), R<sup>2</sup> and R<sup>3</sup> 
becoming simultaneous, benzo heterocyclic derivative or its 
salt which isdisplayed with aforementioned General Formula 
(1) which forms phenyl substitution lower alkylidene group 

As for (336) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (324), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (337) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (324), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (338) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (324), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
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(339)G. X. K\ R*&lf R lifutS(324)<7)£^fC 
*K**>V^xPllK*i*XI*-tfl!>* 



(340)G. X, R\ R 3 itt/ R 14 1512(3 24)0)fc»\Z 

BC-efcy . r 2 a<««7;u3*5/*ju*-;u» 
«SMSi87iua*i/»-e**iitna-*a(i)-c 



[0060] 

(341 )G. X. R'> R 3 &tf R lifflfH(324)(7)Sg(Z 

HC-c&y.R 2 4<*;u*+5/»«ift«iR7;ua 

(342)G. X. R\ R 3 &tf R l4flfa(324)0>£8(C 
Ht^ftU* R 2 A<S-(0)m-A-(CO)u-NR 6 R 7 (nu 

iu a. R 6 &t; r 7 i4 fna-»a(i)icfei«g « 
ichc. )-c*4iMa-«sc(i)'cat?**i*'<> 



(343)G ^<S-C(R 2 )(R 3 )-X-^^L.X 
7JU*^a£SU R 1 *<«HB-*a(l)lcfcl+ 

s»i:hwm, r 2 *<&-nr 4 r 5 (r 4 at; R 5 

l*1«E-«*(l)lcj3lt**«lcBi:. )£*U 
r 4<7^T>f : ;i/*;u7K=.;ua-efc4HfHB-» 
a(i)-e*^*tL*'<>!/^T-pBiBSW*xii-t 



(344)G. X. R\ R 3 &tf R f±l5IS(343)CDSeiC 
BCCfcy . R 2 4<**IB^-Cfc*«iE-«a(l) 

■«te**i«'07^paiR»»xi**©* 



(345)G. X. R' % R 3 Xl/ R 141*1 f5(343)<Z)£gfC 

rais-ca&y. r 2 #*n*-c**mE-«sc(ire 
*t>**i6^>i/^paRaw*xii-t(Dtt 



group 

As for (339) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (324), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (340) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (324), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

[0060] 

As for (341) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (324), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (342) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (324), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which isa(0)m-A- (CO) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

(343) G basis -C (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X shows the methylene group , R<sup>3</sup> shows 
hydrogen atom or hydroxy group substituted lower alkyl 
group , being same to definition the R<sup>K/sup> in 
aforementioned General Formula (1), R<sup>2</sup> basis 
-NR<sup>4</sup>R<sup>5</sup> shows the(As for 
R<sup>4</sup> and R<sup>5</sup> same to definition in 
theaforementioned General Formula (1). ), benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (l)where R is adamantyl carbonyl group 

As for (344) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (343), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (345) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (343), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 



(346)G. X. R\ R 3 &Xf R l4MfE(343)(DS8l- As for (346) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
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*rfc4«riB-*a(i)r«fr*h.*'<:/*./'^ 



(347)G. X. R 1 , R 3 St; R f*iME(343)fl>JE«l= 

^«ii»r;udp;uftTfei,mrtB-SSSC(i)'C**5 



(348)Gs X. R 1 , R 3 RU R l*HiJfS(343)<7)SSl- 



(349)G. X. R\ R 3 &tf R l*ffia(343)roS«(C 
K-»*(l)T*lto*;ft*'<:/ , /'VTDaMB* 



(350)G, X. R 1 SI/R lifJfB(343)0)S8lC|^D 
"C& l J , R 2 1 R 3 rf><-*6l::fcoT**VS£»*i£ 

■T*fIfB-)aftiC(i)T*S^*t*'<>y^'TnBI 
«SH*Xli*<Dtt. 



[0061] 

(351)G. X, R 1 R l*Htr§B(343)fl)^glC^li: 

T-fcy, r 2 t r 3 tf-m-Uix&m-nwrt 



(352)G. X. R 1 SI/ R l*IMB(343)(DS«l=rai: 
"C&y. R 2 £ R 3 At-«ICJEE-3T««7^3**> 

©ft 



(353)G, X. R 1 St; R l*MSB(343)(D^SlC|B|i: 
T-fey, R 2 1 R 3 4«-ltl=3S:or(6«T^a**> 

Sm*Xte-t©i£(354)G, X. R' Xtf R 1*1512(3 
43)©S»=IIICT?*y. R 2 <t R 3 A<— ftlC&cT 

ia-«aiC(i)-eat)*ti-5^>y^pSR« 



1997-8-26 

being same to definition ofaforementioned (343), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (347) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (343), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (348) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (343), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (349) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (343), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (350) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (343), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt . which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

[0061] 

As for (35 1) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (343), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (352) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (343), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (353) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (343), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,as for benzo 
heterocyclic derivative or its salt (354) G, X, R<sup>K/sup> 
and R which are displayed with theaforementioned General 
Formula (1) which forms lower alkoxy carbonyl substitution 
lower alkylidene group beingsame to definition of 
aforementioned (343), R<sup>2</sup> and R<sup>3</sup> 
becoming simultaneous, benzo heterocyclic derivative or its 
salt which isdisplayed with aforementioned General Formula 
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(355)G.X, R\ R 3 RXf R lifFlS(343)<7)SSl- 

-*S(i)*a*>*:h.**:/^T-nJIR»<* 



(356)G. X. R 1 . R 3 RU R liB5IB(343)(DS8l= 

fc£iiijfB-&it(i)T?*;b$;Ka*>y^ : fDjf 



(357)G» X, R\ R 3 Si; R litiJlE(343)<DSSlC 



(358)G. X, R 1 . R 3 SI/ R liflSB(343)(7>^ g|C 
IHClrfey, R 2 #ft«7;U*y-OM-*">*« 

«SffiSS7;u+;uaT*&-5«!ilB-fiSiC(i)-eat3 



(359)G» X, R' % R 3 &1/ R l*f!tB(343)<D^g|C 
g&«&T;U3*->«T*fc£i!tJt2-flS3£(l)-e 



(360)G. X, R\ R 3 &tf R l*fjfB(343)(DSg|C 

PCT-fey, r 2 *<*j;U7t^>»S&<5&7;u=i 
^v£t?fe-5,HtrfB-flS5e(i)r*«^Hi)'<> > / 



[0062] 

(361)G, X. R 1 . R 3 &tf R lifJfB(343)(DS8l- 
iRlCT'&y. R 2 *<S-(0)m-A-(CO)u-NR 6 R 7 (m. 

U, A,R 6 &1/ R 7 iifria-«SiC(i)icfciti.^a 

i-mc, )-es>*friB-flssC(i)-ca^$n-?>'<> 



(362)G A<8-C(R 2 )(R 3 )-X-£;kU X A<>^U> 

»*su r 3 *<***?xi**iftMMfiift 

r;u*/u«£*u r 1 A«msB-«a(i)i=j3it 
zjzmizmcvfov. r 2 a<*-nr 4 r 5 (r 4 &uc r 5 

lifHB-fiSjC(l)l-fclt-5Sglc|^i: o )£*U 
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(1) which forms phenyl substitution lower alkylidene group 

As for (355) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (343), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (356) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (343), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (357) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (343), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (358) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (343), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (359) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (343), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (360) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (343), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

[0062] 

As for (361) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (343), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which isa(0)m-A- (CO) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

(362) G basis -C (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X shows the methylene group , R<sup>3</sup> shows 
hydrogen atom or hydroxy group substituted lower alkyl 
group , being same to definition the R<sup>l</sup> in 
aforementioned General Formula (1), benzo heterocyclic. 
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«riB-tt*(i)-e**3**i*'<>'-//VTPaii!i 



(363)Gs X, R 1 , R 3 &tf R l*«HB(362)©3t«l= 

mc-ca&y* R 2 A<**ijii^T-fcSmifB-flS5£(i) 



(364)G. X. R\ R 3 &tf R 1*1MB(362)®£*|C 
HISWJ, R 2 #*K»"e**1IHB-«Se(l)-C 



(365)G. X, R\ R 3 RU R l*flrlB(362)<Z)£glC 

mcvsw. r 2 *<a;u7te*vg&<£»7;i^u 



(366)G, X. R\ R 3 JBlV R l±BiTlE(362)(D^8IC 

««*7/u*;u*-e**flrB-ill«(i)-caib 



(367)G, X. R\ R'&tf R l£firtB(362)0^8l:: 
Hfe*U. R 2 *<«iJl»i:LT««7;u*;u* 

^xPaiR»i*xi*-ta)ia 



(368)G, X, R\ R 3 &tf R l*fFlB(362)<Z)S«l^ 
E-«SC(l)-eat?**i*'<> , /^-TPBI»# 



(369)G, X, R 1 &t; R l*ME(362)0g»IZ|^i: 
T-fey, R 2 R 3 A<-ltl=JS:oT^V»*»a 



(370)G, X. R 1 RZt R lifr8B(362)©StllCpli: 

■e*y. r 2 t r 3 tf-nic&oTttift^u+'jT* 
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derivative or its salt which is displayedwith aforementioned 
General Formula (1) which is a thienyl carbonyl group which 
has timeswhen R<sup>2</sup> basis 
-NR<sup>4</sup>R<sup>5</sup> shows (As for 
R<sup>4</sup> and R<sup>5</sup> same to definition in 
theaforementioned General Formula (1). ), R on thiophene 
ring possesses phenyl group as substituent 

As for (363) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (362), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (364) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (362), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (365) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (362), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (366) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (362), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (367) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (362), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (368) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (362), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (369) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (362), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (370) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (362), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt . which is displayed with aforementioned 
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(371)G. X, R' RlS R imti(362)<D%m\Z®C 
T?*y. R 2 1 R 3 A<-&lckoTfi&7;m*v 

it( l )T-g:b$;h&*> V^f n I*-?- 

(Dig 



(372)G, X, R 1 Rlf R l*fIta(362)(DSSlC|pH: 
■cfty, R 2 1 R 3 4«-»=«oT««7;U=l*«> 

^f*Xli-5-<D^(373)G. X, R 1 &tf R lifrfB(3 

62)©e«icBi:-c*y. r 2 £r 3 tf-nratox 

K-«a(i)-C«*>*;K£'<>y<vfn8S&* 



(374)G, X, R 1 . R 3 St; R litfTl3(362)a>5tBIC 



(375)G. X, R 1 . R 3 Si; R l*H5fS(362)(D^8lZ 
fc*ffiB-«3C(l)-e*t3**i*'<>y^-rn«l 



(376)G, X, R 1 . R 3 &tf R liH*IB(362)(7)£8IC 

;u»-e*4HB-«a(i)T?a*3**i*'<>7 



(377)G, X, R 1 , R 3 £tf R lifTfB(362)<D^8lC 

BC-e*y, r 2 #««7>u*>'-ou:i-**>*B 



(378)0. X. R\ R 3 Stf R 1*8912(362)05^61- 

BCWJ, R 2 *<<63&7;hj*v2j;u**-ju« 
«*ft*7;ua*->*-efc«mffi-«a(i)T? 
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General Formula (1) whichforms lower alkylidene group 
[0063] 

As for (371) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (362), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (372) G, X, R<sup>K/sup> and R being same to' 
definition ofaforementioned (362), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,as for benzo 
heterocyclic derivative or its salt (373) G, X, R<sup>l</sup> 
and R which are displayed with theaforementioned General 
Formula (1) which forms lower alkoxy carbonyl substitution 
lower alkylidene group beingsame to definition of 
aforementioned (362), R<sup>2</sup> and R<sup>3</sup> 
becoming simultaneous, benzo heterocyclic derivative or its 
salt which isdisplayed with aforementioned General Formula 
(1) which forms phenyl substitution lower alkylidene group 

As for (374) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (362), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (375) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (362), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (376) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (362), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (377) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (362), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (378) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (362), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (379) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
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Ht-efcU, R 2 a<*;u#*S'tt«ftffi«7;ua 
^p»R«M*xi**a>tt 

(380)G. X. R 1 , R 3 &tf R 14 ffita(362)0Sai^ 
HC"C*y* R 2 ^S-(0)m-A-(CO)u-NR 6 R 7 (m. 

u, A.R 6 &t; r 7 i4mE-«a(i)i=i3it*s« 



[0064] 

(381)G A<£-C(R 2 )(R 3 )-X-£*UX 4<^L/> 

7;u*;u»*«l,r' A<BUlfi-fiSJC(i)icfcit 

**«I=BH:-Cfty . R 2 #S-NR 4 R 5 (R 4 St/ R 5 

fc*«HB-«a(i)-c«fe**i*'0 % -/^-TPa 



(382)G. X. R\ R 3 ftt/ R I4h5SB(381)(D^«|C 

ms-efcy, R 2 ^*^JS^^fe*fifB-fift^(i) 



(383)G, X. R 1 . R 3 &.U R (4hiIIB(381)<DS8[C 

si:-e*y . r 2 *<*»»-c**«rta-»sc(i)-e 



(384) G. X, R 1 . R 3 &tf R l4fiFlB(381)(D£»C 
HD-efcy, R 2 ^;bt^yiSfii7Ji/*^ 
»-c**IWB-*«(i)'e«sb**i*'<> % /A.T- 
PSMWttXi**©* 

(385) G, X, R\ R 3 &tf R l4mrlB(381)0>S«IC 

■cwj, r 2 #«»7jua*5/*;u#^u« 
**»TJu*;u*-e**IWB-**(i)-e«*3 



(386)G, X, R*s R 3 Xtf R l4«rE(381)<D£8l:: 
■ tWJ. R 2 ^«ift»tLT««7;U*>U* 



being same to definition ofaforementioned (362), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (380) G, X, R<siip>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (362), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt . which is displayedwith aforementioned General Formula 
(1) which isa(0)m-A- (CO) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

[0064] 

(381) G basis -C (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X shows the methylene group , R<sup>3</sup> shows 
hydrogen atom or hydroxy group substituted lower alkyl 
group , being same to definition the R<sup>l</sup> in 
aforementioned General Formula (1), benzo heterocyclic 
derivative or its salt which is displayedwith aforementioned 
General Formula (1) which is a thiazolyl carbonyl group 
which has timeswhen R<sup>2</sup> basis 
-NR<sup>4</sup>R<sup>5</sup> shows (As for 
R<sup>4</sup> and R<sup>5</sup> same to definition in 
theaforementioned General Formula (1). ), R on thiazole ring 
possesses phenyl group as substituent 

As for (382) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (381), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (383) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (381), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

.As for (384) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (381), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (385) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (381), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (386) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (381), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
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(387)G.X, R'.R 3 &U:Rl±BUfB(381)(DS8lC 

nct-fey. r 2 ^ii!ar^*y'r;u*T'&§Bii 

ttXli*<DiS 



(388)G. X, R 1 RXf R lifrffi(381)<7)S«(C|§|i: 

■ea&y, r 2 <t r 3 *<-^iz^oT^-*vs^^fiE 

8S«:XI«-<DJS 



(389>g> x. r 1 st; R liMia(381)(0^aiC|^i: 
r-fcy, r 2 t r 3 tf-ttiostoTiMovu+UT 



(390)G» X, R 1 St/: R l*MIH(381)CDSiSlC|5i: 
■efcU, R 2 1 R 3 tf-KfcfcoTftlftTAo+S/ 

SC(l)TJ«*3**i*'<W'VroaRilW*Xtt-t 



[0065] 

(39i)G, x. r 1 st; r iiHtriB(38i)rossicisii: 

TJfcM* R 2 £ R 3 A<-*tfcfcoT*£«7;H3*i/ 

a;u7tf^;uM&ffiiiS7;u*y^>*£ff2/$-t<5 
iwiB-)tta(i)Tf**3**i«'<>*/^ j fa3a« 

3H*XI**<Di£ 



(392)g. x. r 1 st; r i*«HB(38i)ro^«icrai; 

X-*y, R 2 £ R 3 A«-»=ftoX7i=.;U««MS 

sa77u+yx>s*^fiE-r^MiE-fiSiC(i)T- 

Sfr*ft**>V^TnJIBK«*Xtt-tfl>tt 



(393)G. X, R\ R 3 St; R l*iiiJtB(381)CQ£8lC 

luc-efcy, r 2 A<e«k7;u3^>sr-fc5iFiB 
Xi**a>i& 



(394)G. X, R\ R 3 St; R l*MIB(381)(7)S»IC 

wiiWJ, r 2 *«S/7/«*««r;u^u»-c 

fc£mIfB-|&a(l)T'Sfr£ft5*:>V^nit 
R*t*XI*-tO>tt 
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which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (387) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (381), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (388) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (381), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (389) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (381), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (390) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (381), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt . which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

[0065] 

As for (391) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (381), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy carbonyl 
substitution lower alkylidene group 

As for (392) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (381), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms phenyl substitution lower 
alkylidene group 

As for (393) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (381), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (394) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (381), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 
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(395)G. X. R 1 . R 3 JBilS R lifjfB(381)COgglC 

rac-ca&y. r 2 t<^rW))i&m.mmT)^ 



(396)G. X, R l % R 3 Rlf R [il5l2(381)CD^SlC 

«na«7^*;u»-(ffc*iwiE-«a(i)-c**3 



(397)G. X> R\ R 3 &l/ R \t fjfB(381)(7)^SlC 

S^£i»7;u=i+v*-efc*MIE-fi9!5C(l)T? 



(398) G, X. R l , R 3 RV R HUfE(381)(D^SlC 
HCT?fty . R 2 4<*^7R*S/»«»««T^a 

^>*-e*«frE-«a:(i)T»a^**i*^>!/ 
^xP«BS#*xr4*a>tt 

(399) G. X, R 1 , R 3 &i; R [* ftIE(381)<DgW:: 
nCe&U* R 2 #S-(0)m-A-(CO)u-NR 6 R 7 (nu 
u. A.R'&tf R 7 lifjfB-fiS5t(l)ICfclt^^S 
lcHi: 0 )Tfc41ttE-ttS(l)-C«t)**t*'<> 
V^P»R*ttXtt-t<Dtt 



(400)G #S-C(R 2 )(R 3 )-X-£tfUX #>^U> 

»«su r 3 xit*tin&wmm 

7^r;u*£*UR ! 6<«rlB-»SC(l)lctelt 
*SI«ICHC-C*y s R 2 *<*-NR 4 R 5 (R 4 RXf R 5 

ii«riB-»a(i)i-j3it*s«icrai: 0 )£*u 
jttsc(i)-cat>**i*'<> % /^xpa«»i*x 



[0066] 

(401 )G, X. R\ R 3 IkJS R l±MfH(400)(7)^g|C 

rac-ca&y . r 2 t^mm^hmu-^m 

*Sfr*ft5*>l^PIlK»*XI4-t©tt 



(402)G, X, R\ R'RlS R (iluta(4OO)0SSIZ 

HC-cfcy, r 2 A<7K»*r*fc^BtriB-«ft5C(i)T 



As for (395) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (381), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (396) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (381), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (397) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (381), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (398) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (381), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (399) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (381), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which isa(0)m-A- (CO) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

(400) G basis -C (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X shows the methylene group , R<sup>3</sup> shows 
hydrogen atom or hydroxy group substituted lower alkyl 
group , being same to definition the R<sup>l</sup> in 
aforementioned Genera) Formula (1), R<sup>2</sup> basis 
-NR<sup>4</sup>R<sup>5</sup> shows the(As for 
R<sup>4</sup> and R<sup>5</sup> same to definition in 
theaforementioned General Formula (1). ), benzo heterocyclic 
derivative or its salt . which is displayed with aforementioned 
General Formula (l)where R is cycloalkyl carbonyl group 

[0066] 

As for (401) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (400), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (402) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (400), benzo 
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(403)G. X. R'. R 3 atf R l*HillH(400)CDgSlr 



(404)G, X. R', R 3 St; R (*fIIB(400)<DSglC 

jsm$i7/u*;ug^&3ilirfa-ASit(i)-c-S:b 



(405)G. X, R\ R 3 atf R lilffitB(400)<Bg&IC 

^*->sr-S)^fii3-iS:iC(i)T*a^$tL^'<> 



(406)G, X, R', R 3 R lil|tlfS(4OO)0>£gl:: 
<*Xli*-tf>J£ 



(407)G, X. R' St/ R l*|tIi2(400)a)SSl-f5li: 
■C*y, R 2 1 R 3 *<-||fl=<EoT**V**»* 

■rft«nB-tt*(i)T?aiba?*i*'<>v^-Tnsi 



(408)Gv X. R 1 atf R l*f!f2(400)(DSglC|5]i: 
T»*y, R 2 1 R 3 tf-RlCftoTftRTyMr'J-r 

>»t»*-r*iriB-*sc(i)-c«*3*ti4'< 



(409)G. X. R 1 St/ R l*frtB(400)fl)S8(Z|^i: 

■c*y, R 2 <t R 3 #-*tKfc^-c««7;ua*-> 



(4io)G> x. r 1 atf r i*iwiH(4oo)«)SRiciii: 

T'fcy.R 2 <h R 3 4<-ISl:4otft«7W*-> 
#<*Xli*<OJ&o 
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heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula ( 1 ) where 
R<sup>2</sup> is hydroxy group 

As for (403) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (400), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (404) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (400), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (405) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (400), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (406) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (400), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (407) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (400), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (408) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (400), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (409) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (400), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (410) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (400), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt . which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy carbonyl 
substitution lower alkylidene group 
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(41 1)G. X, R 1 RXf R \tmU(400)O)&mizmC 
Vtohf * R 2 1 R 3 A<-«tlcfcoT:7x-;uSgM6 



(412)G. X. R ! , R 3 at/ R li BtlfB(400)(7)SSlC 

-«a(i)T?a^s*i*^>7'VT-paR»f* 



(413)G. X, R\ R 3 at; R liMIB(400)0)^8l^ 

ft««HB-«a(i)-e*^*ti*^>!/^-TPH 



(414)G, X, R 1 , R 3 a^ R I* flIH(400)CD^S(C 

;u*^fc*«rl5-«sC(i)-e*t3**L*'<> % -/ 



(415)G. X, R 1 . R 3 atf R l*1WE(400)a>£«IZ 

His-cfcy. r 2 *<ffi»T;u*y-f;u^*i/*g 
BHS«T**ju»-e**«B-*S6(i)-eafe 
*ft4*>v^p»BSM*xi*-ta>s 



(416)G. X, R\ R 3 at; R liflffi(400)<7)S«IC 
HC-Cfcy, R 2 4<««7^a*i/*;U*-;u* 
■*«*7iUa*^»'C**l(HB-»*(l)T! 

«fc*ti*^>i/^TPa«»»xtt*«>* 



(417)G. X, R 1 . R 3 at; R l*fTlB(400)(D^«lC 

Bt-efcy, R 2 *<*;u**2/M»«»7;m 
*s/KT?fc«ite-«*(i)-e**5**i*'<>!/ 

^P»Ri(M*Xli-W>tt 



(418)G. X, R 1 . R 3 at; R l*ffiffl(4OO)0S«l^ 
nCTfty« R 2 #g-(0)m-A-(CO)u-NR 6 R 7 (nn 

iu a. R 6 at; r 7 i*«rB-«a(i)ic*5it«s« 
\z®Co )T?**«rB-«*(i)-eat>**i*'<> 
7^xpaiR»ftxi«a>* 
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[0067] 

As for (41 1) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (400), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms phenyl substitution lower 
alkylidene group 

As for (412) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (400), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (413) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (400), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (414) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (400), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (415) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (400), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (416) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (400), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (417) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (400), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (418) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (400), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(l)whichisa(0)m-A-.(CO) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 
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(419)G )!><S-C(R 2 )(R 3 )-X-£jpUX #tt-NR 14 - 
(R 14 ttttE-«SC(l)lwfclf*3e«|cSi:.)* 
R 3 A<*XJ5?-XI**ttSB&tttt7 
;U*;i/»*SU R 1 *<fIfE-®iC(l)ICfclt§ 
SglCl^CT-fcy, R 2 *<*-NR 4 R 5 (R 4 SU: R 5 14 

iwiB-*a(i)i=teit43e*icHi:. )£*u r 
anwaacfls 5)-e»**i««(R 9 jk; p i*otb- 

flSiC(l)lcfclt-S^8lc|l]i: 0 R 8 liS&*<tLT 



(420) G. X, R 1 . R 3 &tf R l4fFia(419)OS«IC 
RICT?*y, R 2 A«**ii^T»ft*IMB-«SC(l) 

[0068] 

(421) G. X. R 1 . R 3 SIX R (*HUtE(419)(DSglZ 

BC-cfcy* r 2 tf*M*-efc*ifoE-*a(i)T? 



(422) G. X. R 1 . R 3 Jktf R liBUlB(419)<DS8fC 

*"e*«frlB-»sc(i)T*t>*ti«^<>!/^x 
paR*<*xi**a>tt 

(423) G, X. R\ R 3 &tf R l4HFia(419)(DS«lC 



(424)G. X. R l % R 3 &tf R fii«JtB(41 9)0)56 61 C 

*+->*^fc4iifrE-«a(i)-ea*3**i*'<> 
i/^paRawtxtt-tott 



(425)G. X. R\ R 3 itf R [4BUffi(419)a>£ SIZ 

Bce*y* r 2 tftt«7Ju*-/-ou»-e**« 



(419) G basis -C (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X basis -NR<sup>14</sup>- (As for R<sup>14</sup> 
same to definition in aforementioned General Formula (1). ) 
shows basis, R<sup>3</sup> shows hydrogen atom or 
hydroxy group substituted lower alkyl group , being same to 
thedefinition R<sup>l</sup> in aforementioned General 
Formula (1), R<sup>2</sup> 

basis-NR<sup>4</sup>R<sup>5</sup> shows (As for 
R<sup>4</sup> and R<sup>5</sup> same to definition in 
theaforementioned General Formula (1). ), benzo heterocyclic 
derivative or its salt which is displayed with 
theaforementioned General Formula (1) which is a group (As 
for R<sup>9</sup> and p same to definition in 
theaforementioned General Formula (1). R<sup>8</sup> 
shows amino group which has fact that it possesses the lower 
alkanoyl group as substituent . ) where R is shownwith 
aforementioned (Chemical Formula 5 ) 

As for (420) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (419), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

[0068] 

As for (421) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (419), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (422) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (419), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (423) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (419), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (424) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (419), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (425) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (419), benzo 
heterocyclic derivative or its salt which is displayed with 
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(426)G. X. R 1 Xtf R l*ME(419)(7)^|C^i; 

•e*y, r 2 t r 3 ^-isi:^mvssif^ 

■r4ltHH-«ftxC(l)r*a^tL^>l/^-ralg 



(427)G> X. R l atfR l*fllE(419)©j£«KBi: 

■e&y . r 2 t r 3 #-isicfto-cftfc7^*'Jx 



(428)G. X, R 1 XIX R tt«TE(419)a)S«IZHi: 
■e*y, R 2 <t R 3 tf-»l:*-3T««7;ua*2/ 

a(i)i?at3*+t*'<>!/^paiR#ftxf** 



(429)G. X. R 1 RtfR l4ttE(419)iZ>36«lCHi: 
WJ, R 2 fc R 3 fcttoTffilft7;U3*S/ 

»i*X(i-?-0)&(43O)G. X. R 1 Stf R lifTE(4 
19)0SSfcHi:r*fty.R 2 i:R 3 *<-»lcfeoT 

E-«*(i)-eat3*ti«^w^-rpai«* 



[0069] 

(431)0, X. R\ R 3 Si; R (4h5B(419)0)^ SIC 
BC-pfcy. R 2 JMK«7^a**>»-C*«1WB 

-«sC(i)T*at>**t^> % /^pssi#i* 



(432)G. X, R\ R 3 at; R I±WE(419)©36«IC 

fe^ffiE-te^i^s^^ti^^oy^p^ 



(433)G. X. R 1 , R 3 atf R fitWE(419)©3t*C 

Ht-efey . r 2 tf-r h?7u ;u*«8iffi*7ju* 

^»-C**lWE-ttSC(l)'C**5*ti6'<>7 



(434)G. X s R l , R 3 atf R fi«rE(419)0)3l*IC 

biswj, r 2 AM£i»7;u*y^;u^*i/*a 
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theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (426) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (419), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (427) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (419), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (428) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (419), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt whi'ch is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (429) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (419), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,as for benzo 
heterocyclic derivative or its salt (430) G, X, R<sup>l</sup> 
and R which are displayed with theaforementioned General 
Formula (1) which forms lower alkoxy carbonyl substitution 
lower alkylidene group beingsame to definition of 
aforementioned (419), R<sup>2</sup> and R<sup>3</sup> 
becoming simultaneous, benzo heterocyclic derivative or its 
salt . which isdispiayed with aforementioned General Formula 
(1) which forms phenyl substitution lower alkylidene group 

[0069] 

As for (431) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (419), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (432) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (419), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (433) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (419), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (434) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (419), benzo 
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BMS*7;u*;u*-efc*imiH-«a(i)'cat? 



(435)G, X, R 1 . R 3 atf R l*HUlB(419)CDg«|C 



(436) G. X. R\ R 3 &lf R f4frE(419)(D£«IC 

^xPJlf§;#<*xi4*(7)£ 

(437) G. X. R\ R 3 atf R (*HUfH(419)(D^«IC 
HlS-Cfty. R 2 #S-(0)m-A-(CO)u-NR 6 R 7 (nu 

iu A, R 6 atf R 7 i4mE-» dox=ftitft£tt 



(438)G A<fi-C(R 2 )(R 3 )-X-£^U X #S-NR 14 - 
S*U R 3 4<**J» : f-XI4*»*«ftfi«7 
JU^UBfcSUR 1 atf R 14 4<|»B-fta(l) 
Kfclf^ei^CT-fcU.R 2 A<S-NR 4 R 5 (R 4 

at; r 5 i4mE-»a(i)icfeitfts«[zHi:. > 

a«*f*XI4*(Dtt 



(439)G. X. R 1 . R 3 &tf R l4UttE(438)(Dg*l:: 
RWfcy. R 2 A<**IB^fe4H(rE-«a(l) 



(440)G. X. R 1 . R 3 At; R (4iiuE(438)<D£ 8IZ 

nt-cay* r 2 #*a*"cfc*ffiE-fta(i)-c 

*3b**L4K>y^a3SjRj»ftx(4*©*. 



[0070] 

(441)G, X, R 1 . R 3 at; R (4fjfB(438)0^8lC 

■te*y, r 2 aW*inis*S/«»««T;u*;u 
»Tf**inB-*a(i)-c*to**t«^>!/^T' 



heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (435) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (419), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (436) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (419), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (437) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (419), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which is a (O ) m-A- (CO ) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

(438) G basis -C (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X shows basis-NR<sup>14</sup>-, R<sup>3</sup> 
shows hydrogen atom or hydroxy group substituted lower 
alkyl group , being same to definition R<sup>l</sup> and 
R<sup>14</sup> in aforementioned General Formula (1), 
R<sup>2</sup> basis -NR<sup>4</sup>R<sup>5</sup> (As 
for R<sup>4</sup> and R<sup>5</sup> same to definition in 
theaforementioned General Formula (1). ) showing, R on 
quinoline ring benzo heterocyclic derivative or its salt which 
is displayed with theaforementioned General Formula (1) 
which is a quinolyl carbonyl group which has times when 
itpossesses phenyl group as substituent 

As for (439) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (438), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (440) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (438), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

[0070] 

As for (441) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (438), benzo 
heterocyclic derivative or its salt which is displayed with 
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(442)G, X. R 1 , R 3 &tf R l*HtlIE(438)0^ «IC 

&«&7/u*;ua-efc*iuifE-iaje(i)-e$:b 



(443)G. X. R', R 3 &tf R liMIB(438)<DSSI- 

***>*T?ft*iwa-«a(i)-ca*3**t*'<> 



(444)G, X, R 1 , R 3 St; R l*#FfE(438)CDSSl- 

iH-tt5C(i)-e*t>a?+i^'<>vf^pssi3i 



(445)G, X, R 1 Stf R l*fIIB(438)CD^«IC|^L: 
■CftU. R 2 <t R 3 A«-»=«:oT^*V*t»ia 



(446)G, X, R 1 Stf R l*fHB(438)©£«ICHi: 
■C*y» R 2 1 R 3 tf-^lCfcoTfi&r^'jT 1 

>V^xPJltg3«*XI;}:*<7>i& 



(447)G, X. R 1 St; R l*«rE(438)«)S«l=ni: 
■C*y, R 2 Jt R 3 *<-*|lc4-oT<£^7;Ur]+v 

<7>i£ 



(448)G, X, R 1 St; R l*fIfa(438)<DS«IC|5li: 
T-fcy, R 2 i: R 3 A<-$ll-^Tffii»T;UP+v 

iwe-«sc(i)-cat)**i*'<>^ j fnaR 

»f*X l4-tO)^(449)G, X, R' St; R 1*1513(4 
38)<D^SIC|5li:T-fcys R 2 <fcR 3 tf-&\Ztj:-z>X 

E-«a(l)-C**3**l*'<> % /^-rP3«IS# 
<*XI*-?-(DJS 



(450)G, X, R', R 3 St; R I*S«F|3(438)©^SIC 



1997-8-26 

theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (442) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (438), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (443) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (438), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (444) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (438), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (445) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (438), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (446) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (438), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (447) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (438), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (448) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (438), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,as for benzo 
heterocyclic derivative or its salt (449) G, X, R<sup>K/sup> 
and R which are displayed with theaforementioned General 
Formula (1) which forms lower alkoxy carbonyl substitution 
lower alkylidene group beingsame to definition of 
aforementioned (438), R<sup>2</sup> and R<sup>3</sup> 
becoming simultaneous, benzo heterocyclic derivative or its 
salt which isdisplayed with aforementioned General Formula 
(1) which forms phenyl substitution lower alkylidene group 

As for (450) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (438), benzo 
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[0071] 

(451)G. X, R\ R 3 &tf R lifflf2(438)(D£glC 

isjc-efey, r 2 as«^7y«»«»T**;u»-e 

fc*1WE-ttsC(i)T?*t3**i*'<> , -/^TP» 



(452)G, X. R\ R 3 &tf R l*|tJfH(438)<7)S8lC 



(453)G.X, R 1 . R 3 St; R l*liufE(438)C7)^g|:: 

mct-fey. r 2 *<<s«R7'^*y-<;upj-^>»a 
«fi*7;u*^»'c*-&i(re-«sc(i)'e*#3 



(454)G. X. R\ R 3 at/ R liH«tE(438)fl)^8IC 

««««T;u=j**>*-cfc*frE-lfta(i)-c 



(455)G, X, R 1 . R 3 &l/ R liHtJia(438)(DS8l- 
*S/»Tfft*l»IB-«SC(l)-C«t5**l*'<>'-/ 



(456)G. X. R 1 . R J »tf R limilE(438)c7>£8lC 
HfCfcU, R 2 j4<S-(0)m-A-(CO)u-NR 6 R 7 (nu 
Us A. R 6 atf R 7 liflfE-9Sf£(i)lcfcl+i,SS 

i-fniic )-cfc*«rc-fta(i)T?*t)**i«'0 



(457)G *<S-C(R 2 )(R 3 )-X-£;fU X *<fi-NR 14 - 

;Hr;Hfc**U R 1 S.U R 14 4nmiB-**(i) 
lc*JI+*S«l=HfC*y „ R 2 A<*-NR 4 R 5 (R 4 

at* R 5 i*fii2-ias(i)i-:fcit-5S*i^i:o) 
RA^y-7>^^*;U7|?=.;i/*-i?&*rw 
IB-»5C(l)-ea*5**v-5'<>'/'sxO«S3| 



1997-8-26 

heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

[0071] 

As for (45 1) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (438), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group • 

As for (452) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (438), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (453) G, X, R<sup> K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (438), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (454) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (438), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (455) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (438), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (456) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (438), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which isa(0)m-A- (CO) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

(457) G basis -C (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X shows basis-NR<sup>14</sup>-, R<sup>3</sup> 
shows hydrogen atom or hydroxy group substituted lower 
alkyl group , being same to definition R<sup>l</sup> and 
R<sup>14</sup> in aforementioned General Formula (1), 
R<sup>2</sup> basis -NR<sup>4</sup>R<sup>5</sup> 
shows (As for R<sup>4</sup> and R<sup>5</sup> same to 
definition in theaforementioned General Formula (1). ), benzo 
heterocyclic derivative or its salt which is displayed with 



Page 239 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP1997221476A 



1997-8-26 



(458)G. X. R l , R 3 Iklf R f*MB(457)(7?S§fC 



(459)G. X. R 1 , R 3 JSilS R lifltB(457)CD^ SIC 



(460) G, X. R\ R 3 atf R l*fHS(457)0)S«lC 
[0072] 

(461) G, X, R\ R 3 atf R liiftf 3(457)0 £g I C 

nce*y* r 2 ^« 
««iiftT^*;i/»-c**«na-«a(i)T?*t) 
**i5*>v^p«R*f*ju**a>£ 



(462)G, X. R ! > R 3 a« R (ilufH(457)<7)£«[C 

***>*-c**mia-*a(i)-c«t?**L*'<> 



(463) G. X, R 1 . R 3 atf R f*HMB(457)(D£»:: 

(464) G. X. R 1 at/ R liB5E(457)0)S«ICHi: 

T?*y . r 2 t r 3 t^mzt^xt^vm^m 

(465) Gs X. R 1 atf R l*fIIB(457)CDSSfCpl £ 

-e&y . r 2 t r 3 ^-m^onmT)^)^ 
>»t»*r*ttiB-*a(i)'e*^**i«'< 

(466) G. X, R 1 ai/R l4«TlB(457)a)S«ICHi: 
■C*y . R 2 <t R 3 tf-ISieftoTft*7;u:a*$/ 



theaforementioned General Formula (1) where R is adamantyl 
carbonyl group 

As for (458) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (457), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (459) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (457), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (460) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (457), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

[0072] 

As for (461) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (457), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (462) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (457), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (463) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (457), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (464) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (457), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (465) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (457), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (466) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (457), R<sup>2</sup> and 
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<Dt& 

(467)G. X. R' JktS R (ifiIB(457)<DgSIC|^i: 
T*fcU> R 2 i: R 3 tf-mztji^TimT)^*is 

mt*R 1*^0^(468)0. X. R 1 Rlf R I* MIB(4 



(469) G. X. R l s R 3 itf R l*ffiI3(457)<7)£ «(:: 
HCWA R 2 *<^T;m+vST*fcSBUlB 

(470) G. X. R\ R 3 &tf R l*BUfB(457)<Dgg(C 
[0073] 

(471) G. X. R l % RiJklf R liflHIB(457)<7)SS[C 

hiswj. R 2 tf^^j*))\,&w.&fcm7)\s* 
;u*-e**fHB-tta(i)-cat>*tL*^>!/ 



(472)G, X. R 1 . R 3 St; R !ilufS(457)(DS»fC 



(473)G.X.R\R 3 &tf R l*HUlB(457)(D^^IC 

«»««r;ua^>»7»fc*miB-«a(i)-c 



(474)G. X. R 1 . R 3 itf R l41fflIB(457)©5t«l:: 

^>*i»fc*iwE-«ia(i)-ea^*4t«^> % y 



R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (467) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (457), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,as for benzo 
heterocyclic derivative or its salt (468) G, X, R<sup>l</sup> 
and R which are displayed with theaforementioned General 
Formula (1) which forms lower alkoxy carbonyl substitution 
lower alkylidene group beingsame to definition of 
aforementioned (457), R<sup>2</sup> and R<sup>3</sup> 
becoming simultaneous, benzo heterocyclic derivative or its 
salt which isdisplayed with aforementioned General Formula 
(1) which forms phenyl substitution lower alkylidene group 

As for (469) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (457), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (470) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (457), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

[0073] 

As for (471) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (457), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (472) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (457), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (473) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (457), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (474) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (457), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 



i 1 „.,u~«.:^,.t.:„ 
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(475)G. X. K\ R 3 atf R liflfB(457)(DSSlC 
iHlCrfcy, R 2 ^S-(0)m-A-(CO)u-NR 6 R 7 (m, 
u. A.R 6 atf R 7 fifIfH-«iC(l)lcfclt§^S 

V^nJf!£3M*Xli*c7)£ 



(476)G A<g-C(R 2 )(R 3 )OC-£^UX #*-NR 14 - 

;u^;u»^^L.r 1 SI/ R 14 *<MB-ASjC(1) 
KfcNtS^SlCl^T'fcU.R 2 *<*-NR 4 R 5 (R 4 

at; R 5 iiMtH-^5C(i)icfoit^^aic[Hii: 0 ) 

P3XR*{*XI**<Dtt 



(477)G. X, R l , R 3 atf R lifflSH(476)0)S*lC 



(478)G. X. R\ R 3 atf R l*ll5fE(476)<Z)SglC 
Sfr*4i4*:/V^PJIR#f*Xlif-a>tt 



(479) G, X, R\ R 3 atf R l±H?jtE(476)<D£ SIC 

(480) G, X. R 1 . R 3 atf R l*H5IB(476)(7)^g[C 



[0074] 

(481)G. X. R ! , R 3 R f4«T|E(476)<7)£Wc 

Ht-efty, r 2 tf«a«*LTtt»7JWwuat 

**->»-e**tWE-*a(i)-e»fe**t*'<> 
7^xP««»*xi«a>* 



R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (475) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (457), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which is a (O ) m-A- (CO ) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

(476) G basis -C (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X shows basis-NR<sup>14</sup>-, R<sup>3</sup> 
shows hydrogen atom or hydroxy group substituted lower 
alkyl group , being same to definition R<sup>l</sup> and 
R<sup>14</sup> in aforementioned General Formula (1), 
R<sup>2</sup> basis -NR<sup>4</sup>R<sup>5</sup> (As 
for R<sup>4</sup> and R<sup>5</sup> same to definition in 
theaforementioned General Formula (1). ) showing, R on 
thiophene ring benzo heterocyclic derivative or its salt which 
is displayed with theaforementioned General Formula (1) 
which is a thienyl carbohyl group which has times when 
itpossesses phenyl group as substituent 

As for (477) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (476), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (478) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (476), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (479) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (476), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (480) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (476), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

[0074] 

As for (481) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (476), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
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substituent 



(482)G, X, K l % R 3 atf R l*MfB(476)(7)S Si- 

bcwj, r 2 jWHStju*^ ju*t?&4W 
ia-tta(i)-cat5**i4'<>^-TPaR* 



(483)G. X, R 1 ftt; R [* BijfS(476)(7)SSICl5|i: 

-c&y, r 2 t r 3 tf-fflzt&T**rvmr*f8. 



(484)G. X. R 1 atf R l*HJIB(476)0)^SfcHi: 
Vfrh R 2 i: R 3 tf-ttcfcoTffittTJU+UT 5 

>»*»*-r*«»ia-«sc(i)-e**>**t*^ 



(485)G. X. R 1 at; R ttmrlH(476)<OSSl-l^li: 
trfcy. R 2 1 R 3 4<-*lcftoT«*7;ni*S/ 



(486)G. X, R l at; R l*«TE(476)(DS«lwiai: 
t?fcy, R 2 1 R 3 j&<-«lcfcoTft*7JUa*$/ 

*ftXI±-€-(D^(487)G, X. R 1 at; R ttM2(4 
76)<D36«lcHi:T?fcy . R 2 1 R 3 tf-ltlCfcoT 

IS-»a(l)r*t3**i*'<>7^T-P9R» 
<*XI±*<7)J& 



(488)G. X, R l s R 3 at; R (*MB(476)<7)Sg|C 

BtWJ, r 2 *<fii7j^+vl-efe5MB 
-*a(l)T«W*i4^^fPlM# 



(489)G. X. R\ R 3 at; R f*BfllE(476)(7)^glC 

fc*«»iB-«5C(i)-e*t>*tt*^> % -/^*TPai 



(490)G, X, R 1 . R 3 at; R (*fljfE(476)<D^SlC 



As for (482) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (476), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (483) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (476), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (484) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (476), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (485) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (476), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (486) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (476), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,as for benzo 
heterocyclic derivative or its salt (487) G, X, R<sup>l</sup> 
and R which are displayed with theaforementioned General 
Formula (1) which forms lower alkoxy carbonyl substitution 
lower alkylidene group beingsame to definition of 
aforementioned (476), R<sup>2</sup> and R<sup>3</sup> 
becoming simultaneous, benzo heterocyclic derivative or its 
salt which isdisplayed with aforementioned General Formula 
(1) which forms phenyl substitution lower alkylidene group 

As for (488) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (476), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (489) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (476), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (490) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (476), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 



Page 243 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP1997221476A 



1997-8-26 



[0075] 

(491)G, X, R\ R 3 RXf R (4ffilE(476)(D£ glC 

lacefcy. r 2 4<«lft7^*y-f;^*5/»« 

*ft**:/^TP»R*(*Xtt*©tt 



(492)G. X. R\ R 3 At/ R (±miIH(476)(DS8lC 

«»«*7iU3^>»-cfc*«rE-«sc(i)-e 



(493) G. X, R l % R 3 at; R f±MfH(476)(DSg[Z 

*s/»T?fc*i!triB-«a(i)T*«*5*4i«^7 

^rPiIR»ttXI«-<Dtt 

(494) G. X. R 1 . R 3 at; R I* fl5IB(476)<D£SIC 
SC-efcy, R 2 A*&-(0)m-A-(CO)u-NR 6 R 7 (nn 

U. a. R 6 at; r 7 i*WE-»a(i)icj3it*3g* 



(495)G #tt-C(R 2 )(R 3 )-X-£^UX *<S-NR 14 - 

^^us^ur 1 at; r 14 t>mu-m-&(\) 
cfer+isaicnc-efcy.R 2 #s-nr 4 r 5 (r 4 
at; R 5 (iBtjfB-ssxe(i)^fcit^ssfci^i: 0 ) 

^xPBBR»ttXI*t<Dtt 



(496)G, X. R 1 . R 3 at; R l4KHB(495)a)3i«lC 
HCTtf&y. R 2 A^K^JS^ "Crfo-SMIE— Ifiit(l) 
T*:b*ftS*>V^P«R#{*Xtt*a>tt 



(497)G, X, R\ R 3 at; R liH5IB(495)<7)^g|C 



group 
[0075] 

As for (491) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (476), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (492) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (476), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (493) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (476), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (494) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (476), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which isa(0)m-A-- (CO) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

(495) G basis -C (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X shows basis-NR<sup>14</sup>-, R<sup>3</sup> 
shows hydrogen atom or hydroxy group substituted lower 
alkyl group , being same to definition R<sup>l</sup> and 
R<sup>14</sup> in aforementioned General Formula (1), 
R<sup>2</sup> basis -NR<sup>4</sup>R<sup>5</sup> (As 
for R<sup>4</sup> and R<sup>5</sup> same to definition in 
theaforementioned General Formula (1). ) showing, R on 
thiazole ring benzo heterocyclic derivative or its salt which is 
displayed with theaforementioned General Formula (1) which 
is a thiazolyl carbonyl group which has times when 
itpossesses phenyl group as substituent 

As for (496) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (495), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (497) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (495), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
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(498)G, X, R\ R 3 R t*fi!lB(495)<DSSIC 

*T-fc*HtnB-»5C(i)r-«^^K>ysT- 



(499)G. X, R\ R 3 SI/ R lifflf 3(495)0)^81:: 



(500)G, X, R\ R 3 Rlf R l*fiJfB(495)0>£8lC 
V^xPJlf£3H*Xli*0)&. 



[0076] 

(501)G. X, R'„ R 3 »tf R liMIB(495)COSSIC 

<*Xli*<7)i£ 



(502)G, X. R 1 &lf R l*ttJlB(495)(DS SICHI: 

-e&y. r 2 t r 3 tf-mzfoT**v&$Km 



(503)G. X. R 1 &tf R I* flilfB(495)(DS8IZ|Hli: 
"Cifey, R 2 1 R 3 A<-$tlzfcoT(£«87;U*'JT 
^SfcffM^fiijfB-J&sta^S^tia* 
>y^xP^K3l«:Xli^0JS 



(504)G. X, R' Si; R l*!iJfB(495)<DSSIC|5]i; 
•efcy, R 2 <!: R 3 A<-i8lCfc-3Ti£$7;Ua*-> 

iC(i)-e*t5$^'<>y^PS^#i*xii^ 
on 



(505)G, X. R 1 &tf R lifHB(495)©^glCHi: 
T'*y, R 2 £ R 3 A<-$tKfco-C(g*&7JU=i*v 

fFfB-flS5C(l)T***5$tt*^> x /'S7 L PS|R 
#ftXli-£-0)&(5O6)G. X. R 1 &tf R f* iJfB(4 
95)<7>5t§lc|^i:-efcy, R 2 <!:R 3 ;!><-$tlcfcoT 



1997-8-26 

R<sup>2</sup> is hydroxy group 

As for (498) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (495), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (499) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (495), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (500) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (495), 
R<sup>2</sup> benzo heterocyclic derivative or its salt . 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

[0076] 

As for (501) G, X, R<sup> K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (495), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (502) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (495), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (503) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (495), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (504) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (495), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (505) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (495), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,as for benzo 
heterocyclic derivative or its salt (506) G, X, R<sup>K/sup> 
and R which are displayed with theaforementioned General 
Formula (1) which forms lower alkoxy carbonyl substitution 
lower alkylidene group beingsame to definition of 



Page 245 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP1997221476A 



(507)G, X. R 1 , R 3 St; R l*fIfB(495)COSei- 



(508)G. X. R 1 . R 3 at; R l4firlB(495)<DS SI- 
Bt3M*XI4*a>tt 



(509)G, X. R\ R 3 at; R I*h5I3(495)0SSIC 

mcT-fcy. r 2 WrWwijtM&ismTn*- 

JU*-efc-5B9IH-«5C(l)-eat>$H-S^>y 
'VfP»B*f*:Xli-M>tt 



(510)G, X, R\ R 3 at/ R l*BlJIS(495)(D^glC 



[0077] 

(511)G, X. R\ R 3 at; R l*flfB(495)<DS8IC 

mc-efey, r 2 AMg$R7;un^v*;u^^u* 
«aMS«7;ua*$/*-cfc*frlB-tta(iyc 



(512)G, X. R\ R 3 at; R l*IWE(495)©S«l= 

*->«T'fc6BfFfE-«5e(l)T-g;b£*v&'<>V' 
/VfPHSB#*XI*-M)tt 



(513)G, X, R 1 , R 3 at; R l*frtH(495)(Dg«|- 
fflCCfcy, R 2 A<S-(0)m-A-(CO)u-NR 6 R 7 (im 

u, a, r 6 at; r 7 i*«nE-*a(i)icfcit* je« 
i=Ht. )-e**«HB-*a(i)i?**3**i.*^ 
v^paHS3iM*xf*ta>* 



(514)G *<S-C(R 2 )(R 3 )-X-$^Ls X #S-NR 14 - 
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aforementioned (495), R<sup>2</sup> and R<sup>3</sup> 
becoming simultaneous, benzo heterocyclic derivative or its 
salt which isdisplayed with aforementioned General Formula 
(1) which forms phenyl substitution lower alkylidene group 

As for (507) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (495), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (508) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (495), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (509) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (495), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (510) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (495), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

[0077] 

As for (51 1) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (495), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (512) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (495), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (513) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (495), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which is a (O ) m-A-- (CO ) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

(514) G basis -C (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X shows basis-NR<sup>14</sup>-, R<sup>3</sup> 
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;u*;u«£tkUR 1 JklS R 14 A«lllta-ttSt(i) 

iZtSl-tZfemizmCX+foV.R 2 *<S-NR 4 R 5 (R 4 

&if r 5 ii«rE-»a(i)icj3it*3e«icHi:.) 



(515)G. X. R 1 , R 3 &tf R I* BulB(514)<7)Sg|Z 

I^CTfcy,R 2 A<7KmK^fc^lH-«5S(l) 



(516)G. X. R\ R 3 &tf R 1*^13(514)^^81- 



(517) G. X, R\ R 3 &tf R l*flllB(5 14)0)^81= 

(518) G. X. R' % R 3 St/ R (*milS(514)<7)Sg{C 
**t«^W^-rPBIR3W*XI«a)* 



(519)G, X, R\ R 3 &tf R I4MB(514)(DS8(C 

l^lC-cfcy.R 2 A<B&S<tLTffi»7;u*;u* 

**S/*-efc«imiB-itta(i)T?*^**i*'<> 
v<STipaR3W*xii*a)* 



(520) G. X. R\ R 3 &tf R (ifTlB(514)<7>S8lC 
E-«a(l)-C«*3**i4'<>^-rPaR» 

[0078] 

(521) G. X, R l XI/ R I*hME(514)<D£ 81-HC 
-C*y . R 2 <t R 3 #-*ftcftoT3j-*7»*»rit 

-r*«HE-tt*(i)-cat?a?*t4 / o^T'Paii 



shows hydrogen atom or hydroxy group substituted lower 
alkyl group , being same to definition R<sup>l</sup> and 
R<sup>14</sup> in aforementioned General Formula (1), 
R<sup>2</sup> basis -NR<sup>4</sup>R<sup>5</sup> 
shows (As for R<sup>4</sup> and R<sup>5</sup> same to 
definition in theaforementioned General Formula (1). ), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where R is cycloalkyl 
carbonyl group 

As for (515) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (514), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (516) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (514), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (517) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (514), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (518) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (514), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula ( 1 ) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (519) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (514), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (520) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (514), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

[0078] 

As for (521) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (514), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 
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(522)G. X, R l JBlU R li|iIIB(514)<7)SaiZ|5li: 

-efeu, r 2 t r 3 tf-m^-ox\mT)W)? 



(523)G. X. R' &lf R l±MB(514)(DSg[C|^|i: 

r-fcy, r 2 t r 3 ^-^ic^^rfi^y;m^v 



(524)G. X. R' Rlf R liiWfB(514)<7)£glcEli: 
TfcU. R 2 1 R 3 A<-^I^^Tl£^7;U=i^v 

S<*Xf*-t (7)^(525)0. X, R l AT/ R (±fFlS(5 
14)CDSS(C[^i:T*fcy.R 2 tR 3 ^-$Sl^d:oT 



(526)G. X. R\ R 3 Rl/ R l*MiE(514)(D^^IC 
I^IC-efcy. R 2 AMg$7JUzi*va^fc£mIfB 



(527)G. X. R\ R 3 ftt; R 1*MI2(514)(7)S«|Z 

isc-cfcy. r 2 4<$/tvii««*7;u*;u*"c 



(528)G. X. R\ R 3 atf R l*nME(514)<&£SI:: 
;U»T?fc*«HE-ttSC(l)T?«^*tl«^> % -/ 



(529)G. X. R\ R 3 Jfctf R l*MIE(514)<DS6l^ 



(530)G. X. R' * R 3 Jtlf R fi*rtB(5 14)0>S»C 
Ht-e*y, R 2 J&<{£»7JU3*vA;i/#-JU» 
■»««7iUa*^*-efc4«HB-»*(l)-C 
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As for (522) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (514), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (523) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (514), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (524) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (514), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,as for benzo 
heterocyclic derivative or its salt (525) G, X, R<sup>l</sup> 
and R which are displayed with theaforementioned General 
Formula (1) which forms lower alkoxy carbonyl substitution 
lower alkylidene group beingsame to definition of 
aforementioned (514), R<sup>2</sup> and R<sup>3</sup> 
becoming simultaneous, benzo heterocyclic derivative or its 
salt which isdi splayed with aforementioned General Formula 
(1) which forms phenyl substitution lower alkylidene group 

As for (526) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (5 14), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (527) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (5 14), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (528) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (5 14), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (529) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (5 14), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (530) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (514), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
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[0079] 

(531) G, X. R' % R 3 St; R 14 H5tB(514)(DS8lC 

His-cay. r 2 M;^+vSHifii7;^ 
*s/»-eft*frE-«a(i)-ca*p**i*^>!/ 

(532) G, X, R 1 . R 3 &tf R l*ffiIS(514)CDS»IC 
BtT?*y* R 2 ^S-(0)m-A-(CO)u-NR 6 R 7 (m, 

iu a. r 6 atf r 7 fiHfjiE-fiSxe(i)icfc!t^^a 
i^HCo )-c**«na-»a(i)"(f«*3**L*'<> 



(533)G *<S-C(R 2 )(R 3 )-X-£tfU X rf><*iig££ 

^A^SUR 1 3W»B-«*(l)tfe«t*3t 
WC BC-efcy . R 2 *><S-NR 4 R 5 (R 4 St/ R 5 liffi 
B-««(l)K»lf*««=Bli:.)t»UR ft< 

7i-;i/»ai;eyi?>tt«:*BJ:yatf*Lfc 



(534)G. X, R\ R 3 Sl/ R !4mItS(533)CDS^|Z 



(535)g;x, r 1 . R 3 at; r itmz&iwfemz 



(536) G, X, R 1 . R 3 &Xf R liflrtB(533)(Z>S»:: 

■c-efcy, r 2 *«*iu**i/««(a«r;u*^ 
n«R*i*xii*<Dtt 

(537) G, X. R\ R 3 aiX R l*1iirIB(533)<DS«l:: 



lower alkoxy group 
[0079] 

As for (531) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (514), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (532) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (5 14), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which isa(0)m-A-(CO) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

(533) G basis -C (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X shows the single bond , R<sup>3</sup> shows 
hydrogen atom or hydroxy group substituted lower alkyl 
group , being same to definition the R<sup>l</sup> in 
aforementioned General Formula (1), R<sup>2</sup> basis 
-NR<sup>4</sup>R<sup>5</sup> (As for R<sup>4</sup> 
and R<sup>5</sup> same to definition in theaforementioned 
General Formula (1). )showing, R on pyridine ring as 
substituent on phenyl ring group whichbecomes phenyl group 
and pyridine group which have times when it possesses lower 
alkyl group as substituent benzo heterocyclic derivative or its 
salt which is displayed with theaforementioned General 
Formula (1) which is a pyridyl carbonyl group which has 
times when itpossesses group which is chosen 

As for (534) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (533), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (535) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (533), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (536) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (533), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (537) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (533), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
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(538)G. X, R'> R j &tf R l4ftJfE(533)0>S8lC 



(539)G. X, R\ R 3 Sl/ R l4iffitB(533)©S8l:: 

IB-«a(l)T?afr*;|i*'<>*/'VTn«R3i 
i*XI4*-0)£ 



(540)G> X, R 1 St; R l*fFSB(533)<DSai-^U. 
•Cfcy. R 2 £ R 3 tf-mzti.iT**V&$:W*i8. 

■r*iwiB-)tta(i)-c**7**i*'<>'-/^T-pas 



[0080] 

(541)G. X, R 1 Stf R liirtB(533)<DS«l=Hi: 
■CfcU, R 2 * R 3 tf-||l=fcoT««7JU*'jT 

>»*»*"r*»B-**(i)T?«t)**i*^ 



(542)G, X, R 1 &tf R lilWlH(533)<Dg*lC|gi: 
■C*y. R 2 1 R 3 tf-»CfcoTffi*7JU3*-> 



(543)G. X, R 1 Si; R f4*rtE(333)<» JEfclzHC 
T'fcy, R 2 1 R 3 A<-#H^«Co-C«*TJUa*'> 

*<*XI4-5-0)£(544)G, X. R 1 Rtf R 141515(5 



(545)G #S-C(R 2 )(R 3 )-X-£*U X 

*^»£*U R 1 4<»e-tta(l)l=j3lt*36 
»=Hi:-C*y. R 2 A<«-NR 4 R 5 (R 4 Si; R 5 l4ffT 
C-«SC(l)lzfclt4£»cEli:.)**UR 

friHtib 5]T-^$^«(R 9 ai; P liimE-ift 

it(i)icfcit§ssici^i:oR 8 

t. )T*&i.Btita-)S5C(i)-e«^^+L^>!/^ 
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alkyl group 

As for (538) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (533), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (539) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (533), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (540) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (533), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt . which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

[0080] 

As for (541) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (533), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (542) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (533), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (543) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (533), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,as for benzo 
heterocyclic derivative or its salt (544) G, X, R<sup>l</sup> 
and R which are displayed with theaforementioned General 
Formula (1) which forms lower alkoxy carbonyl substitution 
lower alkylidene group beingsame to definition of 
aforementioned (533), R<sup>2</sup> and R<sup>3</sup> 
becoming simultaneous, benzo heterocyclic derivative or its 
salt which isdisplayed with aforementioned General Formula 
(1) which forms phenyl substitution lower alkylidene group 

(545) G basis -C (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X shows the single bond , R<sup>3</sup> shows 
hydrogen atom or hydroxy group substituted lower alkyl 
group , being same to definition the R<sup>K/sup> in 
aforementioned General Formula (1), R<sup>2</sup> basis 
-NR<sup>4</sup>R<sup>5</sup> shows the(As for 
R<sup>4</sup> and R<sup>5</sup> same to definition in 
theaforementioned General Formula (1). ), benzo heterocyclic 
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(546)G. X. R\ R 3 &tf R tt1MB(545)<DS«r:: 



(547)G. X. R 1 . R 3 &tf R l±fHH(545)0)SSlC 

racTfcy. r 2 36<*»*-c*ftmE-»a(i)-e 
«fc*ft4*>v^p«R*ttxii*<D« 



(548)G, X, R 1 % R 3 St; R ttffE(545)(DS»l- 

p«K#i*XI**a>tt 



(549)G. X. R\ R 3 Jfctf R l*B5f5(545)<D£g(:: 

*««7^;u»-eft*KHB-lftSC(i)-eat? 



(550)G. X. R 1 . R 3 JSilS R limit 2(545) OfimiZ 

**i/a"eft4roia-«a(i)-e*t?$*is^<> 

!/^nSBS»*XI«-<Dtt 0 



[0081] 

(551) G. X, R\ R 3 &tf R l*flftlB(545)0)£»|C 

isjis-efcy, r 2 *<««7;u*y-ou*-cfc£ii(r 

(552) G, X, R 1 Xtf R liMlH(545)(Z)^SlC^C 
r*fcy. R 2 1 R 3 A<-*tl::fcoT:*-*7*£»l* 

BW{*xi*-ta>* 0 



[0082] 

(553)G. X. R 1 fttf R tt«rlB(545)<Dg 
T'&y, R 2 <t R 3 *<-*S(::fcoT(£«7;U*'J7 ? 

>»*»ja-r*«riB-«a(i)T?at?**L«'< 



derivative or its salt which is displayed with aforementioned 
General Formula (l)which is a group (As for R<sup>9</sup> 
and p same to definition in theaforementioned General 
Formula (1). R<sup>8</sup> shows hydrogen atom . ) where 
R is shown with aforementioned(Chemical Formula 5 ) 

As for (546) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (545), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (547) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (545), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (548) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (545), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (549) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (545), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (550) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (545), 
R<sup>2</sup> benzo heterocyclic derivative or its salt . 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

[0081] 

As for (551) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (545), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (552) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (545), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt . which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

[0082] 

As for (553) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (545), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 



Page 251 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP1997221476A 



(554)G, X. R 1 AXf R I4«HB(545)©J6«I=BH: 
T'ifcy, R 2 1 R 3 A<-$tlcfcoT«&7^=i*v 

(Dig 



(555)G. X, R 1 MR \tmf&(545)(D%mizmC 
T?fty« R 2 4: R 3 tf-ftl=ftoTtt«7yU3*5/ 

SttXI4-?-<D£(556)G, X, R 1 &XS R l4fTtE(5 
45)(DS«ltf5]i:-efclA R 2 1 R 3 A<-$flCfc^T 

t*Xl4*a>i£ 



(557)G *<*-C(R 2 )(R 3 )-X-£;fU X A<i|i|S££ 

7*u r' AWE-ttsc(i)i=teit-&g«i=si:-e 

fey, R 2 Jb<tt-NR 4 R 5 (R 4 &.Zf R 5 I4IMB-** 

(i)i=teit*s«i=Bi:. r 3 

IBCfls 5]-c^$ti-5«(R 9 si/ p fifTE-Hst 

(lycjsitsswcHt.R 1 i4«$7;u*;u« 



(558)G. X. R 1 , R 3 &1/ R l4fTffi(557)(DS«IC 
BCT?*y, R 2 A«**W^-C*«lltriB-«*(l) 

■e*#3**i*'<>*y^T-PHisi!i«*xi4-ta)* 



(559)G. X, R 1 , R 3 S.tf R l4ffifB(557)fl)£8lw 

His-cfcy, r 2 A<7K^sr-&*fifB-flSiC(i)-e 



(560)G, X. R 1 . R J fttf R I4mlf5(557)0)£«l:: 

»Tfft*WlB-*jai(i)-ca*5*4i*'<>7^f- 

P*lf£Sf*XI4*-<D& 0 



[0083] 
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derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (554) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (545), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (555) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (545), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,as for benzo 
heterocyclic derivative or its salt (556) G, X, R<sup>l</sup> 
and R which are displayed with theaforementioned General 
Formula (1) which forms lower alkoxy carbonyl substitution 
lower alkylidene group beingsame to definition of 
aforementioned (545), F <sup>2</sup> and R<sup>3</sup> 
becoming simultaneous, benzo heterocyclic derivative or its 
salt which isdisplayed with aforementioned General Formula 
(1) which forms phenyl substitution lower alkylidene group 

(557) G basis -C (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X shows the single bond , being same to definition 
R<sup>l</sup> in theaforementioned General Formula (1), 
R<sup>2</sup> basis -NR<sup>4</sup>R<sup>5</sup> 
shows (As for R<sup>4«c/sup> and R<sup>5</sup> same to 
definition in theaforementioned General Formula (1). ), the 
R<sup>3</sup> shows hydrogen atom or hydroxy group 
substituted lower alkyl group , benzo heterocyclic derivative 
or its salt which is displayed with theaforementioned General 
Formula (1) which is a group (As for R<sup>9</sup> and p 
same to definition in theaforementioned General Formula (1). 
R<sup>8</sup> shows lower alkyl group . ) where R is 
shownwith aforementioned (Chemical Formula 5 ) 

As for (558) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (557), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (559) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (557), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (560) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (557), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

[0083] 
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(561)G. X, R\ R 3 RZf R ltHtltR(557)0)ttK 

»fi«7;u*;u*-efcs«iiB-ttSC(i)-e*+3 



(562)G. X. R 1 . R 3 R (*fjf2(557)(D^gl3 

Bi:-c*y, r 2 tm^&tLximr)^)^ 
**i/*-e**ittE-«a(i)T?**)aF*t*'<> 

^xPISR#f*XI4*a>tt 



(563)G. X, R\ R 3 Xi; R 141*12(557)0)^81:: 

EC-e&y, r 2 A<is*T;u*y-f ;u*"cfc*w 

f*XI4-t(7)£ 



(564)G, X, R 1 St; R f±M8B(557)(DS8l-Hi: 

■cfcy, r 2 <t r 3 A<-ftrc3S:or**v»*»j« 
-r*«ia-«a(i)-c*t)**i*'<> % -/^xpai 

R#ftXI4*<D* 



(565)G, X, R 1 itf R l4frlB(557)©S«lCg|i: 
■Cfty . R 2 £ R 3 tf-ttl^TffifcTfl^'J-r 

w^fp«Rii«*xi4*a>tt 



(566)G, X. R l R I4«HH(557)<DS»ICHI: 
■efcy . R 2 1 R 3 *<-j«lwfe-Dri£»7;ua*i/ 

SC(l)-C*t>*4i*'<>^T-paiRji(*:XI4-t 



(567)G. X. R l Si; R J4BtTE(557)0)S«ICHi: 
"Cfcy . R 2 i: R 3 A<-ttlcftoT«lft7^P*i/ 

frlB-«sc(i)'eafe*tt«'<> % y^-7 L p«R 

»(*XI4-tO)tt(568)G. X. R 1 R I4frE(5 

57)o^si3[^ii:-efey.R 2 <!:R 3 ^-^i^d:or 

E-«ia(l)-C«t3*ti4'<W^-TPBIR# 
ttXI4*0)& 



(569)G #*-C(R 2 )(R 3 )-X-£^U X #*<g££ 
*UR 3 *Mc*flC*XI4*I**«tMSIR7JU 
*;U»**UR ! A<IJIH-flfta(l)lcfcl+4^ 
8lC[3CT*fcy.R 2 *<£-NR 4 R 5 (R 4 &tf R 5 (4fi] 
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As for (561) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (557), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where > 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (562) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (557), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (563) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (557), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (564) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (557), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (565) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (557), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (566) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (557), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (567) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (557), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,as for benzo 
heterocyclic derivative or its salt (568) G, X, R<sup>K/sup> 
and R which are displayed with theaforementioned General 
Formula (1) which forms lower alkoxy carbonyl substitution 
lower alkylidene group beingsame to definition of 
aforementioned (557), R<sup>2</sup> and R<sup>3</sup> 
becoming simultaneous, benzo heterocyclic derivative or its 
salt which isdisplayed with aforementioned General Formula 
(1) which forms phenyl substitution lower alkylidene group 

(569) G basis -C (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X shows the single bond , R<sup>3</sup> shows 
hydrogen atom or hydroxy group substituted lower alkyl 
group , being same to definition the R<sup>l</sup> in 
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E-|ftSC(l)lcfclt-5S*lcHi: 0 )^L,R A< 
fJfBCIb 5]-e^^-5*(R 9 Rl/ P limiIB-te 

iC(i)icfoMt§^aici5ii: 0 R 8 i*7K®*^^ 

-f „ )T*fe3iifjfB-)&5t(l)T*St3£fr3^:>V r ^ 



(570) G. X, R 1 , R 3 &1/ R 1*8513(569)0)^81:: 
l^lC-efey. R J A<7K3fl^T*fc&flJlB-j!g5e(l) 

[0084] 

(571) G, X, R\ R 3 R l*HtlfB(569)(7)^»l^ 
iHjlST'fcy , R 2 ^7KSS-efci>fj|B-flgxC(l)^ 



(572) G, X, R\ R 3 &tf R (iME(569)0^«lC 

f^-efcy. r 2 *<*;utf*vS&ffi*&7;u*;u 

(573) G. X. R\ R*&lf R fiMffi(569)<Z)ggfC 

«MS«7;u*;u*T?i5*«re-*a(i)-e*^ 

*h,**>7^xP«R#i*Xtt*<D* 



(574)G, X, R\ R 3 JklS R l±HijlS(569)(7)SS!C 



(575) G. X, R 1 , R 3 SIX R filUIE(569)C7)SglC 
E-«SC(l)Xf«^**i*'<>^ J fPaK» 

(576) G, X. R 1 R l±MIB(569)<7)S*l^l^i: 
■C*y , R 2 1 R 3 3W-ttlC3SiC-3T**V»*»* 



aforementioned General Formula (1), R<sup>2</sup> basis 
-NR<sup>4</sup>R<sup>5</sup> shows the(As for 
R<sup>4</sup> and R< sup>5</sup> same to definition in 
theaforementioned General Formula (1). ), benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (l)which is a group (As for R<sup>9</sup> 
and p same to definition in theaforementioned General 
Formula (1). R<sup>8</sup> shows hydroxy group . ) where 
R is shown with aforementioned(Chemical Formula 5 ) 

As for (570) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (569), benzo , 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

[0084] 

As for (571) G 5 X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (569), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (572) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (569), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (573) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (569), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (574) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (569), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (575) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (569), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (576) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (569), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 
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(577)G. X, R 1 RXf R (4«J|H(569)<DS«IC|g|i: 
Tffty . R 2 1 R 3 A<-*Ic«oT««7^Ut 



(578>G. x. r 1 &isr \tmz(569)<bmmi~mc 

-Cfcy . R 2 1 R 3 #-»CfcoT«*7JU3*5/ 
0i& 



(579)0, x. r 1 at; r i*iitHB(569)<DS«rcHi: 
T-fty, r 2 t r 3 tf-»cftoT«B7;ua**> 
*;U/tou«8^«7;u*y^>£*»Jjc+« 

«HB-*sc(i)"i?«t)**L*'<>^-TPaiB 
^ftx(*-e(7)^(580)G. x. r 1 at; r i±frffi(5 

69)CD^mi^f5lL:T*fey,R 2 i:R 3 ^-$tlC^or 

7i-;u««(s*7;u*yT>**»/a-r*im 
E-»a(i)Tf«*3S*i«'<>!/^-TPaiB» 



[0085] 

(581)G A<g-C(R 2 )(R 3 )-X-£^U X 

«u r 1 4«fHB-tta(i)icfeit-6£«i=si;-e 
*y. r 2 ^s-nr 4 r 5 (r 4 at; r 5 liffiie-tta 
<i)icfci+*3gttcHi; 0 )*sur 3 
xi****a«Ms«7;u^u***L. rjww 
ecft 5)t?s*ti-s*(R 9 at; P ttWE-tt* 

(i)W3H-<&5t«KHi: 0 R 8 li««-t-p»*« 

-r o )T?**iwa-»a(i)'e«fc**i«'0 % y^ 

7P9!R«{*Xli*<D& 



(582)G. X. R 1 . R 3 at; R f4«rlB(581)0>S 

Hc-e&y . R 2 ^7Km)5^fe^itjiE~fe5e(i) 



(583)G. X. R 1 , R 3 at; R l4|fTE(581)<DS»IC 

rais-ea&y . r 2 A<*ttSr*fc4flJffi-«iC(i)r* 



(584)G. X. R 1 . R 3 at; R l4lKrIB(581 

BC-efcy, r 2 A<*;u7p*5/«»ffiiR7yu*;u 

*Tfftft«HB-«a(l)T?**?2F*l*'<>!/^-f 
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As for (577) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (569), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (578) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (569), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (579) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (569), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,as for benzo 
heterocyclic derivative or its salt (580) G, X, R<sup>l</sup> 
and R which are displayed with theaforementioned General 
Formula (1) which forms lower alkoxy carbonyl substitution 
lower alkylidene group beingsame to definition of 
aforementioned (569), R<sup>2</sup> and R<sup>3</sup> 
becoming simultaneous, benzo heterocyclic derivative or its 
salt . which isdisplayed with aforementioned General Formula 
(1) which forms phenyl substitution lower alkylidene group 

[0085] 

(581) G basis -C (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X shows the single bond , being same to definition 
R<sup>l</sup> in theaforementioned General Formula (1), 
R<sup>2</sup> basis -NR<sup>4</sup>R<sup>5</sup> 
shows (As for R<sup>4</sup> and R<sup>5</sup> same to 
definition in theaforementioned General Formula (1). ), the 
R<sup>3</sup> shows hydrogen atom or hydroxy group 
substituted lower alkyl group , benzo heterocyclic derivative 
or its salt which is displayed with theaforementioned General 
Formula (1 ) which is a group (As for R<sup>9</sup> and p 
same to definition in theaforementioned General Formula (1). 
R<sup>8</sup> shows lower nitro group . ) where R is 
shownwith aforementioned (Chemical Formula 5 ) 

As for (582) G, X, R<sup> K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (581), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (583) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (581), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (584) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (581), benzo 
heterocyclic derivative or its salt which is displayed with 
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(585)G. X. R\ R 3 St; R l*lWfB(581)©S«lC 



(586)G. X. R 1 , R 3 atf R liMfa(581)<7)g*lC 

■CT»*y. r 2 A«««»tLr««7;u*^» 
^fn«R#*XI«-«>* 



(587)G, X, R 1 , R 3 &U R I*MIB(581)©^*|C 

Bfe*y, r 2 a<«iR7;u*/-onfc"cfc*m 
E-«a(i)Tf**j**i*'<>y'VTPai«* 
<*xi*-£©i& 



(588)G, X, R 1 St/R liH(rlB(581)<Z)S*IZ|^i: 
■e*U, R 2 1 R 3 tf-mztj;oX**V££tetfL 

BWttXtt-tOtt 



(589)G. X, R 1 R lifHH(581)<DS«IC|^i: 
T?fcy, R 2 <!: R 3 36«-*l=<E-3-C««k7;U+UT 



(590)G, X. R 1 R \mti(5Sl)(D%m\zmC 
T'tbV. R 2 1 R 3 A<-$tlc&oTte&7;io*v 

M*««7;u*«jT:/**»jat-r*iwiB-tt 



[0086] 

(591)0, x, r' at; r i*miB(58i)©36«i=rai: 

T?*y, R 2 k R 3 4<-«l=<Corffi«7^a4r*> 
ftjU^juWMEIR7Jl'*U^*£Mt-t'* 



(592)G, X. R 1 St; R l*«rl3(581)©S«l=Bi: 

■easy, r 2 t r 3 A<-$ticfcoT7i-jus&e 
*7;u+'j-T>**»ia-r*«riB-ifta(i)T? 
**5*ih.*'<>*/'VTPai»iM*xi«©* 
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theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (585) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (581), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (586) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (581), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (587) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (581), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (588) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (581), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (589) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (581), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (590) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (581), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt . which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

[0086] 

As for (591) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (581), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy carbonyl 
substitution lower alkylidene group 

As for (592) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (581), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms phenyl substitution lower 
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(593)G A<S-C(R 2 )(R 3 )-X-£^U X 

^ur 3 tf&miHL* x\t7mmmmimT^ 

mizmCVfoV . R 2 A<«-NR 4 R 5 (R 4 Mf R 5 l±fj 
«B-«*(l)lcfcMt*S»=Kli: 0 )*®L,R 

m&ut 5]-e^^s*(R 9 so^ p lifriB-fift 

SC(i)lcfclt*S«lcHC. R 8 tt/\py>IB^ * 

^to )-cfc*«HB-itta(i)-e«t3**i4'<> 
!/^xPsnMM*xi*t©* 



(594)G, X. R 1 , R 3 fttf R l*fulE(593)<D£8lC 

m is-e&y . r 2 i<**s?tfc5 «riB-« 5t(i) 



(595)G, X, R'„ R 3 atf R I*mTE(593)a>£»:: 



(596) G. X, R\ R 3 at; R l*B5fB(593)<&£g|C 

p]lfiHIM*XI±*«>tt 

(597) G. X. R l , R 3 at; R f*BtjIE(593)OSgfC 



(598)G. X. R' % R 3 atf R 14 *HB(593)©S»C 

v^p«KiM*xte-ta>tt 



(599) G, X, R l . R 3 at; R lifTlB(593)0)S8IC 

la-ft^o-ea^Hi^^xPiRBS* 

<*XI£*<Z)£ 

(600) G. X. R l at; R l4HirlB(593)0)£»ZHi: 
rfey, R 2 £ R 3 tf-ttlCftoT3j-*V*£»rt 



alkylidene group 

(593) G basis -C (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X shows the single bond , R<sup>3</sup> shows 
hydrogen atom or hydroxy group substituted lower alkyl 
group , being same to definition the R<sup>l</sup> in 
aforementioned General Formula (1), R<sup>2</sup> basis 
-NR<sup>4</sup>R<sup>5</sup> shows the(As for 
R<sup>4</sup> and R<sup>5</sup> same to definition in 
theaforementioned General Formula (1). ), benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (l)which is a group (As for R<sup>9</sup> 
and p same to definition in theaforementioned General 
Formula (1). R<sup>8</sup> shows halogen atom . ) where R 
is shown with aforementioned(Chemical Formula 5 ) 

As for (594) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (593), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (595) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (593), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (596) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (593), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (597) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (593), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (598) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (593), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (599) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (593), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (600) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (593), R<sup>2</sup> and 
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R»ttXI**<Dtt. 



[0087] 

(601)Gs X. R 1 atf R lifHB(593)<DS^lC|Hi: 
T'feU, R 2 1 R 3 tf-HlCfcoTfiRT^UT 



(602)G, X, R 1 atf R l*#I!B(593)a> JERKIN £ 
T?fcy»R 2 4: R 3 tf-»l=fc-3T(Btt7;U34f5/ 



(603)G, x, r 1 at; r r*stria(593)<D36*icpii: 

T?fcy, R 2 1 R 3 tf-Rlcfc-aTffiRTJla+S/ 

$f*XI*-t0tS(6O4)G. X, R' St/ R l*fTtB(5 
93)©S«IC|5)i:T^y. R 2 tR 3 4«-«fCJ&oT 



(605)G A<*-C(R 2 )(R 3 )-X-$^Ls X 

tkL, R 3 A<*^JS^XI**K*SSHS»T^ 

*A>»£SU R' 4*«nE-*a(l)l=fclt4£ 

ri=h t-c*y , r 2 a<*-nr 4 r 5 (r 4 at; r 5 itm 
E-««(i)i=feit**«cni:.)t*L»R *< 
utrsBC'fb 5]T-^$tv^>S(R 9 at; P i*huib— 

***f .)T**«HB-jiftsc(i)-ca*5**i* 



(606)Gs X. R 1 , R 3 at; R l*|irfB(6O5)0)^«|- 

wfcaw, R 2 ****B^"c**inEH»*(i) 



(607)G, X. R\ R 3 at; R l*#JfB(605)fl)SRI:: 
«fr&h.**:/V^PRR»{*XI*-tfl!>tt 
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R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt . which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

[0087] 

As for (601) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (593), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (602) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (593), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (603) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (593), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,as forbenzo 
heterocyclic derivative or its salt (604) G, X, R<sup>l</sup> 
and R which are displayed with theaforementioned General 
Formula (1) which forms lower alkoxy carbonyl substitution 
lower alkylidene group beingsame to definition of 
aforementioned (593), R<sup>2</sup> and R<sup>3</sup> 
becoming simultaneous, benzo heterocyclic derivative or its 
salt which isdi splayed with aforementioned General Formula 
(1) which forms phenyl substitution lower alkylidene group 

(605) G basis -C (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X shows the single bond , R<sup>3</sup> shows 
hydrogen atom or hydroxy group substituted lower alkyl 
group , being same to definition the R<sup>l</sup> in 
aforementioned General Formula (1), R<sup>2</sup> basis 
-NR<sup>4</sup>R<sup>5</sup> shows the(As for 
R<sup>4</sup> and R<sup>5</sup> same to definition in 
theaforementioned General Formula (1). ), benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (l)which is a group (As for R<sup>9</sup> 
and p same to definition in theaforementioned General 
Formula (1). R<sup>8</sup> shows lower alkyl group . ) 
where R is shown with aforementioned(Chemical Formula 5 ) 

As for (606) G, X, R<su;p>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (605), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (607) G, X, R<sujp>l</sup>, R<sup>3</sup> and R 
being same to definition. ofaforementioned (605), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 
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(608) G, X. K\ R 3 atf R liffilB(605)(DSgl3 
Bt-eftU. R 2 ^^*>vl^)5i7^;i/ 

(609) G. X. R\ R 3 at; R l*mIIB(605)(D^g(C 



(610)G, X. R\ R 3 at; R lifIfB(605)0)SSlC 

3*-^>*-eft*miB-»a(i)"ca^*tift'<> 



[0088] 

(611) G, X, R 1 . R 3 at; R l4fTlE(605)<D£»:: 

E-«a(i)-e«fc*n*'<>^TP«iJi# 

(612) G. X. R 1 St; R f±ffiia(605)(D^SlCBi: 
■e*y, R 2 1 R 3 A<-«flc«:oT^*V**»* 

■r*BfrtE-«S(i)T*a^*tL5^>7^p« 

(613) G, X. R 1 at; R I4hMB(605)G>£ WCBC 
t?*y , R 2 <t R 3 tf-ftizt^XimTfrWr 

(614) G. X. R' at; R I41WIS(605)<DS W-BIS 
VtW % R 2 i: R 3 A<-«lcfcoTffi»7;U:a*v 

«(l)Tf«W*i4^;^fPi|R**Xltt 

(615) G, X. R 1 at; R li«Ha(605)<DS«lcBi: 

T*fcy . r 2 t r 3 b<-mzt^x\mT)\,^*is 
mna-«a(i)tfat3*+i*'<>^-TPaiR 

©<*3t(*-£<Z)i&(6l6)G. X. R 1 at; R lifTlB(6 

05)a)£«iwBi:t?fcy. r 2 £r 3 t^-mzt^x 



As for (608) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (605), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (609) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (605), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (610) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (605), 
R<sup>2</sup> benzo heterocyclic derivative or its salt . 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

[0088] 

As for (61 1) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (605), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (612) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (605), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (613) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (605), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (614) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (605), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (615) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (605), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,as for benzo 
heterocyclic derivative or its salt (616) G, X, R<sup>l</sup> 
and R which are displayed with theaforementioned General 
Formula (1) which forms lower alkoxy carbonyl substitution 
lower alkylidene group beingsame to definition of 
aforementioned (605), R<sup>2</sup> and R<sup>3</sup> 
becoming simultaneous, benzo heterocyclic derivative or its 
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(617)G #&-C(R 2 )(R 3 )-X-£tfU X 

*u r 1 *<BiriB-flajC(i)icfcit4^sicgii:T* 

^US^U R 2 *<S-NR 4 R 5 (R 4 Xi;R 5 l*fiiJlB 
-j|65C(l)[Cfclt^SglC(5]i:o )£^U R # 9- 



(618)G. X. R l , R 3 Rtf R (iffjfE(617)0)SglC 



(619)G. X. R\ R 3 RXS R (*fltB(617)(DS8l^ 



(620) g, x. r\ r 3 at; r f*fria(6i7)0)Sgic 
His-efcy. r 2 ^*juj|?*i/*«MS«k7;u*;u 

PJgf£#tt:3tli*-0>i& o 
[0089] 

(621) G. X. R l % R 3 ai; R (iMIB(617)<DgSfC 



(622)G. X. R\ R 3 atf R I±BSH(617)<D^«fC 

Bce*y, r 2 *<g&S£LTS*R7;u*;i/a 



(623)G. X, R 1 , R 3 a^ R 14 mIfB(617)0^glC 
«i:-c*y, R 2 3W(S«7;U*^-f;U*t?ft«ffi 
E-»a(l)-C*fe*4i4'<>l/^T-Pa»# 



salt which isdisplayed with aforementioned General Formula 
(1) which forms phenyl substitution lower alkylidene group 

(617) G basis -C (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X shows the single bond , being same to definition 
R<sup>l</sup> in theaforementioned General Formula (1), 
R<sup>3</sup> shows hydrogen atom or hydroxy group 
substituted lower alkyl jp-oup , benzo heterocyclic derivative 
or its salt which isdisplayed with aforementioned General 
Formula (1) where R<sup>2</sup> 
basis-NR<sup>4</sup>R<sup>5</sup> shows (As for 
R<sup>4</sup> and R<sup>5</sup> same to definition in 
theaforementioned General Formula (1). ), R 9 -oxo fluorenyl 
group is 

As for (618) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (617), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (619) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (617), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (620) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (617), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

[0089] 

As for (621) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (617), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (622) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (617), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (623) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (617), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 



(624)G, X. R 1 at; R l*flia(617)(DS»lCgli: As for (624) G, X, R<sup>K/sup> and R being same to 
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■e*y, r 2 t r 3 *<-«=fto-c**v**»* 

■T-5|iIfB-fiSiC(l)r'at5^*L-5'<> 1 /^7 L PS 



(625)G, X. R 1 Xl/R lifjfH(617)(DSSlC|5li: 

■e*y, r 2 t r 3 A^-Jtic^-DT^iay^^UT 1 



(626)G, X, R 1 XT/ R l*Btrffi(617)©^ SlC^t 
■C*y. R 2 «t R 3 36<-»=*oT««7^=J*-> 

sc(i)"e«#3**i«'<>*y^T-pa«3i«:xi*-t 

0>£ 



(627)G, X. R 1 St/ R l*fflftB(617)<Dg*IC|^i: 
■C*y, R 2 1 R 3 A«-»=*oT««7;U3**> 

#<*xii-5-ro^(628)G. x, r 1 at; r iifriH(6 

17)ffl>*«l=Wi:-e*y, R 2 i:R 3 Ji<-$tl~fc-3T 

ia-iift*(i)-ea*3*n*'<>7^TP«K# 



(629)G A<«-C(R 2 )(R 3 )-X-£5*U X 

*U R 3 XI*7KISSB&<£*&7;U 

*;Ug£*UR' a<flME-fcS(l)lca3lt*JE 

»=raii-e*y» R 2 *<*-NR 4 R 5 (R 4 Rt; R 5 i*fr 

E-ftSC(l)l=tel+*3t«lcKi: 0 )£*L, R A< 

m&\t 5]t?^$n*»(R 9 si; P i*iiwb-» 
sc(i)(=fcct*« «i=«c. r 8 i*««i«<tLr<g 

*-To )-e*-5i!(rta-«iC(i)-cat>**i'5 / <> 



(630)G. X. R 1 . R 3 R lifFlB(629)OSglC 

rac-ci&y, r 2 ^Tkasis-^-Tjfc-siitria— tesc(i) 



[0090] 

(631)G, X. R 1 . R 3 Ri; R l*lffllB(629)a>S*C 
BCTffciJ. R 2 A<7j<iS«T'fe§fI«B-«5e(l)T- 
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definition ofaforementioned (617), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (625) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (617), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (626) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (617), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (627) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (617), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,as for benzo 
heterocyclic derivative or its salt (628) G, X, R<sup>l</sup> 
and R which are displayed with theaforementioned General 
Formula (1) which forms lower alkoxy carbonyl substitution 
lower alkylidene group beingsame to definition of 
aforementioned (617), R<sup>2</sup> and R<sup>3</sup> 
becoming simultaneous, benzo heterocyclic derivative or its 
salt which isdisplayed with aforementioned General Formula 
(1) which forms phenyl substitution lower alkylidene group 

(629) G basis -C (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X shows the single bond , R<sup>3</sup> shows 
hydrogen atom or hydroxy group substituted lower alkyl 
group , being same to definition the R<sup>l</sup> in 
aforementioned General Formula (1), R<sup>2</sup> basis 
-NR<sup>4</sup>R<sup>5</sup> shows the(As for 
R<sup>4</sup> and R<sup>5</sup> same to definition in 
theaforementioned General Formula (1). ), benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (l)which is a group (As for R<sup>9</sup> 
and p same to definition in theaforementioned General 
Formula (1). R<sup>8</sup> shows amino group which has 
fact that it possesses the lower alkanoyl group as 
substituent . ) where R is shown with 
aforementioned(Chemical Formula 5 ) 

As for (630) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (629), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

[0090] 

As for (631) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (629), benzo 
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(632)G. X. R\ R 3 SO R lifiiE(629)a)S«IC 
lilCT'fey.R 2 j!)<*;U**vg»ffi»7;U*;U 



(633)G, X. R\ R 3 SIX R l*MI5(629)ro^SlC 

»«IR7^*;uaiT?**lllHB-ttSC(l)-e**5 
SftS^W^nSMRiMfcXIi-tlDtt 



(634)G, X, R\ R 3 Stf R l4tWB(629)<Dj£tt= 

mc-efcy.R 2 #«iii*i:L-c«lR7>Hr;u* 

££?-3C,!:0)fc&75yE&1BS»7;L'*i/-OU 



(635)G, X, R\ R 3 SO R l4MB(629)0)£glC 

rat-eft y. r 2 A<iSSft7;u*y-f;us-efcSfi 

<*XI*-5-<Di£ 



(636)G. X. R 1 , R 3 Stf R liMfB(629)ro^«IZ 

rac-efcy.R 2 £ r 3 tf-m~te^>T**rv&z 



(637)G, X. R 1 SO! r |*fJfB(629)<DS»lcrai: 
■efcy, R 2 1 R 3 A<-$£l~fcoTffi&7;U*'jT 



(638)G, X. R 1 Stf R l4|tHB(629)(DSglcrai: 
■efty. R 2 t R 3 3&t-«lctto"C«»7^a*5/ 
■MHS»7;u*UT>»*»fiR-r*flHB-« 
^T'S^ftS^V^xPII^ttXIi-?- 



(639)G, X, R 1 Si; R l*fIIB(629)CD^8lcrai: 
■efty, R 2 1 R 3 *<-«l^«CoT««R7;U3^> 
*^7|?-;H8MISIR7^*U-T>at*»*-*-S 
*HB~»*(i)-C«#3*4i*'<>'/^-Tnai« 
$ttXI*-ta>i&(640)G, X. R 1 SO R l4fF!B(6 
29)©ffi«lCHfCfty . R 2 <tR 3 tf-fclCftoT 
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heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (632) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (629), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (633) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (629), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (634) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (629), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (635) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (629), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (636) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (629), 
R<sup>2</sup> and R<sup>3</sup> becoming 
simultaneous,benzo heterocyclic derivative or its salt which is 
displayed with aforementioned General Formula (1) 
whichforms oxo group 

As for (637) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (629), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (638) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (629), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (639) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (629), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,as for benzo 
heterocyclic derivative or its salt (640) G, X, R<sup>l</sup> 
and R which are displayed with theaforementioned General 
Formula (1) which forms lower alkoxy carbonyl substitution 
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iB-«a(i)T?*t>**i*K>^xpaR* 



[0091] 

(641)G. X. R\ R 3 Rlf R (iHUf2(629)CD^g|C 

-&5£(l)T**fr£ft£*>V^f-P$R3itt 



(642)G, X. R\ R 3 R litufH(629)CO^glC 

fc4«na-tta(i)T?**)*tt*^>!/^T-pa 
R3K*xii*a)tt 



(643)G. X, R\ R 3 &1/ R l4*ttE(629)0>£ 8lC 

Ht-efcy. R 2 #xhvi/u;u*«Bi«tt7;u* 
;Ht-cft*«HB-»3a;(i)-c*^**i*^>!/ 



(644)G. X. R\ R 3 At/ R f4ffifE(629)<D£»:: 

BC-e*y* r 2 A<fiJ»7/u*y^;u*^>S« 
«HS*7;u*;u*-c**«rlB-«a(i)-c«3b 



(645)G, X, R\ R 3 2fctf R I4hijIE(629)0>^ SIC 
HCCfcy.R 2 jWS«7;U3*$/*;U#-JU* 

««««7;b3*5/*-eft4«HB-tta(i)-c 



(646)G. X. R\ R 3 &tf R (4 HUtr2(629)<7)£8fZ 

HC-efey . R 2 36<*;u*^>*««««7;u3 
^paiR##xr4-t<D* 



(647)G. X. R\ R 3 &tf R fiHUlB(629)CD^8lC 
[HlCTrfcy. R 2 *<S-(0)m-A-(CO)u-NR 6 R 7 (nu 
iu A.R 6 &tf R 7 (i|t]f2-»a(l)ICfclt^>Se 
IZHC. )tM«E-«(i)«WWK> 
7^-rP»R*(tXI*-ta>* 



(648)G * < *; c i R2 )( R V x "^^L :: X 



lower alkylidene group beingsame to definition of 
aforementioned (629), R<sup>2</sup> and R<sup>3</sup> 
becoming simultaneous, benzo heterocyclic derivative or its 
salt . which isdisplayed with aforementioned General Formula 
(1) which forms phenyl substitution lower alkylidene group 

[0091] 

As for (641) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (629), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (642) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (629), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (643) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (629), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (644) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (629), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (645) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (629), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (646) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (629), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (647) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (629), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which isa(0)m-A- (CO) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

(648) G basis -C (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
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*;U»£*UR' A<fHB-*lliC(l)l=j3lt*S 

«i=ncT*Au. r 2 A<tt-NRV(R 4 at; r 5 itwi 

*a(l)T?**3**t*'07'VTP«IBI#(*:X 



(649)G, X, R', R 3 Xtf R l*HfrIB(648)(7)^»|C 



(650)G. X. R l , R 3 St; R l*fIfH(648)OTSglZ 
iHlC-CfeU. R 2 *<7K^»T'fe-SMfB-ffi5E(l)r* 



[0092] 

(651)G. X. R\ R 3 St/ R lifif2(648)CDS8lC 



(652)G, X, R\ R 3 St; R l*tfrI3(648)CD568l:: 

SHS«k7 , ;u4-;u*-efc4HtrlB-jjftS(i)-e$t> 



(653)G. X. R', R j SIX R [*H5fH(648)(DS«l3 



(654)G. X. R\ R 3 &1/ R lifHB(648)©S«l= 

E-«a(i)-e*t>**i*'<>y'VTPai»» 



(655)G, X, R 1 R l*flIB(648)©^SlC|5li: 

-cfcy. r 2 t r 3 -mzte-ixttv&znmt 

3H*XI**<0£ 
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-X-, X shows the single bond , R<sup>3</sup> shows 
hydrogen atom or hydroxy group substituted lower alkyl 
group , being same to definition the R<sup>l</sup> in 
aforementioned General Formula (1), benzo heterocyclic 
derivative or its salt which is displayedwith aforementioned 
General Formula (1) which is a quinolyl carbonyl group 
which has timeswhen R<sup>2</sup> basis 
-NR<sup>4</sup>R<sup>5</sup> shows (As for 
R<sup>4</sup> and R<sup>5</sup> same to definition in 
theaforementioned General Formula (1). ), R on quinoline 
ring possesses phenyl group as substituent 

As for (649) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (648), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (650) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (648), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

[0092] 

As for (651) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (648), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (652) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (648), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is loweir alkoxy carbonyl substituted lower 
alkyl group 

As for (653) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (648), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (654) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (648), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (655) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (648), R<sup>2</sup> and 
becoming R<sup>3</sup> simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
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(656)G. X. R 1 Rlf R l£fiJfE(648)0)^8lCp|i; 
•Cfey.R 2 ^ R 3 A<-8lCfcoT{£«7;U*'Jx 

r/afcj&jjwaitrE-ttseoycRib&h.** 



(657)G. X. R 1 SI/ R l*WfB(648)(Dg«IC^i: 
■CftiJ . R 2 tft R 3 A«-«IZ)fe-3T«*7;U3* 

0>£ 



(658)G, X, R 1 R l*Mfia(648)©S8IC|5li: 
t?fey. R 2 1 R 3 *<-$tlCfcc.T<gJ87;H)*v 

*ttXI**CDi&(659)G. X, R 1 &tf R I*fri2(6 
48)<DSSI~f^li:T*fey, R 2 i:R 3 A<-ftlCfcoT 



(660)G, X. R\ R 3 Xl/ R l*B5fS(648)£OSglC 

-«*(i)T?a*>**i«'<:/!/'VrnaR#ft 



[0093] 

(661)G, X. R\ R 3 R lifrlS(648)0)SSIC 
RSttXtt*©* 



(662)G, X, R\ R 3 S.t/ R l*ME(648)CD£8IC 



(663)G, X, R\ R 3 RU R l*HUfB(648)0S8l~ 



(664)G. X, R 1 , R 3 St; R ttffirE(648)fl>SSIC 



1997-8-26 

General Formula (1) whichforms oxo group 

As for (656) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (648), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (657) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (648), R<sup>2</sup> 
R<sup>3</sup> becoming simultaneous, the benzo 
heterocyclic derivative or its salt which is displayed with 
aforementioned General Formula (1) which forms lower 
alkoxy-substituted lower alkylidene group 

As for (658) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (648), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,as for benzo 
heterocyclic derivative or its salt (659) G, X, R<sup>l</sup> 
and R which are displayed with theaforementioned General 
Formula (1) which forms lower alkoxy carbonyl substitution 
lower alkylidene group beingsame to definition of 
aforementioned (648), R<sup>2</sup> and R<sup>3</sup> 
becoming simultaneous, benzo heterocyclic derivative or its 
salt which isdisplayed with aforementioned General Formula 
(1) which forms phenyl substitution lower alkylidene group 

As for (660) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (648), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

[0093] 

As for (661) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (648), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (662) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (648), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (663) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (648), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (664) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (648), benzo 
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B«ffi*7;u3*i/*-cfc*iKFiH-tta(i)-c 



(665) G, X. R 1 . R 3 Xi; R lifrlB(648)<D£«IC 

+i/«Tfft«IHB-ll»a(l)T?«W*lM>!/ 
/sxP»fg#ttXli*0>i& 

(666) G. X, R' % R 3 atf R l±MIH(648)(D^«[C 
RUS-Cfcy, R 2 #fi-(0)m-A-(CO)u-NR 6 R 7 (nu 
u. A.R 6 &tf R 7 l*fIlB-»xC(l)lCfcltSS« 
KHCo )T?fe*frlB-flS5C(l)T**^$*l^> 



(667)G *<a(R 2 )(R 3 )-X-£ «U X AWHg^TF 
UR 3 A<7K^JS : f L Xf±7KKSaSHS»7;U+ 
;u*£SUR ! 4<«HE-«a(l)fcteCt*S« 
CHC-efcy, R 2 *<S-NR 4 R 5 (R 4 ;&tf r 5 lifjfH 

-«a(i)^a3it*««icrai:.)*suR #7 
T?sfr*ft**>y^TP«R*(*xi«-a>ta 



(668)G. X, R\ R 3 jBlIS R I* 1512(667)0) £g(C 

■t-cfcy. r 2 *«**iB^-e*«iwiB-»a(i) 



(669)G. X. R\ R 3 St/ R l±fltJfE(667)0)£gl:: 

sc-efey.R 2 4<*»»-cfc-sfHE-«a(i)-e 
*t>**i*'<>y^-TPaRi»#x(i*a)tt 



(670) G. X, R\ R*Rlf R li HirlE(667)©g«lC 

Hcr&y. r 2 4<*;utK*2/«»««7ju*;u 

P»R*(*XI«-G>tt. 
[0094] 

(671) G. X, R\ R 3 SI/ R l±MIH(667)(7)Sa[C 

nc-efcy, r 2 AMfi«R7;i/3+v*;u/^«;us 
UHK«7;u*^»-e**»E-«*(i)-e«fc 



heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (665) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (648), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (666) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (648), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedv/ith aforementioned General Formula 
(1) which is a (O ) m-A- (CO ) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R< sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

(667) G basis (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X shows single bond , the R<sup>3</sup> shows 
hydrogen atom or hydroxy group substituted lower alkyl 
group , being same to definition R<sup>l</sup> 
inaforementioned General Formula (1), R<sup>2</sup> basis 
-NR<sup>4</sup>R<sup>5</sup> shows (As for 
R<sup>4</sup> and R<sup>5</sup> same to definition in 
theaforementioned General Formula (1). ), the benzo 
heterocyclic derivative or its salt which is displayed with 
aforementioned Genera) Formula (1) where the R is 
adamantyl carbonyl group 

As for (668) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (667), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (669) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (667), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (670) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (667), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

[0094] 

As for (671) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (667), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
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(672)G. X. R\ R 3 &tf R l*fIIB(667)0^SIC 

££?-&C<t<7>fc&7S,/{18M£ii»7;U2>v''OU 
**vfiT*fc&liiitB-flS5£(l)T-S*3£*l&'<:> 



(673)G. X. R'> R 3 Si; R &wltS.(667)0)%.miZ 
E-«a(l)T»a*3**i4'<>7'VTPB|RII 



(674)G. X. R 1 St; R l4fTlB(667)<0S«l=BC 

t?&y, r 2 t r 3 tf-mztz^xttvmte®. 
■r*«rE-«sc(i)-e**3**i4'<>^ j fp« 

R3W*XI*-tO!>tt 



(675)G. X. R 1 St; R liM12(667)(7)^glcBC 

-e&y, r 2 £ r 3 A<-$tirfcoT{f i^/i^y^ 



(676)G. X, R' St/ R l*fIfB(667)(0S8IC^H: 

t-fcy, r 2 t r 3 tf-$sicfc^T<£3K7;u3*v 
a(i)T»*fr*ft**>v^TP»RilM*Xf** 



(677)G. X, R 1 at; R lifIIB(667)©^aiC|H|i: 
■Cfty, R 2 1 R 3 tf-«H=fcoTft*7 , Aa*-> 

##XI*-?-(D&(678)G. X, R 1 at; R l*fIiB(6 

67)«)3e«i=Hi:-c*y, r^r^-ssic&ot 



(679)G. X. R' x R 3 at; R liffJfB(667)(D£8lC 

-i»a(i)?**j**i*'<>y^fDaii»«; 



(680)G* X. R 1 , R 3 at; R lifl!B(667)<D^»lC 
Ht-cfty, R 2 #->7-/«SMS«7JU*;U*-C 
fc3#jtB-^£(l)^Sfr£*l3'<>V'VfP8 
R«{tXli*Ott. 
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alkyl group 

As for (672) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (667), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (673) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (667), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (674) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (667), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (675) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (667), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (676) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (667), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (677) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (667), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,as for benzo 
heterocyclic derivative or its salt (678) G, X, R<sup>l</sup> 
and R which are displayed with theaforementioned General 
Formula (1) which forms lower alkoxy carbonyl substitution 
lower alkylidene group beingsame to definition of 
aforementioned (667), R<sup>2</sup> and R<sup>3</sup> 
becoming simultaneous, benzo heterocyclic derivative or its 
salt which isdisplayed with aforementioned General Formula 
(1) which forms phenyl substitution lower alkylidene group 

As for (679) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (667), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (680) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (667), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
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[0095] 

(681)G. X. R 1 mS R fifIIB(667)0^8lC|^i: 
V& y x R 2 A<-rh7 % /U ;u*««««7JU*;b 
at-efc4WHE-tt*(l)-e*t3**i*^>l/'Vr 
PilKattXIi^Ott 



(682)0. X. R 1 . R 3 R fifliJlB(667)(D^8[C 



(683)G. X, K\ R 3 Xtf R liflfB(667)CD^«fZ 

■««ik7^a*2/»-e**mE-«W(i)-e 



(684) G, X. R l % R 3 fttf R I*bJIB(667)<D^«IC 
■ C-efcy. R 2 *<*;U7t?*S/*«»ffi«7JUa 

*v«-efc*iiifB-«a(i)T*at)*n4^/ 

^TP»«»*Xtt*<Dtt 

(685) G. X. R 1 . R 3 R l± fT 13(667)0) 
HC-e*y, R 2 ^*-(0)m-A-(CO)u-NR 6 R 7 (m. 
u, A, R 6 Xtf R 7 f±HJIB-ftft^(l)lCfclt^^« 

iciBii: 0 )-e*s«rffi-«a(i)-ca^$*is^<> 



(686)G A<*(R 2 )(R 3 )-X-£tfU X A<JM6££ 

Ur 3 *<**fli*xte*ii»«Sl«IR7^* 

;US£*UR ! A<WIB-tta(l)lcfel+-B3t« 

icHis-e&y. r 2 A<«-NR 4 R 5 (R 4 st; r 5 ttitre 
-«a(i)icfec+*36«iciai: 0 )*suR 

«a(i)-c«*?*4i*'<>i/^-TPa»»(*x 



(687)G. X. R\ R 3 &tf R I*b5IB(686)(7)^8IC 

Hi:-cfty.R 2 4<**R^'(?fc*imia-*a(i) 
■c*t3**i*^> % /^xpa»»*xii*fl>* 



R<sup>2</sup> is cyano substituted lower alkyl group 
[0095] 

As for (681) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (667), benzo heterocyclic 
derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (682) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (667), benzo * 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (683) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (667), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (684) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (667), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (685) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (667), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which isa(0)m-A- (CO) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

(686) G basis (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X shows single bond , the R<sup>3</sup> shows 
hydrogen atom or hydroxy group substituted lower alkyl 
group , being same to definition R<sup>l</sup> 
inaforementioned General Formula (1), benzo heterocyclic 
derivative or its salt which is displayed with 
theaforementioned General Formula (1) which is a thienyl 
carbonyl group which has times when the R<sup>2</sup> 
basis -NR<sup>4</sup>R<sup>5</sup> shows (As for 
R<sup>4</sup> and R<sup>5</sup> same to definition in 
theaforementioned General Formula (1). ), R on thiophene 
ring possesses the phenyl group as substituent 

As for (687) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (686), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
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(688)G, X. R\ R 3 &tf R lifIfB(686)(D^SlC 
RCWJ » R 2 4<*BI*1?**«HB-ttSC(l)-C 



(689)G. X. R', R 3 &i; R l*Mia(686)0>S8IC 



(690)G. X, R\ R 3 Rlf R 14^112(686)0)^81; 

sns^Tvu+;usT*fci)HiiiB-«sie(i)-eat? 



[0096] 

(691)G. X. R\ R 3 St; R l4|tTtH(686)(OSglZ 



(692)G, X. R\ R 3 SI/ R f±fiJlE(686)<D£8C: 

E-tta(i)-ea*3**i*'<>'/^ J fnaiBI» 
f*Xli*<7>t§ 



(693)G, X. R' SI/ R affrG(686)«)£«lC|qC 
■Cfey, R 2 £ R 3 4«-|tl=<toT**V»*»« 

iS#f*xi**a>iS 



(694)G. X, R 1 Rlf R l*fl5fE(686)(D£8IC[5H; 

T-fcy. r 2 t r 3 tf-tticfcoristtT^+'j-r 



(695)G. X. R 1 S.U R lifjfa(686)<DS«lC|5li: 

■efty, r 2 <t r 3 tf-sticfcoTffijSTjm+v 

a(l)T-gt?£ft£*> > /'VfnilIS$f*XI*-?- 



(696)0, X, R 1 Rtf R tt«ng(686)a>C«IC|qC 
Tf*y, R 2 1 R 3 *<-*l=ftoT««7;Ua*'> 
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R<sup>2</sup> is hydrogen atom 

As for (688) G, X, R<sup> K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (686), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (689) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (686), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (690) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (686), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

[0096] 

As for (691) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (686), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (692) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (686), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (693) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (686), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (694) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (686), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (695) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (686), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (696) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (686), R<sup>2</sup> and 
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irE-«sc(i)-e«t3**i*'<> 4 /^TPaiB! 

3H*3tl*-?-0>$g(697)G, X, R 1 St/ R l*firE(6 

86)<©s«i=Rii:-c*y» R 2 <tR 3 tf-m~te-o-c 

ttXli*<Dig 



(698)G. X. R\ R 3 atf R l±ffE(686)©£iSlw 

-«st(i)-cafc**i4'<>i/'VTPaiR** 



(699)0, X, R 1 , R 3 &tf R l*flE(686)a)SSlC 

uwttxi**©* 



(700)G, X, R\ R 3 St/ R l4mFE(686)0)SSIC 
'VrP«R»*XI*-ta>*. 



[0097] 

(701)G, X. R 1 . R 3 St/ R liffrta(686)CDS«lr 
ntT?*y, R 2 ff«*7;U*/-OU:*-4r$'*« 

«ffi«7Ji/*;u*-c**fre-*«(i)t?a:b 



(702)G, X. R\ R 3 at; R l±frfE(686)0)^glC 

■»«»7iUa*^*T»**1tB-IISC(l)-e 
«fr&ti**>V^TPJlK#»:Xli*a>tt 



(703)G, X, R\ R 3 at; R liHtiI2(686)CDS«IZ 

Bfe*y, r 2 #*;m?*'>simm6«7jup 
^TPa«#i*xtt*a>tt 



(704)g, x, r\ r 3 at; R lifltrE(686)ro^«lC 

HlSTf&y, R 2 *<S-(0)m-A-(CO)u-NR 6 R 7 (m, 

u. a, R 6 at; R 7 i*fijE-flSie(i)icfcit.5£& 

V^T-P«R»f*XI«-a>* 
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R<sup>3</sup> becoming simultaneous,as for benzo 
heterocyclic derivative or its salt (697) G, X, R<sup>l</sup> 
and R which are displayed with theaforementioned General 
Formula (1) which forms lower alkoxy carbonyl substitution 
lower alkylidene group beingsame to definition of 
aforementioned (686), R<sup>2</sup> and R<sup>3</sup> 
becoming simultaneous, benzo heterocyclic derivative or its 
salt which isdisplayed v/ith aforementioned General Formula 
(1) which forms phenyl substitution lower alkylidene group 

As for (698) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (686), benzo' 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (699) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (686), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (700) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (686), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

[0097] 

As for (701) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (686), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (702) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (686), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (703) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (686), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (704) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (686), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which isa(0)m-A-(CO) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
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(705)G #g(R 2 )(R 3 )-X-£^U X 
KHC-Cfcy, R 2 A<S-NR 4 R 5 (R 4 Xl/ R 5 liff]fB 

-»a(i)icfei+*s»ci§ii: 0 )*suR tf* 



(706)G. X. R\ R 3 St; R l4tfrlE(705)<Z>gWC 
HG-Cfcy . R 2 ^7K^^T*fc^)fjfB-Sft5e(l) 



(707)G. X. R\ R 3 atf R (iMIB(705)<^^S(l 

His-ca&y , r 2 *<*»*-e*-5fna-«sc(!)-c 



(708) G. X. R\ R 3 R liHUfB(705)<Z)£g|C 
PgIg29f*Xli*-<DJ& 

(709) G. X. R\ R 3 &tf R ttfIIB(705)<Z)g»lr 



(710)G. X> R\ R 3 S.t; R I*b5IB(705)CDSSIC 

rac-ofcy. r 2 *<S!ftSi:Lr{£»T;u*;ua 



[0098] 

(711)G. X. R 1 . R 3 Si; R lifltjlB(705)(DSg|C 
(BiCT'fey.R 2 *<«tt7JU*-/'OU*T?*4*i 



R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

(705) G basis (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X shows single bond , the R<sup>3</sup> shows 
hydrogen atom or hydroxy group substituted lower alkyl 
group , being same to definition R<sup>l</sup> 
inaforementioned General Formula (1), benzo heterocyclic 
derivative or its salt which is displayed with 
theaforementioned General Formula (1) which is a thiazolyl 
carbonyl group which has times when the R<sup>2</sup> 
basis -NR<sup>4</sup>R<sup>5</sup> shows (As for 
R<sup>4</sup> and R<sup>5</sup> same to definition in 
theaforementioned General Formula (1). ), R on thiazole ring 
possesses the phenyl group as substituent 

As for (706) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (705), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (707) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (705), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (708) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (705), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (709) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (705), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (710) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (705), 
R<sup>2</sup> benzo heterocyclic derivative or its salt . 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent ■ 

[0098] 

As for (71 1) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (705), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 
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(712)G, X, R 1 RlS R \tmm(7os)(D^m\zmc 

-efcy. r 2 t r 3 tf-mzt^x**vm am 



(713)G. X, R 1 AXf r itmz(7os)<Dfem\zmc 

T**y, R 2 i: R 3 A^-^lc/dT^Tffi^T^+'Jx 



(714)G. X s R 1 it/ R ttfFlB(705)<7)SSl-l^i: 
•C*y. R 2 1 R 3 ^-Mlc&oHSiTJ^+v 



(715)G. X. R 1 i^ R l±«frlH(705)(7)^aiC|^i: 
R 2 1 R 3 M-^IC^oTfi$&7;U=l^v 

tfFiB-«a(i)-e*t3**i*^> % y^xpa» 
»{*xii-ta>tt(7i6)G. x, r 1 at; r iiifrffi(7 

05)0)S«^|Hli:r*fey.R 2 <l:R 3 ^-^lC^oT 

is-«*(i)T?**3*tt*'<>^-TPaiR# 

(717) G, X, R\ R 3 at; R liflME(7O5)0>j£«|:: 
mCV&V. R 2 3i<«IR7;ua*2/»-e**fHB 

-«sc(i)-e«3b**i4^>!/^paR»f* 

(718) 0, X. R 1 . R 3 at; R (*fTlB(705)<D^SlC 

fc*mE-«sc(i)'cat)**t*'<>i/^pai 



(719)G. X, R\ R 3 at; R l*fTfB(7O5)0S8l- 
^T-PJiR*i*Xli-t©tt 



(720)G, X, R\ R 3 at; R I* HfTfB(7O5)0)£glC 

itiS'O^xpaRsiftxiif-flott. 



[0099] 
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As for (712) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (705), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (713) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (705), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (714) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (705), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

TRANSLATION STALLED R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous, benzo heterocyclic 
derivative or its salt which isdisplayed with aforementioned 
General Formula (1) which forms phenyl substitution lower 
alkylidene group G, X, 

R<sup> 1 </sup>RR<sup>2</sup>R<sup>3</sup>lower 
alkoxy carbonyl lower alkylidene group General Formula 
benzo heterocyclic derivative or its salt G, X, 
R<sup> 1 </sup>R7 1 5705705 1 7 1 6 

As for (717) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (705), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (718) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (705), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (719) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (705), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (720) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (705), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

[0099] 
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(721)G. X. R\ R 3 RlS R I* fjIB(705)(DSBiC 

BC-efcy, R 2 tfffi«7jua*i'*;u5t*-;u» 

«»ft«7^a*$/»"efcS1WE-»SC(l)-C 



(722)G.X.R l > R 3 &t/ R I* miE(705)tf>^(C 

*s/»-cfc*«riB-«a(i)-ca*3**L*'<>i/ 
^xpaRsraxi**©* 



(723)G. X. R'v R 3 &tf R l*fjfB(705)(DSSlC 
BC"C&y, R 2 ^*-(0)m-A-(CO)u-NR 6 R 7 (m. 
iu A.R 6 &tf R 7 ttftC-ttA(l)lCj3lf«C« 

kbCo )-efc4mE-«*(i)-ea^**i*'<> 
y^rP«R*{*xii-ta>* 



(724)G #S(R 2 )(R 3 )-X-£7fU X *<1M6££S 

u r 3 *<**B^xi**»»«l*ft«r;u* 

JUft^UR 1 *<«HH-«SC(l)lcfelt4S« 
icBlS-efty. R 2 A<S-NR 4 R 5 (R 4 ;&tf R 5 fi mlE 
-**(l)lcfel+*36«l=Hi:.)**UR *<v 

(i)-c*t)**L*^> % /^7 L paiR»{*xi±*a) 



(725)G.X,R 1 .R 3 &i; R ltHUlB(724)(DSg[C 

■e«fe**i4^>i/^paR»ftxi«©* 



(726)G, X. R\ R 3 Xtf R li«rE(724)<Dg*C 

BC-efcy, r 2 #*»*-e**ifflE-ttst(i)i» 
«fr*fcft*>v^pj»R#i*xr**a)tt 



(727)G, X, R 1 . R 3 3tt/ R fiflMa(724)(DS»l 

Bi:r*&y. r 2 tf*;u#*5/«»{B«7;u*ju 
pjtR«ttxi**a>a 



(728)G. X. R\ R 3 atf R (*ffi[E(724)(DS»(- 

BC-efcy. r 2 4<fi«7iua*2/*;u#-*« 
»iS!»7;u+;usr*fc*frE-»a(i)r*a^) 
ah**>y^paR«*xfM-a>* 
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As for (721) G, X, R<sup> K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (705), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (722) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (705), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (723) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (705), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which is a (O ) m-A- (CO ) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

(724) G basis (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X shows single bond , the R<sup>3</sup> shows 
hydrogen atom or hydroxy group substituted lower alkyl 
group , being same to definition R<sup>l</sup> 
inaforementioned General Formula (1), R<sup>2</sup> basis 
-NR<sup>4</sup>R<sup>5</sup> shows (As for 
R<sup>4</sup> and R<sup>5</sup> same to definition in 
theaforementioned General Formula (1). ), the benzo 
heterocyclic derivative or its salt which is displayed with 
aforementioned General Formula (1) where the R is 
cycloalkyl carbonyl group 

As for (725) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (724), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula ( 1 ) where 
R<sup>2</sup> is hydrogen atom 

As for (726) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (724), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (727) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (724), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (728) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (724), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 

n ^ ^/ . :„ i ii 1 i „..u„«.:+,.*. — i i. 
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R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (729) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (724), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (730) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (724), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

[0100] 

As for (731) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (724), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (732) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (724), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (733) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (724), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (734) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (724), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,as for benzo 
heterocyclic derivative or its salt (735) G, X, R<sup>l</sup> 
and R which are displayed with theaforementioned General 
Formula (1) which forms lower alkoxy carbonyl substitution 
lower alkylidene group beingsame to definition of 
aforementioned (724), R<sup>2</sup> and R<sup>3</sup> 
becoming simultaneous, benzo heterocyclic derivative or its 
salt which isdisplayed with aforementioned General Formula 
(1) which forms phenyl substitution lower alkylidene group 

As for (736) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (724), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

(737)G. X. R\ R 3 JUS R l*frIB(724)(DS*fC As for (737) G, X, R<sup>K/sup>, R<sup>3</sup> and R 



(729)G. X, R 1 , R 3 RlS R (±fjffi(724)(D^^lC 



(730) G. X. R l % R 3 itf R [ifJffi(724)<D£Sl:: 

ia-«a(i)-e*+?**i«'<>y^-TPJtRsi 

[0100] 

(731) G, X, R 1 fttf R l4«rE(724)©5£»CHi: 

•e*y. r 2 t r 3 tf-mzt&T**v&&i&m 

(732) G, X, R 1 RXf R (*fJlB(724)<7)SS(Cfs]C 
■Cifey, R 2 1 R 3 A«-»cftoT«*™*Ux 

>v^xP»K»ttxii*a>* 

(733) G, X, R 1 »tf R tt«rtE(724)0)36«lC|§|i: 

-efcy. r 2 t r 3 tf-mzt^ximrj^iris 

a(l)-e**5**i*'<> % /^xDB8R3|{*XI« 

(734) G, X, R 1 &Xf R (4«TE(724)<7)S«IZEIi: 
T*fcy. R 2 1 R 3 *<-»zfcoT«*7JUa*$/ 

»(*XI4-tO>tt(735)a X. R l &tf R f*fillB(7 

24)0 mmzf*\cv& i )sR 2 t r 3 tf-mztz-oT 



(736)G. X. R\ R 3 At; R 14 «rlB(724)0)£«l:: 

-**(i)-e*fe**L«'<>yA k xpaiBiift 
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HtWJ, r 2 A<S/7/g&fi»7;Mf;u*-e 
8HM*xi**-®tt 



(738)G. X. R 1 . R 3 Rlf R limit2(724)0S8lZ 
HfCfcy ♦ R 2 #TH7V r 'J;uSB&ffi&7;U* 

^TP«RilH*XI±-ta>tt 



(739)G. X. R\ R 3 R l*fIIS(724)(D^8lC 

»ft*7;i/*^»-c**iWE-*a(i)-e**> 



(740)G. X. R\ R 3 St; R (*tirl3(724)©j£»:: 

«m««7;U3**>*-C*««HB-»SC(l)1? 
afc&fc**>V^TP«!JK*<*Xtt*«>tt. 



[0101] 

(741)G, X, R 1 . R 3 Sl^ R liffIta(724)CDSSl~ 
fsJC-ffcy. R 2 A<*;U7t-C^rvSfigHgiiSRT;Ua 
+v*T-fc§fItB-flSS(l)1?at5$tl-5'<>7 



(742)G. X, R 1 . R 3 Sti: R lifJlH(724)0)S8l- 
raH"C*y. R 2 A<S-(0)m-A-(CO)u-NR 6 R 7 (nn 

u, a, r 6 si; r 7 i*ime-*iisc(i)i=fcit*je« 
icisc. )i?ft*i(FiB-tt*(i)-e*!b**i*'<> 



(743)G, X, R 1 , R 3 Alf R l**Jf3(533)(DSglC 
HIC-Cfcy, R 2 jWft*7VUa#->*-Cfc*1&E 

-*2C(i)i?a#5*4i*'<>'y^p«Bi3int 

Xl**0>i£ 



(744)G, X, R\ R 3 £.tf R l*frIB(533)0)SaiC 

Wfe*y, r 2 *<->7/g&i5«7>Mr;i/*-e 

fc3 ME-flS xC( 1 )T*S^)$tL§'<>y ^ p $ 
iS3M*XI±-?-(0i£ 



(745)G, X, R\ R 3 &.tf R l±fIIB(533)a>S SIC 
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being same to definition ofaforementioned (724), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (738) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (724), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (739) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (724), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (740) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (724), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

[0101] 

As for (741) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (724), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (742) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (724), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which is a (O ) m-A- (CO ) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

As for (743) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (533), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (744) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (533), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (745) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (533), benzo 
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'VfP«R3M*XI4*«>tt 



(746)G, X. R\ R 3 R 14 h5!S(533)<D£«K 
Ht-efcy , R 2 Wi7J^^^t+vSI 

«ni«7;u*;u*-c*4miB-*aa(i)T?*3b 

*ft**>V^xP»R#ttXf4*<Dtt 



(747)G. X, R 1 . R 3 &tf R l4flrfB(533)<7)E»C 
«««*7iUa*2/*-efc*1|IJE-«a(l)-C 

*fr**i**:/v^TP«R*<*xi*-ta>* 



(748) G.X.R\R 3 &tf R f4«TlB(533)0)g«(w 

i/S-efe*fiiH-tejC(i)T**^**i-SK>y/s 
xP«R»ttxi*-ta>tt 

(749) G, X, R\ R'Rlf R l4«HB(533)0>je»C 
HCTf*y % R 2 #S-(0)m-A-(CO)u-NR 6 R 7 (nu 

u> a. R 6 s.if r 7 ii«rE-»a(i)(cfei+-BS« 
^T-pa«#(*xi**a>* 



(750) G. X. R\ R 3 Xtf R (4fjIB(545)0)Se(C 

-HftSC(l)T?**3**i*^l/^-rP»R3IH» 
XI4-tO)t£o 

[0102] 

(751) G. X. R\ R 3 RXf R I4«HE(545)(D"S«|C 

*4ffiia— «a(i)T?a*5**i4^> % y^-rPii 

RaI<*XI4*-CD£ 

(752) G. X, R\ R 3 &tf R l4fltlIB(545)<7)S«IC 

Bt-efcy. r 2 ^h^yy^MimaiST^ 

;u*"(?&*lKrE-ttSC(i)T?a*3*ti*^>!/ 
^xP»R»f*Xfi*©* 



(753)G. X, R\ R 3 Stf R (4lufB(545)0^8lC 



heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (746) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (533), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (747) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (533), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (748) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (533), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substitution lower alkoxy group 

As for (749) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (533), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which is a (O ) m-A- (CO ) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

As for (750) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (545), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

[0102] 

As for (751) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (545), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (752) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (545), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (753) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (545), benzo 
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(754)G. X, R\ R 3 Ai; R ttffirE(545)<7)g «IZ 
««fi«7;Ua*S/a-efc41WE-«SC(l)-C 



(755) G. X. R 1 „ R 3 JSilS R l4mT 8B(545) <7>SSl C 

T-p«R3H*xi**fl>* 

(756) G. X. R 1 . R 3 itf R I4MB(545)<DSSIC 
HCefcy. R 2 ^*-(0)m-A-(CO)u-NR 6 R 7 (m. 
u. A. R 6 ai; R 7 (ifjfB-fi65C(l)(Cfclt§^S 

i^to )-eft«Htria-»it(i)"e*t?**t4'<> 
v^xP«R»{*xi4*a>* 



(757) G. X. R\ R 3 at* R l*ii5IE(557)<D£aiC 

-«*(i)Tf«fc*ti*^> % /^-TnaiMm: 

(758) G. X. R\ R 3 at* R l*!tJlE(557)<Z)g8IZ 
fc*«E-)tta(l)-eS*3aF*L*K> % /-NxPBI 

(759) G. X. R\ R 3 at* R I* HUlB(557)<7)^^fC 



(760)G. X. R 1 . R 3 at* R l*flfH(557)(DSgfC 

si(S»T;i/+;i/»r*fcSBiria-fl9:a;(i)r*«^ 



[0103] 

(761)G. X. R 1 . R 3 at* R l*mjfS(557)(DSafC 

BCT-fcy.R 2 A<ffi»7^n*vrt;U7tC-;u« 



heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (754) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (545), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (755) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (545), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substitution lower alkoxy group 

As for (756) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (545), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which is a (O ) m-A- (CO ) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

As for (757) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (557), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (758) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (557), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (759) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (557), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (760) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (557), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

[0103] 

As for (761) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (557), benzo 
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«ftffi«7^3*S/»-efc*imiB-«sC(i)-e 



(762) G. X. R l % R 3 &tf R f*fltJfB(557)0)£ SIC 

(763) G. X. R l , R 3 &i; R [iffiIE(557)0)5£«[;: 
I^ICrfey, R 2 *<a-(0)m-A-(CO)u-NR 6 R 7 (m, 
u. A, R 6 &XS R 7 (ifrfH-«je(l)IZfclt>5^g 



(764) 0. X. R\ R 3 &tf R l*i!tjfB(569)<7)£8l:: 

(765) G. X. R\ R 3 RlS R ftMB(569)CDS«(C 

(766) G„ X, R 1 , R 3 JSlXS R f±flt3(569)CD^SfC 



(767)G. X, R\ R 3 SI/ R \tmti(569)<D^m\Z 



(768)G, X, R l , R 3 &tf R f*ftufB(569)0)£glC 

[*)i:T*fcy,R 2 a^$7;lo*v*;u^-ju* 



(769)G. X. R\ R 3 RXf R \t MIB(569)(DSS[C 
^CT'&y. R 2 M^t^vlMST^^ 



heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (762) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (557), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substitution lower alkoxy group 

As for (763) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (557), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which isa(0)m-A- (CO) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

As for (764) G, X, R<sup> K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (569), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (765) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (569), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (766) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (569), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (767) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (569), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (768) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (569), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (769) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (569), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
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(770)G.X. rKr* Rlf R \tmtZ(569)(Dfcmz 
mtVtWs R 2 #S-(0)m-A-(CO)u-NR 6 R 7 (nw 



[0104] 

(771)G. X. R 1 . R 3 &Zf R l*Bf|fS(581)(7)SgfC 



(772)G. X, R\ R 3 St/ R I* mrlB(581)(7)^g[C 



(773)G, X. R\ R 3 atf R limlfB(58 \)<D%m\Z 



(774)G. X. R 1 . R 3 at/ R liiftf5(581)<Z)SSIC 



(775)G. X. R\ R 3 at/ R It HiIfB(581)(DSglC 
Sfr£ft£*>V^PiIli»#:*l**<7)iI 



(776)G. X. R\ R 3 St/ R l*fufE(5 8 1)0)^^1^ 



(777)G. X. R\ R 3 St/ R (*MI2(581)<7)^glC 
(^LSTrfeU. R 2 a<S-(0)m-A-(CO)u-NR 6 R 7 (nu 

u. a. R 6 at/ r 7 \mm-m^(\)\zts[-t^m 



R<sup>2</sup> is carboxy substitution lower alkoxy group 

As for (770) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (569), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt . which is displayedwith aforementioned General Formula 
(1) which isa(0)m-A- (CO) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

[0104] 

As for (771) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (581), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (772) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (581), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (773) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (581), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (774) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (581), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (775) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (581), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (776) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (581), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substitution lower alkoxy group 

As for (777) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (581), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which isa(0)m-A- (CO) 

xm^ ^c^i -^n^ ^n^i ^ / a „ c a 
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(778) G. X, R\ R 3 at/ R I* HfiiB(593)0)SWc 
-«SC(l)-eat>**i*^>!/^xP»BIIM* 

Xl**0>£ 

(779) G> X, R 1 . R 3 at* R l4WIH(593)(DS«lw 

ft*mE-»3i(i)-eat?**i*'<>!/^-TPa[ 

(780) G. X. R\ R 3 St/ R l±fJlH(593)(7)S*l^ 
m CVfo y > R 2 A<t" WJ JUMJMM17JU* 

ju»-e**«HB-**(i)-c«toaF*t*^>!/ 

^fP«8S#ttXI«-<Dtt 0 



[0105] 

(781)G, X. R 1 . R 3 fttf R l*iJiJfB(593)0)£g|Z 

nm-efcy.R 2 3&<<s«7^*y^ju^-*S/*« 



(782)G. X. R l . R 3 at/ R li|tjfE(593)CDgglC 

«*ftfc7no*5/»t?*ftttB-»3*(i)'e 
Sfr**i**:>v^xP«R»(*xii*a>tt 



(783) G,X. R\R 3 at/ R liHUtE(593)0)SSIC 
BIC-efty • R 2 3S«*iUaH**>«il««7JU=l* 

(784) G, X. R\ R 3 »tf R liHiIfa(593)<D£8lC 
Ht"Cfty* R 2 #S-(0)m-A-(CO)u-NR 6 R 7 (m, 

u. a. r 6 at/ r 7 iifHB-»a(i)rcteit*3e« 
)-efc*miE-»a:(i)t?at)**L*'<> 
^xP»R#ftxiif-a>* 



(785)G. X. R\ R 3 at; R liMB(605)<D£6l:: 

nc-efcy.R 2 4<«*7;u3+S/*t?&*«riE 

-«SC(l)-C*fe**i*'<>!/^ J fP«R*(*: 



u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

As for (778) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (593), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (779) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (593), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (780) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (593), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

[0105] 

As for (781) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (593), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (782) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (593), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (783) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (593), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substitution lower alkoxy group 

As for (784) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (593), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which isa(0)m-A- (CO) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

As for (785) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (605), benzo 
heterocyclic derivative or its salt which is displayed with 
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(786) G, X, R\ Rijgilf R lifjK(605)(DS8IC 

(787) G. X. R\ R 3 &tf R I* HUia(605)CD^glC 

f^c-efcy. r 2 m^/^ji&mmmyj^ 



(788)G. X. R 1 . R 3 Stf R (*HtjlB(605)OSgfC 



(789)G. X. R\ R 3 Alt R (41trE(605)(Og«lC 

mc-efcy. r 2 3W««t;u3*S/*ju*^ju» 
■sns»7;u3*i/*-efc*we-»a(i)T» 



(790) G, X, R 1 . R 3 &tf R (*H5IB(605)(DSglC 

nt-cay. r 2 ^*^*->«««*r^3* 
5/»T?fes«HB-tta(i)-e«t>4*t*K>^ 

[0106] 

(791) G. X. R 1 . R 3 &lX R l±HtllB(605)<DSg(C 
Ht"e*y. R 2 *<*-(0)m-A-(CO)u-NR 6 R 7 (m. 
u. A..R 6 &tf R 7 ttHtlIfi-fl6^(l)[CfcltSSa 

i-rai:. )-cfc*«nE-«*(i)-e*t>*tt*^> 



(792) G, X. R 1 . R 3 &tf R 1*8913(6 17)(DSS(C 
-fiSjC(l)T*a*p*n^>^xP«S»ft 

(793) G. X. R 1 . R 3 &tf R (ifjfB(617)<DS*IC 

Ht-efcy, r 2 A<S/7/«*«*7Ju*;i,*-e 



theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (786) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (605), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (787) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (605), benzo • 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (788) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (605), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (789) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (605), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (790) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (605), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substitution lower alkoxy group 

[0106] 

As for (791) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (605), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which is a (O ) m-A- (CO ) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

As for (792) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (617), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (793) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (617), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 

n ^ ->^/ ^ ;„ „ «.♦.;*,»«.„ a 1 ll„ .1 
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(794)G. X, R\ R 3 atf R liffilB(617)0)S*lC 

;u*-efc*WHB-ttSC(i)-es^**i*^>i/ 



(795)G, X, R\ R 3 atf R l4BfTE(617)a)S«IC 
*ft**>V^P«RilM*XI**<DtS 



(796)G. X. R\ R 3 atf R f±MfH(617)CDS*!C 
*fr*ft«*W^P»R*{*Xli*0tt 



(797) G, X. R\ R 3 ai/ R f*MlS(617)(7)S«[C 
■ C-Cfcy. R 2 *«*^**2/«*««7JU=i* 

i/*-eft*«rE-«3*(i)-e**3**L*^>!/^ 

(798) g. x. rK r 3 at; r it mu(6\i)<D%m\z 

mtVihV.R 2 *><a-(0)m-A-(CO)uNR 6 R 7 (nu 

u. a. r 6 atf r 7 tt«ria-«a(i)ictei+*3e« 
y^p»R»ttxii*a>* 



(799)G^S(R 2 )(R 3 )-X-^^L,X7b<S=CH-^^ 

U R 3 xii*tt*«««*T;u* 

;us£^ur 1 A<Mis-fiftje(i)icfcit^,^« 
jcBC-e*y, R 2 -*<a-NR 4 R 5 (R 4 aiK r 5 little 
-«a(i)icteit*e«i=ni:.)t*UR *<t° 

-;u*atfeui?;u»ft*»«fcyatf*ifc»t 
E-«a(i)"ca*3**i*'<>7^'rpasR» 

<*XI**<DJ£ 



(800)G. X. R\ R 3 at* R f*HiIIB(799)(D^SfC 

HlST?*y, R 2 *<;KmJS^fc^fjfB-^jC(l) 
-C«t>**t*^>7^xPaR3H*Xf**<D 



R<sup>2</sup> is cyano substituted lower alkyl group 

As for (794) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (617), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (795) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (617), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (796) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (617), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (797) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (617), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substitution lower alkoxy group 

As for (798) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (617), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(l)whichisa(0)m-A- (CO) 

uNR<sup>6</sup>R<sup>7</sup> (As for m, u, A, , 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

(799) G basis (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X shows basis =CH-,R<sup>3</sup> shows hydrogen 
atom or hydroxy group substituted lower alkyl group , being 
same to definition R<sup>l</sup> in aforementioned General 
Formula (1), R<sup>2</sup> basis 
-NR<sup>4</sup>R<sup>5</sup> (As for R<sup>4</sup> 
and R<sup>5</sup> same to definition in theaforementioned 
General Formula (1). ) showing, R with respect to pyridyl ring 
as substituent on phenyl ring thegroup which becomes phenyl 
group and pyridyl group which have times whenit possesses 
lower alkyl group as substituent benzo heterocyclic derivative 
or its salt which is displayed withaforementioned General 
Formula (1) which is a pyridine carbonyl group which has 
times whenit possesses group which is chosen 

As for (800) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (799), benzo 
heterocyclic derivative or its salt . which is displayed with 
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[0107] 

(801)G, X, R\ R 3 atf R f*fjIB(799)0^«IZ 



(802) G. X. R\ R 3 atf R It HUfS(799)C7)SS(C 

Hfefcy, R 2 *<*ju#*5/«ift(s«7;u*;u 
»-efe-BWia-«*(i)-e**3*ti*'<>!/'vx 
paRa{*xf±*a« 

(803) G. X. R 1 . R 3 RlS R fifjIB(799)<7)SS(C 

ncWA r 2 tf«»7;ua*5/*;u#-^« 
*fc«*>y^pra*ttxii-t<&* 



(804)G. X. R\ R 3 fttf R I* lftlH(799)(D£g(:: 

mc-efcy, r 2 *<«»*£LT{SiiS7;u*/u« 

**+ftC£0)fc475/«BME«7^*/-OU 



(805) G, X. R\ R 3 atf R I*flrt2(799)0)£ SIC 

mcvtWs r 2 aM£»7ju*/-< ;u*r*fc*Bft 

IB-«*(l)t?a*3**i4'<>l/'v-TPBIR3l 

(806) G. X. R" St/ R l4«HB(799)flO««lC|Bi: 
rfcy. R 2 <t R 3 A<-»fC*oT**V*£»di 

^4mE--«a(i)-c*^*tL*'<>!/^7 L pa 

R*{*XI**0>tt 

(807) G. X. R 1 St/ R limTlH(799)(D^ailCEIi: 

r*fcy. r 2 t r 3 A<»»ic^oT(ft«7^+y^ 

> % /^xPBSR#»Xtt*a>S 

(808) G. X. R 1 atf R (*BiJIH(799)<7)S8lC|^i: 
"Cfcy % R 2 <k R 3 W-mz#<DXlt»7)te* 9 s 

xC(l)-C«*5*n«)^>y^PSR3H*X(i-t 



theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

[0107] 

As for (801) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (799), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (802) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (799), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (803) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (799), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (804) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (799), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (805) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (799), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (806) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (799), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (807) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (799), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (808) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (799), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
Genera] Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 
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(809)G. X> R 1 RlS R l*1fif&(799)<J)femzmC 
•Cfcy , R 2 1 R 3 aW-ftKft-3T«tH7;ua*S/ 

H«rE-j!ftsc(i)T?a^**LS^>y^f : paR 

©ftX[*^(D^(810)G. X, R l at; R l*BUffi(7 

99)<D^sicf5ii:-efey.R 2 <!:R 3 ^-^fc^r 



[0108] 

(81 1)G^<S(R 2 )(R 3 >X^^L, X*<S=CH-^^ 
U R 3 4<**JB^-* *U R l ^WlS-«*(l)lc 

eit*3e«icni:-e*y , r 2 *<s-nr 4 r 5 (r 4 a 
i; r 5 i4«ria-«a(i)i=fcit*36«fcHi: 0 )* 

SU R JWWBCfc 5]T^^*t€>S(R 9 p l± 
ffJfB~fiSjt(l)lcfclt^^Sl^|B]i: o R 8 (i** 

is^s-To )T?fc*iwiH-tta(i)T?*t>**t 
**>v^p»Ri(M*xii*a>tt 



(812)G, X, R\ R 3 &U R I4MB(811)<D£8I:: 

rftb*h«*>v^TP«R*ttxii*o>* 



(813)G, X, R\ R 3 XI/ R I4«TIB(81 

R 2 A<*»Sr*4llirlB-tta(l)* 
**)**i4'<>!/^xP»R3H*XI4-ta)* 



(814) G, X. R\ R 3 »tf R l4fTlE(811)©S«lC 

Hi:-e*y. r 2 ^;^^vim£i7^+;i, 

PilRa{*Xli*a>tt 

(815) G, X, R 1 . R 3 at/ R (4MB(811)0^8IC 

**i*-0 % /^naiR#tt:x(*-ta>tt 



(816)G, X, R\ R 3 &tf R l4ffifB(81 1)0^81- 
iHlCTrfcy. R 2 A<«**i:LTffil&7JU*;u* 

^>*-cft**HH-tta(i)-e«t?**t*'<> 



As for (809) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (799), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,as for benzo 
heterocyclic derivative or its salt (810) G, X, R<sup>l</sup> 
and R which are displayed with theaforementioned General 
Formula (1) which forms lower alkoxy carbonyl substitution 
lower alkylidene group beingsame to definition of 
aforementioned (799), R<sup>2</sup> and R<sup>3</sup> 
becoming simultaneous, benzo heterocyclic derivative or its 
salt . which isdisplayed with aforementioned General Formula 
(1) which forms phenyl substitution lower alkylidene group 

[0108] 

(81 1) G basis (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X shows basis -CH-,R<sup>3</sup> shows hydrogen 
atom , being same to definition R<sup>l</sup> in 
aforementioned General Formula (1), R<sup>2</sup> basis 
-NR<sup>4</sup>R<sup>5</sup> shows (As for 
R<sup>4</sup> and R<sup>5</sup> same to definition in 
theaforementioned General Formula (1). ),benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) which isa group (As for R<sup>9</sup> 
and p same to definition in theaforementioned General 
Formula (1). R<sup>8</sup> shows hydrogen atom . ) where 
R is shown with aforementioned (Chemical Formula 5 ) 

As for (812) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (811), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (I) where 
R<sup>2</sup> is hydrogen atom 

As for (813) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (811), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (814) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (811), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (815) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (811), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (816) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (811), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
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(817)G, X. R 1 . R 3 S.U R l±|ff8E(81 l)0>£glz 



(818)G, X, R 1 &l/ R l*flJfB(81 \)<D%miZ®C 
•Cifey, R 2 £ R 3 3i«-|(H=3jfoT**V**»* 
^5MB-»a(i)r«:b£*i&'*:x/'^fnBS 



(819)G. X, R* Xt/R l*fIIE(81 l)0)S«lC^i: 
Tf*y. R 2 k R 3 tf-fglCfcoTtelg^U+yx 



(820)G, X, R 1 mS R l*MIH(81 \)(D^.m^C 
WJ. R 2 £ R 3 A<-$tir^oT<6!»7;ua+*> 
SS4««7';u4ry-7 i >**^«-rsfrE-« 

sc(i)T?at)**i*'<>^ j fpai«#tt:xii* 



[0109] 

(821)G, X, R 1 MS R l±f!fB(81 

-e&y, r 2 t r 3 A<-m~Ur>xi&mT)^^r'> 



(822>G, x, r' msK\tmum\)<jy&m\zmc 

■Cfcy, R 2 £ R 3 tf-ftlCfcoT^x-JUlSMS 

«7Ju*'j7 f >*t»jaf*l(rE-*3t(i)-e 



(823)G A<S(R 2 )(R 3 )-X-$ ^L. X #a=CH-£ S 

u r 1 A<Htria-fl5ie(i)icfci+^s6ici^cT*fc 

y, R 2 A<«-NR 4 R 5 (R 4 &tf R 5 l*HE-*SC(l) 
l=*(t*S«=Hi:. )£*U R 3 X 

icfcit^^aiciHiCo R 8 tt««7^*;i»*** 

)-efc*wc-»*(i)-c*if?**i4'<>y^ 



1997-8-26 

(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (817) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (811), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (818) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (811), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (819) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (811), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (820) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (811), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt . which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

[0109] 

As for (821) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (811), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy carbonyl 
substitution lower alkylidene group 

As for (822) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (811), R<sup>2</sup> and 
.R<sup>3£/sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms phenyl substitution lower 
alkylidene group 

(823) G basis (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X shows basis =CH-,being same to definition 
R<sup>l</sup> in aforementioned General Formula (1), 
R<sup>2</sup> basis -NR<sup>4</sup>R<sup>5</sup> 
shows (As for R<sup>4</sup> and R<sup>5</sup> same to 
definition in theaforementioned General Formula (1). ), 
R<sup>3</sup> shows hydrogen atom or hydroxy group 
substituted lower alkyl group ,benzo heterocyclic derivative 
or its salt which is displayed with aforementioned General 
Formula (1) which isa group (As for R<sup>9</sup> and p 
same to definition in theaforementioned General Formula (1). 
R<sup>8</sup> shows lower alkyl group . ) where R is 
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(824)G, X, R\ R 3 RlS R I^HiJlB(823)(DSS{C 



(825)G. X, R\ R 3 &XS R (±m!fS(823)(DS*lC 

His-cfcy s r 2 y*»*-e*4ifrE-«a(i)-c 



(826) G. X. R\ R 3 Xtf R f*HiIIB(823)(7)SS(^ 

patlgattxr***)* 

(827) G. X. R\ R 3 Rlfi R li«[tE(823)<D£W:: 

■c-efcy. r 2 4<««7;ua*$/*;u*-;u« 



(828)G, X, R\ R 3 &tf R (iMIB(823)<7)S8lC 

**5/*-c&«TOE-*a(i)'e«t3**i*'<> 



(829) G, X. R 1 s R 3 X.t£ R l±flfB(823)0S«fC 

scefcy, r 2 ^«»7;u*^^;u*T?fc*«ir 
iB-*a(i)T?«t)**i«'<>y^ j fpa«» 

(830) G, X. R 1 Xtf R li«rl3(823)©36«ICHi: 

■e*y, r 2 fc r 3 4<-$|[c^mvie^ 

[0110] 

(831) G, X. R 1 fttf R liflnG(823)<D£KlCHi; 
-e*y, R 2 4: R 3 tf-ltlcftoTftlftTJU+'J-r 

(832) G. X. R 1 Rlf R ttffl[E(823)(DSftlC[§|i: 
■ff*y, R 2 R 3 tf-||lzft-3T«*7JUa*$/ 



shown with aforementioned (Chemical Formula 5 ) 

As for (824) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (823), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (825) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (823), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula ( 1 ) where 
R<sup>2</sup> is hydroxy group 

As for (826) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (823), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (827) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (823), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (828) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (823), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (829) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (823), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (830) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (823), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt . which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

[0110] 

As for (831) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (823), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (832) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (823), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
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(833)G. X. R 1 S.t/R lifIfS(823)(DSSI-|Hli: 
■efcy . R 2 1 R 3 A<-^lc^oTlg$RT^a^v 

firtB-^(i)^*fr£fts*>^fpJSR 

*ttXI**-tf>£(834)G, X, R 1 SI/ R l*iiiJtE(8 
23)«SSlcPi:T-fey> R 2 i: R 3 A*— $t (C&-o"C 

E-tta(i)T»*ib**i*'<>*y'VTPaR» 



(835)G *<S(R 2 )(R 3 )-X-£;j*U X *<S=CH-£ * 
U R 3 tf**H*-X(**a*«SMS*7;HF- 

;us£*u r 1 *<H«iH-iift^(i)icfcits^a 
icRis-e&y, r 2 a<*-nr 4 r 5 (r 4 si; R 5 i*fijtB 
-ft*(i)i=feit*jg«i=ni:.)*3SL.R 3b<mr 

IBC-fb 5jT-^£*l3*(R 9 ;&tf p ttlltME-ttst 
(l)l=J3lt*JE«l=rat. R 8 l*7KKS£j*f o ) 
T-fc-Sl§iIfE-fia5*(l)T*«:b£;K&K>v^P 
HR»i*Xli*<D£ 



(836)G, X. R\ R 3 &tf R l*MlB(835)(D^glC 

nc-cfcy. R 2 A«7Km^^-e&^fifB-)iSjC(i) 
*a*>*ft**>v^psiR#*xf«-«>* 



(837)G. X. R\ R 3 SI/ R lifIfB(835)OS8l- 
I^ICTfcy. R 2 A<7KK*T'fci)miiH-fiSiC(l)r* 

«*?$;h.S'<>v^ : fp«R#ttxii*<D& 



(838)G. X. R 1 . R 3 S.XS R I* H«lSB(835)0)^aiC 
PBSR#<*XI**©i£ 



(839)G. X. R 1 , R 3 fi.i; R lifIlE(835)(DSaiC 
I^CTfey, R 2 A<(£I»7>IU3*V*^7 4 ?-;US 

**i*'<>7^T-PaiRaK*:XI*-t©tt 



(840)G, X, R\ R 3 &t; R l*Wia(835)COSRlC 
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derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (833) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (823), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,as for benzo 
heterocyclic derivative or its salt (834) G, X, R<sup>l</sup> 
and R which are displayed with theaforementioned General 
Formula (1) which forms lower alkoxy carbonyl substitution 
lower alkylidene group beingsame to definition of 
aforementioned (823), R<sup>2</sup> and R<sup>3</sup> 
becoming simultaneous, benzo heterocyclic derivative or its 
salt which isdisplayed with aforementioned General Formula 
(1) which forms phenyl substitution lower alkylidene group 

(835) G basis (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X shows basis =CH-,R<sup>3</sup> shows hydrogen 
atom or hydroxy group substituted lower alkyl group , being 
same to definition R<sup>l</sup> in aforementioned General 
Formula (1), R<sup>2</sup> basis 
-NR<sup>4</sup>R<sup>5</sup> shows (As for 
R<sup>4</sup> and R<sup>5</sup> same to definition in 
theaforementioned General Formula (1). ),benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) which isa group (As for R<sup>9</sup> 
and p same to definition in theaforementioned General 
Formula (1). R<sup>8</sup> shows hydroxy group . ) where 
R is shown with aforementioned (Chemical Formula 5 ) 

As for (836) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (835), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (837) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (835), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (838) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (835), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (839) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (835), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (840) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
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***>*-5**llMB-ft*(l)-C«*5**l*'<> 



[0111] 

(841)G, X. R 1 , R 3 Xtf R liMIB(835)<73^SI- 

E-«a(i)-ea*>s*i*^>*y^-TPJi«* 



(842)G, X. R 1 Si; R l4fH2(835)©j£»cmi: 
T?*U . R 2 <t R 3 **-»=fto-Cf*V»*»J« 



(843)G, X, R 1 £tf R lif)E(835)<DS«l;|5]i: 
Tf*U, R 2 1 R 3 A«-ltlCJt):o-C««k7^'jT 
ittE-ftaore**)**!.** 



(844)G, X. R 1 R l4f!E(835)CDSSIC|5li: 

■e*y, r 2 t r 3 *<-«ic^rffi«7;u=i^> 
■»««7;u*Ux>»*»rtf 4«rE-« 
jC(i)T'«t3$^'<>v f ^7 L paiian*xi4-?- 

(D%5> 



(845)G, X, R 1 SI/ R l4flE(835)©^glC|5]i: 
T?*y. R 2 <t R 3 At-Hl=<f3Tffiil7^34pS/ 
*^/K-;USgHfi»7^*y j r>«4JBJig-r-6 

mE-«*(i)-e*^*n«'<> , /^TPaR 

£i*XI4-£0)£(846)G. X, R 1 Jit; R I4#JE(8 

35)«>s«i=rai:-c*y . r 2 t r 3 *<-*t icfc^r 

E-*SC(i)-C«t3**i*'<>l/^xaaiRJf 
f*XI4-£<Dl£ 



(847)G A<»(R 2 )(R 3 )-X-£;SU Xrt<*=CH-£;S 
U R' *mWB-*a(l)lcfcl+4S«l=Hi:T?fc 
y, R 2 *><*-NR 4 R 5 (R 4 Jktf R 5 tt«nE-*SC(l) 

i4*K»««««7;u4r;u»**L» R jWWE 
C-fb 5]-C^$H^S(R 9 Si; p I41MB-*«(1) 

i=ftit*£Kcmi:. r 8 i4-hPS£*-f „ ye 

fci>BuE-Jl&^(l)T*S:b$;h5'<>V r 'v5 L PS 
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being same to definition ofaforementioned (835), 
R<sup>2</sup> benzo heterocyclic derivative or its salt . 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

[0111] 

As for (841) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (835), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (842) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (835), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (843) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (835), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (844) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (835), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (845) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (835), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,as for benzo 
heterocyclic derivative or its salt (846) G, X, R<sup>K/sup> 
and R which are displayed with theaforementioned General 
Formula (1) which forms lower alkoxy carbonyl substitution 
lower alkylidene group beingsame to definition of 
aforementioned (835), R<sup>2</sup> and R<sup>3</sup> 
becoming simultaneous, benzo heterocyclic derivative or its 
salt which isdisplayed with aforementioned General Formula 
(1) which forms phenyl substitution lower alkylidene group 

(847) G basis (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X shows basis =CH-,being same to definition 
R<sup>K/sup> in aforementioned General Formula (1), 
R<sup>2</sup> basis -MR<sup>4</sup>R<sup>5</sup> 
shows (As for R<sup>4</sup> and R<sup>5</sup> same to 
definition in theaforementioned General Formula (1). ), 
R<sup>3</sup> shows hydrogen atom or hydroxy group 
substituted lower alkyl group ,benzo heterocyclic derivative 
or its salt which is displayed with aforementioned General 
Formula (1) which isa group (As for R<sup>9</sup> and p 
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(848)G. X. R 1 . R 3 JSLlf R (±mjfB(847)(7)^e(C 



(849)G. X, R\ R 3 Alf R lifjfE(847)(DSSlC 



(850)G, X, R 1 . R 3 Si; R f* fj 15(847) 

f^r-fcy. r 2 t^j^^mmmy)^^ 



[0112] 

(851)G, X, R 1 . R 3 &tf R fiH5IB(847)C7)^SlC 



(852)G, X, R\ RiRZf R f±fj|H(847)C7)^giC 

**s/«-e*4iiinB-«a(i)^**3**L*^> 



(853) G. X, R 1 . R 3 &tf R ttH&IE(847)0)S»:: 

E-«a(i)T?*t5jfii*^;/\fp«R* 

(854) G. X. R 1 ft!/ R (*BtFl2(847)a)gSSIC^i: 
-Cfcy, R 2 1 R 3 tf-»la&:oT**7**»jjt 

(855) G, X, R 1 &IS R fifrlB(847)(DS«[CHi: 
-Cfcy > R 2 1 R 3 ^-fSlcftoTiKaiT^+U-r 

>v^pjfK»ftxii*a>* 



same to definition in theaforementioned General Formula (1). 
R<sup>8</sup> shows nitro group . ) where R is shown with 
aforementioned (Chemical Formula 5 ) 

As for (848) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (847), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (849) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (847), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (850) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (847), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

[0112] 

As for (851) G, X, R<sup> K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (847), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (852) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (847), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (853) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (847), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (854) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (847), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (855) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (847), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 
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(856)G, X. R 1 Rtf R l*fItH(847)roS*lCflC 
T'fey, R 2 i: R 3 *<-$tlr^oT<Sil»7;U3+-> 

^(l)T-«;b£*l3^>V*^Pir^iS<*Xli* 



(857)G. X. R 1 Rtf R liffII5(847)(D^«IC|5]i: 
■Cfey, R 2 «t R 3 tf-ffiztj:vXim7)^*i' 

^ftxi*-?-ro^(858)G, x, r' at; r i* HfrtB(8 
47)<DSSici5ii:r-&y, R 2 t r 3 A<-$tioSor 



(859)G A<ft(R 2 )(R 3 )-X-£ S*U X A*fi=CH-£ 

ur 3 tf7kmM=F3.\t7m&s.mm7)\s* 
;i>«£*ur' A<uiia-te5i:(i)icteit«,ss 

IClHlC-e&y. R 2 A<S-NR 4 R 5 (R 4 &tf R 5 l*fjf3 

-flSie(i)izfci+^S8i~i^i:o)^UR *<fitr 
taut 5]-c*$^-5*(R 9 ai; p limna-teiC 
(lXcfcit-sssicisii:,, r 8 ii/\py»i^^ 

to )■efe€.fJIB-IS^C(l)•^?^t>$^^'S / <•> , /'^ 



(860)G, X. R\ R 3 &tf R l*B5aS(859)CDS8lC 
T-Sfr^-S^/^PJIIftgttXIi^CD 



[0113] 

(861)G, X, R 1 , R 3 &tf R l*H5fB(859)<DS8l- 

mentis r 2 A<7k^aT'fc^Btiis-iSjC(i)r* 



(862)G, X, R\ R 3 &t; R liHUlE(859)tf>£glC 

ST'S)-5>H!lIB-)laxC(l)T-«^^H-5'<>V r ^7 L 
P«^H*XI**CDi£ 



(863)G. X, R\ R 3 R li fII2(859)CDSai^ 
fei£*S7^+;uST'fei>MfH-ftft^(l)T'«t3 



1997-8-26 

As for (856) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (847), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (857) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (847), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,as for benzo 
heterocyclic derivative or its salt (858) G, X, R<sup>l</sup> 
and R which are displayed with theaforementioned General 
Formula (1) which forms lower alkoxy carbonyl substitution 
lower alkylidene group beingsame to definition of 
aforementioned (847), R<sup>2</sup> and R<sup>3</sup> 
becoming simultaneous, benzo heterocyclic derivative or its 
salt which isdisplayed with aforementioned General Formula 
(1) which forms phenyl substitution lower alkylidene group 

(859) G basis (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X shows basis =CH-,R<sup>3</sup> shows hydrogen 
atom or hydroxy group substituted lower alkyl group , being 
same to definition R<sup>l</sup> in aforementioned General 
Formula (1), R<sup>2</sup> basis 
-NR<sup>4</sup>R<sup>5</sup> shows (As for 
R<sup>4</sup> and R<sup>5</sup> same to definition in 
theaforementioned General Formula (1). ),benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) which isa group (As for R<sup>9</sup> 
and p same to definition in theaforementioned General 
Formula (1). R<sup>8</sup> shows halogen atom . ) where R 
is shown with aforementioned (Chemical Formula 5 ) 

As for (860) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (859), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

[0113] 

As for (861) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (859), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (862) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (859), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (863) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (859), benzo 
heterocyclic derivative or its salt which is displayed with 
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£>K3*>V^xQBt^3?(*:*li*-<7)i& 



(864)G, X, R\ R 3 &tf R lifIfH(859)CDSSlr 

mew), r 2 tm^&tLxi&mTj^^A 

**$/*T***lMB-tt3t(l)ra;b**l4'<> 
^xPlSS§aM*Xli*0>tt 



(865)G, X. R\ R 3 SI/ R l*fIIS(859)(Dg8IC 

iB-»a(i)-c**3**i4'<>7'v-7 L paR» 



(866)G. X, R 1 &tf R li BlllB(859)(DSglC|^i: 

T'fcy, R 2 i: R 3 36<-iti=*-3r^-*v»*»ja 
R3H*xtt*©tt 



(867)G, X, R' R l*HUtE(859)(7)^Slr|5li: 
-C&y, R 2 i R 3 tf-*::fcoTffi«7;U4r , jT 



(868)G» X. R 1 fttf R l*fljffi(859)0>£ «lcnC 
•CfciJ, R 2 4: R 3 #-»=&oT««7;ia**> 



(869)G, X. R' St/ R liB5IH(859)(/)^SlC|^i: 
T?&y, R 2 1 R 3 A<-^lc^oT«IR7^a+v 

#{*Xli-€-0)£(87O)G, X. R 1 at/ R l*fIIH(8 

59)ros«iziii:T*fey, r 2 £r 3 ^-nicttor 

lE-«a(t)T?*ib**l$'<:/*/'VrP«R* 



[0114] 

(871)G A<S(R 2 )(R 3 )-X-£;SU X #«=CH-£tf 
U R 3 A«**H^ Xtt*»»«»ffi«7;u* 
;U«$*UR' 4<1WE-*!W(l)l=felt**« 
ICHCrfcy. R 2 A<*-NR 4 R 5 (R 4 St; R'liMfE 
-«SC(l)l=feW-*£«=l^i:o)S*L.R A<M 

ctfc 5]T-*^^s*(R 9 ai; p i*«nB-«a 
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theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (864) G, X } R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (859), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (865) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (859), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (866) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (859), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (867) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (859), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (868) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (859), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (869) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (859), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,as for benzo 
heterocyclic derivative or its salt (870) G, X, R<sup>l</sup> 
and R which are displayed with theaforementioned General 
Formula (1) which forms lower alkoxy carbonyl substitution 
lower alkylidene group beingsame to definition of 
aforementioned (859), R<sup>2</sup> and R<sup>3</sup> 
becoming simultaneous, benzo heterocyclic derivative or its 
salt . which isdisplayed with aforementioned General Formula 
(1) which forms phenyl substitution lower alkylidene group 

[0114] 

(871) G basis (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X shows basis =CH-,R<sup>3</sup> shows hydrogen 
atom or hydroxy group substituted lower alkyl group , being 
same to definition R<sup>l</sup> in aforementioned General 
Formula (1), R<sup>2</sup> basis 
-NR<sup>4</sup>R<sup>5</sup> shows (As for 
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(872)G. X. R 1 % R 3 &XSR f±B5IB(871)CDSaiC 
HlS-Cfey. R 2 ^7KmJS^T*fci)HufH-jgjC(l) 



(873)G. X. R\ R 3 »tf R l4ffiE(871)0)S»IC 

rat-efcy.R 2 A<*»*-efc*»iE-tta(i)-c 



(874) G. X, R 1 . R 3 Rtf R l4lHIB(871)fl)S«l- 
HCT?*y. R 2 4<*^7K*5/«lft««7;U*;U 

*-e**wiE-«sc(i)-e«t3**t*'<> % -/^-T 

(875) G. X. R\ R 3 XI/ R l*BJIH(871)(D^SlC 

«««T;u*ju*-e*«lttlB-*a(i)-ca*3 
*fc**>v^paR#*xii-ta>tt 



(876)G, X. R 1 . R 3 aiX R l*WlfE(871)a)S«lC 

HCT?fty . r 2 *<a^s<tLrfi^7;u^;us 



(877) G. X. R 1 , R 3 it/ R ttffi!3(871)<7)SSI^ 

E-*iM(i)*«;bS*i**>i/^TP«R» 

(878) G, X. R 1 atf R ttMtH(871)0S«l=l^li: 
"Cfc L J v R 2 <t R 3 A<-ltl-<J:oT+*V**»fill 

-r*«nB-«*(i)-c**3**ts^>i/^-rpa 

R*ttxa*0>« 

(879) G, X. R 1 at; R l4ffilB(871)a)S«lZ|§H: 

■e*y. r 2 t r 3 ^-^icfeorisaiT^+yx 
>**»/a-r*fna-jtta(i)Tf«^**i*^ 



R<sup>4</sup> and R<sup>5</sup> same to definition in 
theaforementioned General Formula (1). ),benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) which isa group (As for R<sup>9</sup> 
and p same to definition in theaforementioned General 
Formula (1). R<sup>8</sup> shows lower alkoxy group . ) 
where R is shown with aforementioned (Chemical Formula 
5) 

As for (872) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (871), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (873) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (871), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (874) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (871), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (875) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (871), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (876) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (871), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (877) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (871), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (878) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (871), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (879) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (871), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
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(880) G. X. R 1 &Tf R lilKrC(871)CD3E«l-Hi: 

■efcy. r 2 t r 3 A<-ftic3Ejr^r«3SftT;uzi*v 

[0115] 

(881) G. X, R 1 R ltlWE(871)<D36«(CHi: 
"Cfty, R 2 1 R 3 4<-«HcftoT«*7;U3**> 
*;U7t?-^«»iS*7;U*U7 s >**»*^* 

(882) G % X. R 1 Stf R l41ttlB(871)<7)S«lCHi: 
■Cfty . R 2 1 R 3 tf-fclC&oT^x^URSlft 

!R7;u*y7 f >**»fie««rE-*a(i)-e 



(883)G A<*(R 2 )(R 3 )-X-£;fU X 3&<*=CH-£S 
UR 3 A<*^B : FX[**KftSft«»7;U^r 
;u££SU R 2 *<*-NR 4 R 5 (R 4 Xi;R 5 (*HtjtE- 
fta(l)l=felt*J6»cHi:.)**UR 3&« 9-* 
*v?;u*u— ;u*r&4fltrE-«a(ireS 

fr*ft**:/V^TP»R»{*Xtt*a>tt 



(884)G. X. R\ R 3 &tf R l*HUfH(883)(DSS(C 



(885)G. X, R 1 . R 3 &tf R ttHUfB(883)<D^S(C 
HCWJ . R 2 4<*K»Tf**lWE-tt*(l)'e 
*fr*K**>y^rP«R»{*Xf4-t0>tt 



(886) G, X, R 1 , R 3 Si; R (*flE(883)^Sg|Z 

ni:-e*y. r 2 t^j^^mmmrj^ji 
ft"efc5BfrE-«a(i)T?**5*ti*'<w^T' 
PHtRSIfcXB:*©* 

(887) G. X. R\ R 3 R l*ME(883)0S8lC 

nc-cfcy, r 2 *<is«7;ua+S/*;u/-K-;ni 
«H8«7;u*;u*-cfc*ffiE-»sC(i)-e*t5 



derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (880) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (871), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt . which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

[0115] 

As for (881) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (871), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy carbonyl 
substitution lower alkylidene group 

As for (882) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (871), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms phenyl substitution lower 
alkylidene group 

(883) G basis (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X shows basis =CH-,R<sup>3</sup> shows hydrogen 
atom or hydroxy group substituted lower alkyl group , benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> basis -NR<sup>4</sup>R<sup>5</sup> 
shows (As for R<sup>4</sup> and R<sup>5</sup> same to 
definition in theaforementioned General Formula (1). ), the R 
9 -oxo fluorenyl group is 

As for (884) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (883), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (885) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (883), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (886) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (883), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (887) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (883), benzo 
heterocyclic derivative or its salt which is displayed with 
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(888)G, X, R 1 , R 3 &tf R l£fliIlE(883)<DSglC 
^-+vST-fc-S>fIIH-fl6iC(l)t?a^^'<> 



(889)G, X. R 1 . R 3 &tf R l*flJfB(883)0)£«IC 



(890)G. X. R l R l*ttTtB(883)0>£Slcmi; 
-efcy, R 2 1 R 3 A<-^l^oT^+V*^fi£ 

K3IH*XI*ta>*. 



[0116] 

(891)G, X, R 1 R l*HiftS(883)<D^«lC|li: 
T*&y.R 2 i: R 3 tf-jtlzfcoTffiSST^'JT 
^SS^liE-r^BtlfB-jlS^ljr'S^^ti^^ 



(892)G, X, R 1 B.U R liMSB(883)0S8lC^C 
R 2 t R 3 tf-ftlCfco-Cig&T'^+i/ 



(893)G, X, R 1 JkXf R I* 8*12(883)0) SSI Cl^C 
T'fcy, R 2 £ R 3 tf-mzf£iXl&®.T)\,Zi* ! > 

#f*Xli-€-<D^(894)G, X, R' S.U R liHIE(8 
83)<DS»ICf5]i:T*fcy. R 2 <hR 3 tf-ttla&oT 

iE-^iC(i)-cat5*+i-S'<>v r ^7 L p«is» 



(895)GA^(R 2 )(R 3 )-X-$^L,X*<*=CH-^^ 
UR 3 *<**Bll^XI**ll*1MMS«T^* 
;u»*SUR' jWWE-*SC(i)l::i3l+'5JM 
l=HCT?*y , R 2 *<S-NR 4 R 5 (R 4 R 5 lifTlS 
-»3C(l)lCfclt4^glCBi:„)^*UR A<fltl 

tacit 5)r^$^«(R 9 st; p 
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theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (888) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (883), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (889) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (883), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (890) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (883), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt . which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

[0116] 

As for (891) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (883), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (892) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (883), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (893) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (883), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,as for benzo 
heterocyclic derivative or its salt (894) G, X, R<sup>K/sup> 
and R which are displayed with theaforementioned General 
Formula (1) which forms lower alkoxy carbonyl substitution 
lower alkylidene group ibeingsame to definition of 
aforementioned (883), R<sup>2</sup> and R<sup>3</sup> 
becoming simultaneous, benzo heterocyclic derivative or its 
salt which isdisplayed with aforementioned General Formula 
(1) which forms phenyl substitution lower alkylidene group 

(895) G basis (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X shows basis =CH-,R<sup>3</sup> shows hydrogen 
atom or hydroxy group substituted lower alkyl group , being 
same to definition R<sup>l</sup> in aforementioned General 
Formula (1), R<sup>2</sup> basis 
-NR<sup>4</sup>R<sup>5</sup> shows (As for 
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to )T*fe*fHE-fta(i)-eat)**i4'<>y^ 



(896)G, X, R l , R 3 Rtf R (im!tB(895)0^glZ 



(897)G,X. R'.R^l/ R l±HUlB(895)(DSglC 



(898) G, X. R 1 , R 3 &tf R (4 HUlE(895)0>£ SIC 

i^cr-fey. r 2 t<ii)^^mm^mT)^^ 

(899) G. X. R\ R'RlS R I±mj!H(895)(7)S8(Z 
SM5«7^l/*;u*-Cfe5H(rlH--«SC(l)-C*tJ 



(900)G> X. R\ R'Xtf R I4MIE(895)0)£ glC 
V^xn»BilM*Xf4*<D«. 



[0117] 

(901) G. X. R 1 , R 3 R I±BiJlE(895)COSaiC 
(*XI4*(DE 

(902) G. X. R 1 St; R 14 *HH(895)(Dg «|CBC 
■Cfcy . R 2 1 R 3 3W-MllrftoT^*V»*»* 

■r*«HB-»a(i)-c*t>*tL*'<>y^-rpai 



R<sup>4</sup> and R<sup>5</sup> same to definition in 
theaforementioned General Formula (1). ),benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) which isa group (As for R<sup>9</sup> 
and p same to definition in theaforementioned General 
Formula (1). R<sup>8</sup> shows amino group which has 
fact that it possesses the lower alkanoyl group as 
substituent . ) where R is shown with aforementioned 
(Chemical Formula 5 ) 

As for (896) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (895), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (897) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (895), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (898) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (895), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (899) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (895), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (900) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (895), 
R<sup>2</sup> benzo heterocyclic derivative or its salt . 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

[0117] 

As for (901) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (895), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (902) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (895), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 
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(903) G. X. R 1 Rlf R l4frlB(895)0)g«IC|gi: 
■C*y . R 2 1 R 3 4«-|tl:4otfi«7;i/*Uf 

^•fcWjrriifrE-iMa^afcsti** 
w^paRflMtxii*©* 

(904) G. X. R 1 XI/ R li«TE(895)a)e«lCHi: 
T?fcU . R 2 £ R 3 tf-mzt£<DX&®LT)l>^*i, 

a(i)^fto*ft**>v^P3fR#{*xri-t 

(905) G. X. R 1 atf R lifJIB(895)0)S«IC|§|i: 
•U&y. R 2 1 R 3 ffi-mztji'DTfe1BL7)\,z\**s 

*<*3U±-E-<Di£(906)G. X. R l XI/ R [±h5E(8 
95)(7)SSIC[Bli:Trfey. R 2 <t R 3 *<-^IC^oT 

E-*«(l)*afc*ft**>V^xPiIR* 



(907) G. X, R\ R 3 atf R f±flE(895)(DS8lC 
HC-C*y. R 2 tftt«7;ua*S/»***1ME 

-«a(i)-e«t>**i*'<>!/'VT-PHiR** 

(908) G. X. R ! „ R 3 XI/ R f*flfH(895)(DSSlC 

Ht-c*y, r 2 *<*>7/«SMStt7;u*;u*-e 
***E-»a(i) , c»ww'<>^fpa 

R#<*Xli*<Di& 

(909) G. X. R 1 , R 3 Stf R f4BUfB(895)<D^*IZ 

fsi c-e& y . r 2 *<x wj jis&mmmTJis* 

^xPSIRHttxii-ta)* 



(910)G. X, R\ R 3 atf R I*HUIS(895)(7)SSIC 

snt'oy^TPaiRWitxtt*©*. 



[0118] 

(911)G, X. R\ R 3 at/ R l4ffirE(895)<Z>£ SIC 
HIS-Cfty. R 2 A<«»7;U3*$/*JI/*-;u* 

■»«ik7^3*^»-c**l»E-**(i)-e 



As for (903) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (895), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (904) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (895), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (905) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (895), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,as for benzo 
heterocyclic derivative or its salt (906) G, X, R<sup>l</sup> 
and R which are displayed with theaforementioned General 
Formula (1) which forms lower alkoxy carbonyl substitution 
lower alkylidene group beingsame to definition of 
aforementioned (895), P.<sup>2</sup> and R<sup>3</sup> 
becoming simultaneous, benzo heterocyclic derivative or its 
salt which isdisplayed with aforementioned General Formula 
(1) which forms phenyl substitution lower alkylidene group 

As for (907) G, X, R<sijp>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (895), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (908) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (895), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (909) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (895), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (910) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (895), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

[0118] 

As for (91 1) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (895), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
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(912)G. X, R\ R 3 &lf R l*BfIta(895)<DS«IZ 



(913)G. X, R\ R 3 R I*HUI3(895)W^SIC 
ilCT'fcy. R 2 *<fi-(0)m-A-(CO)u-NR 6 R 7 (nn 
iu A.R 6 2U/ R 7 lil5fE-^je(l)ICfcl+i,Sg 
l=HC. )T?fc^IB-»iC(l)t?«t>*n-5'<l' 

*y^TP«ii»(*xi**a>* 



(914)G *<*(R 2 )(R 3 )-X-£;fU X A<g=CH-£* 
L* R 3 A<7K*®^XIi7KiE«SgS«^7JU+ 
;U*£*UR' 3i<lttlB-«lSt(l)lCfeMt*«« 

icncefcu . r 2 A<a-NR 4 R 5 (R 4 r 5 attna 
-*st(i)i=teit«6S«i=si:.)**L,R 

<Dtk 



(915)G. X. R 1 . R 3 JBilf R lifJfS(914)0)S8lC 

i^c-e&y, R'A^x^^-e^^HMiB-^itci) 



(916)G. X. R\ R 3 JkV R l*MB(914)©JE»= 
HCWJ, R 2 *<7ki£gT*fc-i.inisB-te:Et(i)T- 



(917)G, X. R\ R 3 Rlf R I*huIB(914)0)S8IC 

inc^fey. R 2 #a;u#**>«SHB*™*^ 



(918)G. X. R\ R 3 &tf R /*HffIB(914)roS8lC 

I^CT'fcy. R 2 AM£«k7Ji/a*v*;U7H-;uS 



(919)G,X, R\ R 3 Xtf R l*HUtB(914)CDSSl~ 
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R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (912) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (895), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (913) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (895), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which is a (O ) m-A- (CO ) 
u-NR<sur»6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

(914) G basis (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X shows basis =CH-,R<sup>3</sup> shows hydrogen 
atom or hydroxy group substituted lower alkyl group , being 
same to definition R<sup>l</sup> in aforementioned General 
Formula (1), benzo heterocyclic derivative or its salt which is 
displayed with theaforementioned General Formula (1) which 
is a quinolyl carbonyl group which has times when the 
R<sup>2</sup> basis -NR<sup>4</sup>R<sup>5</sup> 
shows (As for R<sup>4</sup> and R<sup>5</sup> same to 
definition in theaforementioned General Formula (1). ), R on 
quinoline ring possesses the phenyl group as substituent 

As for (915) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (914), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (916) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (914), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (917) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (914), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (9 1 8) G, X, R<sup> 1 </sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (914), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (919) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (914), 
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V^xPaRSIttXf**©* 



(920)G. X. R 1 , R 3 &1/ R !iB?Fta(914)<DS8lC 

1B-«3t(i)-e«t?**i*'<>y^TaBiR» 
<*SLI4-?-©£„ 



[0119] 

(921)G. X. R 1 Xl* R l*fIlB(914)CD^ gl-(5)i: 
TffcU. R 2 i R 3 tf-mztzoXtlcV&Zfim 

Ra»f*XI4-?-<DiI 



(922)G, X, R 1 atfR ttfrl3(914)<Z>SglCHi: 
TfftU, R 2 1 R 3 ^-^iCJ&oTffiiftT^+U-r 



(923>G, x, r 1 at; r imti(9i4)0)%mi-mc 
■cfcy, r 2 £ r 3 *<-*ticfco-c««7';u3*S' 

*(i)-e«*)**t«'<>*y^T-naiR»*xtt* 



(924)G. X. R 1 R l*HtrfS(914)ro^8lC|5|i: 
■efelj, R 2 <!: R 3 36»-«K&oTffi«7;U3*i/ 

m«B-»sc(i)7?*^*4i*'<>^-TPaR 

^f*XI4-?-0>J&(925)G, X. R 1 &tf R 14*113(9 

i4)©jE»=wii:-ea5y . r 2 t r 3 tf-nicfcor 
7x=.;mans«7;u*'j7 f >**»fit-r*im 

E-«SC(i)-ea*>**i*'<>y^-TP]iR# 



(926)G, X, R\ R 3 &tf R l4«nE(914)©JE«lC 

nc-eaw, r 2 #e*7JH3**>*-e&si»B 

-**(l)-ca*)**L*'<>'/^-rP«RII(*: 
XI4-5"0>J£ 



(927)G, X, R 1 , R 3 &tf R I4WIH(914)(7)SS(C 

rcwj.r 1 #'>7y«SMS*7;u*;u*-c 
fc-5ffiiH-<asc(i)-es*3**i'5 / <>^f-pa 
Raw*xi**«>* 
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R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (920) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (914), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

[0119] 

As for (921) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (914), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (922) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (914), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (923) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (914), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (924) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (914), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,as for benzo 
heterocyclic derivative or its salt (925) G, X, R<sup>l</sup> 
and R which are displayed with theaforementioned General 
Formula (1) which forms lower alkoxy carbonyl substitution 
lower alkylidene group beingsame to definition of 
aforementioned (914), P<sup>2</sup> and R<sup>3</sup> 
becoming simultaneous, benzo heterocyclic derivative or its 
salt which isdisplayed with aforementioned General Formula 
(1) which forms phenyl substitution lower alkylidene group 

As for (926) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (914), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (927) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (914), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 
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(928)G. X. R l s R 3 Rlf R (*HiJlE(914)(DS8lC 

m cv*> y , r 2 tfx h^/u ;us*&<s$7ju* 
^p«r*<*xi**o>« 



(929)G. X. R\ R 3 SI/ R fimjfH(914)(D^glC 

*««7;u*ii/»Tife*iKriB-tt*(i)-cafe 



(930)G, X, R\ R 3 &tf R (iHE(914)0)S«l- 

■i:-e*y.R a #ffi«7;u=i*$/*;u#-;u* 

«Sl««7^a*5/*T»fe4«HB-«a(l)-e 

*fr**i«*w^paR*{*xii*o>* 0 



[0120] 

(931) G, X. R\ R 3 X.IS R liflMB(914)<D£*C 
HCT'fcy. R 2 ^;i,**vSlS!M7^ 
*5/*T**«HB-«a(l)'C*tJ**t«'<>!/ 

(932) G. X, K\ R 3 atf R f±fjfH(914)CDS8(C 
WCCfcy^ R 2 A<*-(0)m-A-(CO)u-NR 6 R 7 (m. 

u, a. r 6 at; r 7 amti-m^mizm^m 
v^tp«rsm*xi«-©* 



(933)G rf)*S(R 2 )(R 3 )-X-£ tfU X #S=CH-£tf; 
UR 3 A<**B^XI4*»»«»««7;U* 

juarsu-R 1 3b<i»E-«a(i)icfcit43E« 
izHtefcy * r 2 a<«-nr 4 r 5 (r 4 at; r 5 lime 
-«ao)i-fect*3e«cHi:o)«*UR #7 
y-7>^;u*jU7t?=.;uaTft4«rE-«a(i) 
■e«t3**t-6^ % y^xpaR»#xi«©* 



(934)G. X. R\ R 3 fttf R limlfS(933)(7>£g|C 

isii:r*fcy.R 2 A<**JS^r*fc^fita-®S(i) 

^*^*4i*^>l/^ J fP«Raif*Xli-€-(DJg 



(935)G. X, R\ R 3 &lf R l±mlf2(933)tf)S8K 



As for (928) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (914), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (929) G, X, R<sup> K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (914), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (930) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (914), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

[0120] 

As for (931) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (914), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (932) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (914), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which isa(0)m-A- (CO) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

(933) G basis (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X shows basis =CH-,R<sup>3</sup> shows hydrogen 
" atom or hydroxy group substituted lower alkyl group , being 
same to definition R<sup>l</sup> in aforementioned General 
Formula (1), R<sup>2</sup> basis 
-NR<sup>4</sup>R<sup>5</sup> shows (As for 
R<sup>4</sup> and R<sup>5</sup> same to definition in 
theaforementioned General Formula (1). ),benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
Genera] Formula (1) where R is adamantyl carbonyl group 

As for (934) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (933), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (935) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (933), benzo 
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afc*ft**>v^xP«R»*xii*<z>tt 



(936) G, X. K\ R 3 Rlf R (4l?iJfB(933)<7)£ SIC 
Ht-efcy. R 2 *<*JU#*i/«lfctt*7JU^U 

»-e*4fiE-»*(i)-e*t3*tt*^>^-T 
p»R3M*xii*a>* 

(937) G, X, R\ R 3 atf R lifjfB(933)C7)^g|C 

*ft5*>v^TP»R*f*Xf**a>* 



(938)G. X. R l % R 3 fti; R f*HfflB(933)<D£«lC 
■CWJ. R 2 4<«»»fcLT««7JU*^» 

***>* - efc*fTlB-tta(l)l?a*5*ti5'<> 
V^PaRSMtXIi-tfltt 



(939) G. X. R\ R 3 atf R 14 ll!ifE(933)<J)£SlZ 

Btrfcy, r 2 *MB«7^*-/-ou*-cfc*tt 
ia-tta(i)rat>**is-<>y^f-DaiR» 

*XI4*(&tt 

(940) G, X. R 1 &t; R r4WE(933)0)3e«l-Bi: 
T?*y , R 2 fc R 3 A<-*ICftoT*-*V**»ja 

[0121] 

(941) G. X. R l »tf R littE(933)<DSSl=ni: 

■c*y, r 2 t r 3 ^-•tiwtt-3r««7ju*'jx 
>»*»rt-r*mE-«3t(i)'c«to**i*'< 

> % /^xP«R»*Xtt*©* 

(942) G, X, R 1 atf R l±ffirE(933)© JgWcHlS 

■c*y, r 2 t r 3 4<-«ic&or««7JU3*e/ 
S^«^7;^ l JT r >*^ff^-r4fiIfi-te 
a(i)-c«t3*n4^>y^xP3tR»#xri-t 

(943) g, x. r 1 at; r i*wrB(933)o>&sizni: 

■C*y* R 2 fc R 3 36<-ftlc&ori£»7;uzi^v 

»E-»a(i)T?at>**i*'<>!/'v-TP«iR 

#<*XI£-€-(7)J£(944)G, X. R 1 at; R lilfflE(9 



heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (936) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (933), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (937) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (933), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (938) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (933), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (939) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (933), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (940) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (933), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt . which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

[0121] 

As for (941) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (933), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (942) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (933), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (943) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (933), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,as for benzo 
heterocyclic derivative or its salt (944) G, X, R<sup>l</sup> 
and R which are displayed with theaforementioned General 
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E-»iC(i)-ea*3**i4^>i/^-TPaR* 



(945) G. X. R\ R 3 &1/ R lifl5IB(933)(7)S§fC 

(946) G. X. R 1 . R 3 &tf R ISfltjlB(933)<D^glC 

nc-efcy. r 2 ^>Tymmm7)^)^v 
ft4»E-«a(i)-ca*5**L4K>^Trna 

Rj»{*Xli*att 

(947) G. X. R\ R 3 2U/ R l*WrtB(933)<DS*:: 



(948)G. X. R\ R 3 Xtf R liHUfE(933)(DSSIC 



(949)G, X, R\ R 3 Si; R I4bME(933)<DS»:i 

HC-efcy, r 2 A<iS«7;m**>*;u7P-;u« 



(950) G. X. R 1 . R 3 &i; R (ifjffi(933)<D^glC 

^■rPlSR#{*Xl*«>*. 

[0122] 

(951) G. X. R\ R 3 XT/ R I41jIHB(933)<DS«I:: 
HC"(?*y* R 2 *)<S-(0)m-A-(CO)u-NR 6 R 7 (nn 

u. a. r 6 si; r 7 im^-f&&(\)izmz>j£m 

!/^p«R*ftxii*a>* 



Formula (1) which forms lower alkoxy carbonyl substitution 
lower alkylidene group beingsame to definition of 
aforementioned (933), R<sup>2</sup> and R<sup>3</sup> 
becoming simultaneous, benzo heterocyclic derivative or its 
salt which isdisplayed with aforementioned General Formula 
(1) which forms phenyl substitution lower alkylidene group 

As for (945) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (933), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (946) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (933), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (947) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (933), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (948) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (933), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (949) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (933), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (950) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (933), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

[0122] 

As for (951) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (933), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which isa(0)m-A- (CO) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 
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(952)G *<S(R 2 )(R 3 )-X-£tfU X A<&=CH-£;f 

ju^ssur 1 4<nnB-«a(i)f=teit*3e« 

iCHt-CfcU. R 2 *<g-NR 4 R 5 (R 4 ;&tf R 5 li HtjfB 

-»a(i)ictei+4jg»-Hi:.)*«UR 
«a(i)tsh*ti^>!/AfaaBi#x 



(953)G. X. R 1 , R 3 SI/ R f4flfrIB(952)<7>£»[:: 
*«fr*ft**>V^P»K*i*XI**a>tt 



(954)G. X. R\ R 3 fttf R 1*1512(952)0 SSlC 

rac-efty , r 2 A<*iM6T?fc*ttB-«a(i)T? 
S:b*ft**>y^xpaR»f*xii*a>tt 



(955XK X. R\ R 3 at; R I±b58H(952)(DS8IC 

»-efc*imiE-ttsc(i)T»a^**L*^>7^ 



(956)G. X, R l > R 3 at; R l±MIB(952)0)^glC 

■t-efcy, r 2 ai««*7;ua*S/*;u*-ju« 
«HS«7';u*;u*'efc4WE-*a(i)-e*t> 
*fc4*>v^P«R*t*Xl«-fl>tt 



(957)G. X, R 1 . R 3 £1/ R f± hMB(952)<Z>S8I:: 

HC-e&y . r 2 #«»a^LTfi*7;u*;u* 

**S/»-c*4i»B-«a(i)-e*te44t*'<> 
y^fp«R3W*xi**a>tt 



(958)G. X. R\ R 3 at; R I4WHE(952)0>£»:: 

HC-e*y, r 2 A«««7;i/*y^;u»T?ft*w 

IB-tta(l)t?**5**i*K>!/^-rPai»# 



(959)0, x. r 1 at; r atne(9S2)0£«icni: 

t?*y . R 2 1 R 3 #-WcfcoT**7»£»l* 
■*-*«HB-«SC(l)-C«^**i-B^>^-rPai 
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(952) G basis (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X shows basis =CH-,R<sup>3</sup> shows hydrogen 
atom or hydroxy group substituted lower alkyl group , being 
same to definition R<sup>l</sup> in aforementioned General 
Formula (1), benzo heterocyclic derivative or its salt which is 
displayed with theaforementioned General Formula (1) which 
is a thienyl carbonyl group which has times when the 
R<sup>2</sup> basis -NR<sup>4</sup>R<sup>5</sup> 
shows (As for R<sup>4</sup> and R<sup>5</sup> same to 
definition in theaforementioned General Formula (1). ), R on 
thiophene ring possesses the phenyl group as substituent 

As for (953) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (952), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (954) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (952), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (955) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (952), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (956) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (952), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (957) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (952), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (958) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (952), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (959) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (952), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 
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(960) G. X. R l RZf R l4UIB(952)CDS*lCiai: 
T'fcy, R 2 1 R 3 *<-fSlzfcoT««7JU*UT 

>»*»i«-r*fFlB-«*(i)-e*t)**t*^ 

>V^P«K*{*XI*ta)tt. 
[0123] 

(961) G. X. R 1 RlS R ttHtTia(952)(D£«ICg|i: 
■C*y. R 2 <t R 3 3W-«l-ftoT«*7JHl*^ 

«( i ^mtetiz^j^T □ jik*{*x i«- 

(962) G. X. R l »tf R liBijfS(952)(DSaiC^i: 
T?fey. R 2 1 R 3 A<-ftl^-3T««7;ua*i/ 

H5tB-«*(l)T?at)*tt4><>y^P«SI 
S<*XI*-E-tf)i&(963)G. X, R 1 »tf R ttfTtB(9 
52)0Sglc|^|i:r*fey.R 2 <!:R 3 A<-$&(C^T 

iH-*a(i)T?«*)**i*'<> % -/^-TPaB» 



(964) G. X. R\ R 3 &tf R li«rlB(952)<DS8IC 

Xl*-ta>£ 

(965) G. X. R\ R 3 &tf R (*mjfH(952)(DS8[C 

i^iCT'fcy.R 2 tfS/7/«jft<6«7Ju*;utt-e 
fciWiB-isi^o-ea^tL-BKi/^^pa 

BS»f*Xf**0>tt 

(966) G> X, R\ R 3 &tf R (±fltJfH(952)(7)gSl^ 

;u»t?**«HE— *a(i)T?*t5*ti*^<>!/ 
^p»«#{*xiif-a>* 



(967)G, X, R 1 , R 3 Rtf R f±fJfB(952)(DS§lC 



(968)G. X. R 1 . R 3 Si; R l*mJtH(952)<O^SlC 
BC-efcy.R 2 *<iS«7;ua*S/*JU7S-;utt 
*8HS«7;ua*2/»rfc*«HB-»a(i)'e 
«t5**t*^>!/^P«BW*XI«®* 



As for (960) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (952), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt . which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

[0123] 

As for (961) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (952), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (962) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (952), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,as for benzo 
heterocyclic derivative or its salt (963) G, X, R<sup>l</sup> 
and R which are displayed with theaforementioned General 
Formula (1) which forms lower alkoxy carbonyl substitution 
lower alkylidene group beingsame to definition of 
aforementioned (952), R<sup>2</sup> and R<sup>3</sup> 
becoming simultaneous, benzo heterocyclic derivative or its 
salt which isdisplayed with aforementioned General Formula 
(1) which forms phenyl substitution lower alkylidene group 

As for (964) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (952), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (965) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (952), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (966) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (952), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (967) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (952), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (968) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (952), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
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(969)G. X. R 1 , R 3 &tf R l*B5IB(952)0SSlr 

**>»-e**iiriB-tta(i)Tfa*3**i«'<>^ 



(970)G,X,R\ R 3 &tf R l*fFtB(952)0)SSlC 
^C-efoy. R 2 A<S-(0)m-A-(CO)u-NR 6 R 7 (nK 
ik A.R'&tf R 7 l*MI2-®iE(l)lCfclt5S« 
ICPIC )Tf**«HB-*SC(l)-C**?**l«'<i' 

^ToareaMtxiM-©*. 



[0124] 

(97 1 )G A<g(R 2 )(R 3 )-X-£ *U X A<g=CH-£ ^ 
UR 3 i<**lg^XI**KaiUiMKIft7JU* 

;u**jftUR' A««na-*sc(i)icfeit**« 
i=Hc-c*y, r 2 A<*-NR 4 R 5 (R 4 st; r 5 afire 

-Mt(l)l=fclt*K8i::Hi:.)tftUR 
<*Xli*<Dig(972)G, X, R', R 3 &lf R ISflHB 

(97i)<ossici5ii:T-fcy, r 2 tf7mm*T*&& 
iriB-«3ac(i)-cat5**i*'<>^ j fp«« 
»*xi**a>* 



(973)G. X. R\ R 3 &1/ R I* ffiIE(97I)0>^8lC 



(974)G, X. R\ R 3 &t/ R liffilE(971)0)£glC 
»T'fcSME-&xt(l)^g:b;*;h&*^./'Vf 



(975)G. X, R', R 3 &tf R I* mrfB(971)0S8IC 

****>v^Tnassi*{*xii-ta>tt 



1997-8-26 

R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (969) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (952), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (970) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (952), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt . which is displayedwith aforementioned General Formula 
(1) which is a (O ) m-A- (CO ) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

[0124] 

(971) G basis (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X shows basis =CH-,R<sup>3</sup> shows hydrogen 
atom or hydroxy group substituted lower alkyl group , being 
same to definition R<sup>l</sup> in aforementioned General 
Formula (1), R<sup>2</sup> basis 

-NR<sup>4</sup>R<sup>5</sup> (As for R<sup>4</sup> 
and R<sup>5</sup> same to definition in theaforementioned 
General Formula (1). ) showing, R on thiazole ring as for 
benzo heterocyclic derivative or its salt (972) G, X, 
R<sup>l</sup>, R<sup>3</sup> and R whichare displayed 
with aforementioned General Formula (1) which is a thiazolyl 
carbonyl group whichhas times when it possesses phenyl 
group as substituent being sameto definition of 
aforementioned (971), benzo heterocyclic derivative or its salt 
which isdisplayed with aforementioned General Formula (1) 
where R<sup>2</sup> is the hydrogen atom 

As for (973) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (971), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (974) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (971), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (975) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (971), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 



Page 304 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP1997221476A 

(976)G, X, R 1 , R 3 &1/ R l±milB(971)0SglC 

**5/*-efc*imE-fta(i)-e*t3**i*^> 
y^fP8tR*i*xi*-ta>tt 



(977) G, X. R 1 , R 3 &t/ R (*HUfH(971)(7)^glC 

Wfeay, R 2 A<«tt7;u*y-f;uS'e&51W 
ttXI**<7)«l 

(978) G, X, R 1 JSlXS R ttfiFE(971)<DSWc|gi: 
■c*y % R 2 1 R 3 A<-»lc*oT**V**»* 

r*«nE-«*(i)-e«*5**t4^>7^TPai 



(979)G. X. R 1 Xtf R f*HrE(971)0) SWciai: 
■CftU, R 2 1 R 3 6<-«lc4oT«*7;U*Ux 

>»*»*'T«ttE-*3*(i)'e«fe44i«'< 



(980)G. X. R 1 S.XS R ttffiE(971)(D3£«IC|gi: 
T-fcy, R 2 fc R 3 *<-$SKfcoTffi^Ua*v 



[0125] 

(981)G, X. R 1 &Xf R l41KrE(971)a)S«IC|§|i: 

■c*y, r 2 t r 3 ^-*Ka-3T«»7^3*5/ 
«rE-«a(i)-eat)*tt*'<>i/^T'PaR 



(982)G. X. R 1 fttf R ttWE(971)(DS«ICHi: 

-e&y . r 2 t r 3 ^-mizu^xy^^mms. 

*fr*ft**>^TP«R»»Xfi*©* 



(983)G, X, R\ R 3 fttf R l*HtrE(971)0)g»:: 
H£-C*y. R 2 ^(S«7;U3*5/*-efc41WE 

-jtta(i)t?a^**i*^> % -/^-rpaiR»ft 



(984)G. X. R\R 3 JSilS R ttfTE(971)0S8lZ 



1997-8-26 

As for (976) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (971), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (977) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (971), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (978) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (971), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (979) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (971), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (980) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (971), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt . which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

[0125] 

As for (981 ) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (971), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy carbonyl 
substitution lower alkylidene group 

As for (982) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (971), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms phenyl substitution lower 
alkylidene group 

As for (983) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (971), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (984) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (971), benzo 
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RWttxii*®* 

(985)0* X, R', R 3 &tf R l*BUlH(971)0)SglC 

;u*-cfe-6fHE-ttsc(i)T?a*3*ti*'<>'/ 



(986)G, X. R\ R 3 S.U R [*MIE(971)(D^8IC 

»fttt7JU*;u*-cfcftflre-*«(i)T?a:b 



(987)G» X, R\ R 3 R l*lWIH(971)<Z)g«IC 

mc-cfcy, r 2 ff««7^a*5>a;i/#=;u* 



(988) G, X, R\ R 3 &tf R l*MIE(971)(D^gl- 
RC-C*y, R 2 #*;i«*l?*'>*«MHS«7^a 
**>»rft*1!5E-*a(l)-e**)*tt'6'Ol/ 
^TnBMBWftXli*©* 

(989) G. X. R 1 , R 3 Stf R I*frE(971)WS«ll- 
I^C-Cfey, R 2 A<a-(0)m-A-(CO)u-NR 6 R 7 (m, 
u» A, R 6 R 7 l*1WB-*a(l)l=J3lt«JE* 

iznc )-cfe*iWE-*a(i)"c«te*#i«'0 



(990)G A<S(R 2 )(R 3 )-X-£;fU X A<S=CH-^* 
L, R 3 4<**Bi?-Xtt*it*«»ft«k7^* 
;US£^UR' A«lKrC-«*(l)l=fclt*3£» 
l=nCT*AU« R 2 #S-NR 4 R 5 (R 4 fttf R 5 liflTtS 

-«a(i)i=fcit*sg»=Hi;.)t*L.R 

^P7;U*iUAil/7|?-;Hfc*ftfHB-*a 
(l)T*«fr£;ft5*>y^xP«Rg<*XI**0> 



[0126] 

(991)G. X. R\ R 3 2fctf R [*HiIlB(990)(7)Sg|C 

sc-cfty , r 2 *<**JB^-efc6iKriB-«a(i) 



heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (985) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (971), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (986) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (971), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (987) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (971), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (988) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (971), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (989) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (971), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which is a (O ) m-A- (CO ) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

(990) G basis (R<sup>2</sup> ) (R<sup>3</sup> ) shows 
-X-, X shows basis =CH-,R<sup>3</sup> shows hydrogen 
atom or hydroxy group substituted lower alkyl group , being 
same to definition R<sup>K/sup> in aforementioned General 
Formula (1), R<sup>2</sup> basis 
-NR<sup>4</sup>R<sup>5</sup> shows (As for 
R<sup>4</sup> and R<sup>5</sup> same to definition in 
theaforementioned General Formula (1). ),benzo heterocyclic 
derivative or its salt . which is displayed with aforementioned 
General Formula (1) where R is cycloalkyl carbonyl group 

[0126] 

As for (991) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (990), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
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R<sup>2</sup> is hydrogen atom 



(992)G. X. K\ R 3 atf R f*HUtH(990)(DSaiC 
Sfr**l**>7^P«R*i*XI4*0>tt 



(993)G. X. R 1 . R 3 »tf R lilWE(990)<DS«l:: 

pBtR*{*xi±*a>tt 



(994)G. X, R*> R 3 &tf R BU Ir2(990)CO^S(C 

*««7;u*;u**&*«rE-iaa(i)r«*> 
*ft4*>v^p«R3M*xi*-ta>* 



(995)G. X, R\ R 3 atf R (±mIIH(990)(7)SSl^ 

ncwj. r 2 3&<«*aifcLT««T^ib» 
**i/*-efe*«HH-«sc(i)T?a*3*4i*^> 



(996)G, X, R 1 % R 3 fttf R (i 1foE(990)<D5e«IC 

E-I«(i)**fc*ft*'<>:/'VTP»R* 



(997)G. X, R 1 Xtf R f*HttE(990)0)S«ICBi: 
-Cfcy . R 2 R 3 A<-*lcftoT**V**»* 

■r4«HB-ift*(i)-eate**t4^>y^pai 

R3H*Xl**<Dtt 



(998)G, X. R 1 atf R !4lKrtB(990)eDS«lCHi; 

r*fcy, r 2 t r 3 A<-«icfeorfi»7;u+Ux 
> % y^paR»#xtt-to)* 



(999)G. X. R 1 &tf R (i MfE(990)(DS8[Z(^i: 
■efty. R 2 1 R 3 4<-«lcftoT«*7;i/a*i/ 

««fi«7iu*ux>**»rt-r4miB-«i 
S(i)r*«t5*ti^>^xP«R#ftXfi-E- 



(1000)G, X, R 1 fttf R l*BijE(990)<D£«|C^] 
C-C*y. R 2 fc R 3 A<-«K£oT<Si»7;U=3* 
i/*iU*-;u««MB«7;u*U-r>**»*-r 



As for (992) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (990), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (993) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (990), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (994) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (990), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (995) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (990), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (996) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (990), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (997) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (990), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (998) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (990), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (999) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (990), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (1000) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (990), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
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»<*XI4*0i&o 

[0127] 

(1001) G. X, R 1 &IS R (*HJIB(990)CD^SIZ|^ 
C-Cfty, R 2 t R 3 tf-ltlCfcoT^x-JUMJft 

«*T;u*ux>**»«-r*iKriB-ifta(i) 

(1002) G,X,R 1 .R 3 &t; R l4fTlH(990)(Z>S» 

E-fta(l)-C*t)**i*^>l/'v J fPBSR# 
i*XI4-?-<Di£ 



(1003) G.X.R , .R 3 &i; R l4iitf3(99O)0£g 

■e**IMB-l»a(i)-e»t3**i4-<>!/^p 

9SR*{*XI4*<Dtt 

(1004) G. X. R\ R 3 at; R l4lftfE(99O)0)£g 

*^*-efe«ttiB-«sc(i)-e*t3**i*^> 

V^xP«R*(*XI4*<D* 



(1005)G.X.R I .R 3 at; R f4fijfE(99O)0)3£S 

■»«»T;^u»-c**fHB-*a(i)-e* 



(1006)G % X.R\R 3 atf R l4fltB(990)<7)£g 

KBC-e*y, R 2 4<ft»7;u=i*5/*;u*-;u 
»««MS»7;ua*i/*-efc*«HH-itta(i) 
^*fc*ft**>v^xP»R»(*xi4*a>tfc 



(1007) G, X. R 1 . R 3 ai; R l4l5IB(990)(7)Sa 

□*5/*-cfc*miB-«a(i)'cat>*n*'<> 

l/^xP«R#(tXI4-K7)tt 

(1008) G. X. R\ R 3 atf R l4flfS(990)CO£8 
ICBC-C&y, R 2 A<a-(0)m-A-(CO)u-NR 6 R 7 

(m, u, a. r 6 at; r 7 i*«nB-«a(i)i=ei+4 
**>y^TP«R»ftxi4*©tt 



derivative or its salt . which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy carbonyl 
substitution lower alkylidene group 

[0127] 

As for (1001) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (990), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,as for benzo 
heterocyclic derivative or its salt (1002) G, X, 
R<sup>K/sup>, R<sup>3</sup> and R which are displayed 
with theaforementioned General Formula (1) which forms 
phenyl substitution lower alkylidene group beingsame to 
definition of aforementioned (990), benzo heterocyclic 
derivative or its salt whichis displayed with aforementioned 
General Formula (1) where R<sup>2</sup> is the lower 
alkoxy group 

As for (1003) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (990), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (1004) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (990), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (1005) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (990), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (1006) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (990), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (1007) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (990), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (1008) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (990), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which isa(0)m-A- (CO) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 



Page 308 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP1997221476A 



1997-8-26 



(1009) G.X.R\R 3 ;fttf R l*HIB(799)<D£*l 
izmcv&v.R 2 A<«ift7JU=l4r*>*T?fc51» 

(1010) G.X,R 1 .R 3 Xl/ R l*lWIB(799)0)£g 
KBt-efcy. R 2 36<S/7/«ftiS*7^^U* 

aR*(*XI*-tO)tt. 
[0128] 

(lOHJG.X.R'.R'&tf R limHB(799)0SS 

icigi:-c*y. r 2 jb<xh^y'j;ugs«M6»7;u 



(1012)G.X.R ! .R 3 at; R l4fJlB(799)0>S* 



(1013)G. X. R 1 , R 3 JSLlS R I±B5IH(799)0)^a 



(l0l4XKX*R\R 3 ;atf R l*1irE(799)0>£« 

. □*i/jL"eft*ime-*a(i)T?a^**i*'<> 
y^xpaB»(*xtt*a>* 

(1015)G.X.R',R 3 ;&tf R liMfS(799)(DSS 
IcnCCfcy^ R 2 ^S-(0)m-A-(CO)u-NR 6 R 7 
(nu iu A. R 6 Rlf R 7 l*«HB-«SC(l)fCfe(t* 

^ai^Co )-efe**B-**(i)Tf**>**i 



(ioi6)G.x.R , .R 3 at; r ttmria(8ii)0)S« 
ir^c-efey.R 2 3W««7;u3^>»-cfc4«r 
c-tt*(i)-cat)**i«^ % y^-TP«R* 



R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

As for (1009) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (799), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (1010) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (799), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

[0128]. 

As for (101 1) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (799), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (1012) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (799), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (1013) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (799), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (1014) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (799), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (1015) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (799), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which isa(0)m-A- (CO) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

As for (1016) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (811), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
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(1017) G,X.R\R 3 &tf R l*f!ta(811)(D^g 

icnis-cfeij, r 2 tfi'TJW.m&m-ni>*)\'& 
-ah* fitH- m&i i *5$H4^>y / ST- □ 

(1018) G, X, R\ R 3 &t; R liflJf2(811)<DS» 

i=rac-c*y . r 2 tfT^swi&mmmT^ 



(1019)G,X;r',R 3 '&1; R l*flrf3(811)<Dg* 



(1020) G, X, R\ R 3 &tf R l*MB(811)0SS 
l=RtT?*y. R 2 AMS&TJUa^v^Utf-VU 
S«SHS«T;U3*->ST?fe^liI«B-tt5C(l) 

[0129] 

(1021) G>X.R 1 .R 3 &i; R lifrlB(811)(7)S« 
=i*2/»-Cfc41WE-«a(l)-e«3b**L4^> 

(1022) G,X.R\R 3 at/ R l*tirIE(811)<0^« 
(ZlHlLST'fcy , R 2 *<g-(0)m-A-(CO)u-NR 6 R 7 

(m. u. a. r 6 at; r 7 i*fria-«:iC(i)iwfcrt€) 
mcmc. )T?ft*»iB-«ia(i)'e*3b**i 



(1023) 0, X.R'.R 3 atf R l±HiJfB(823)0)SS 

is-flftje(i)^a^$ti^>'<>v r ^psifi» 

(1024) G. X. R\ R 3 at; R \t b5K(823)(7)SS 



R<sup>2</sup> is lower alkoxy group 

As for (1017) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (811), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (1018) G, X, R<sup> l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (811), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (1019) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (811), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (1020) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (811), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

[0129] 

As for (1021) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (811), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (1022) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (811), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which isa(0)m-A- (CO) 
u-NR<sup>6</sup>R<s;up>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

As for (1023) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (823), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (1024) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (823), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 



Page 310 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,f48; Pat. Pending Ser. No. 10/367,296) 



JP1997221476A 



1997-8-26 



(1025)G.X % R l >R 3 Rlf R lifijfE(823)<7)£8 

*;nt-efc*«na-»a(i)T?a^*ns'<> 
v^p«R*(*xii-ta>« 



(1026)G.X.R 1 ,R 3 X^ R liitufB(823)<7)£8 

«»««T;u*;u»rfc*iWiB-«a(i)-c» 



(1027)G>X.R'.R 3 Si; R li HUfB(823)tf)£8 

*«sms«t;u3*2/»t?*«i«ib-**(1) 



(1028) G > X,R , .R 3 St; R f*HufB(823)<D^a 

icBC-efcy . r 2 3S«*;u#*->»«««»t;u 
=i^>*-efc4WrlB-«a(i)-e*^**t*^> 

(1029) G.X.R\R 3 &tf R l*ftlffi(823)0)£g 
iCHC-ea&y, R 2 #S-(0)m-A-(CO)u-NR 6 R 7 
(nu u. A, R 6 Jfttf R 7 1± WIE-tt *(l)l::*Ht* 

saicato )-e*ftmiE-«a(i)-ca#3**i 

**>V^-rP«RiM*Xtt*©tt 



(1030) G.X,R\R 3 &tf R liflirlE(835)<Z>£« 

icgic-efcy, r 2 A<is»7;u3+vST*fc4fi 

[0130] 

(1031) G,X.R l .R 3 itf R fiHtjlB(835)(DS8 

(1032) G.X.R\R 3 St; R fifijfS(835)<7)£« 

icHt-cfcy . r 2 t^W)^mm.mmr)\y 

!/^PMMH*XI«©* 



As for (1025) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (823), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (1026) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (823), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (1027) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (823), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (1028) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (823), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (1029) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (823), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which is a (O ) m-A- (CO ) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

As for (1030) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (835), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

[0130] 

As for (1031) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (835), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (1032) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (835), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 
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(1033)G.X.R\R 3 &i; R l*BUlB(835)<7)Sg 



(1034)G*X*R ! % R 3 Jftt; R fiffilfi(835)0)£8 

ic^c-efcy.R 2 a<««t7^=)*i/*;u#-;u 

a«SMtt«7^*S/*^fcStf)ffi-*St(l) 



(1035)G,X,R 1 .R 3 ar/ R l±luIE(835)0^g 
3*v*t»*4HirtE-|fta(l)T?*t)Stt'5^<> 



(1036)G.X.R\R 3 &tf R l*HillB(835)0)£8 
IZHC^fcy* R 2 #S-(0)m-A-(CO)u-NR 6 R 7 
(nu iw A. R 6 R 7 l*1IWB-»a(l)l=feI+* 

jewcwi:. )T?&4«nE-«a(i)-c**3*tt 



(1037) G,X,R l .R 3 S^ R [±mlfB(847)0)Sg 
I^CT'fcy.R 2 A<iS*7;Ua^>»"(?**«r 

(1038) G.X.R 1 .R 3 ^i; R I*fJlE(847)(7)^g 

■efeSffiE-ttaco-es^aFtis^w^T-p 

(1039) G,X,R\R 3 at; R liMB(847)(7)gg 

icHC-efcy . r 2 A^h^i/yjuansMsakT^ 
^u*-efc*«HB-tta(i)t»**3**i*^<> 
^xPawMMtxtt*©* 



(1040)G, X. R\ R 3 St/ R f*BijfB(847)CDSS 

■«««7iu+iu»-e**«HE-*a(i)-e* 

*3**i4K>y^xP«UMWtXI**«>* a 



[0131] 



As for (1033) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (835), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (1034) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (835), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (1035) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (835), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (1036) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (835), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which isa(0)m-A- (CO) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (I). ) 

As for (1037) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (847), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (1038) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (847), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (1039) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (847), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (1040) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (847), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

[0131] 
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(1041)G.X.R\R 3 ai; R liSuIS(847)<DSa 
»««(SlftT;Ua^>*T?fc4«HB-«iC(l) 

T?afc*ft«*>v^p«R#(*xfi*a>tt 



(1042) G.X.R { .R 3 Sr/ R f±MB(847)0)^S 
ICHCT?fcy . R 2 tfJ3)^*ris&W&im7)\s 

a^>»-c**l»E-*5t(i)-eat3**i*'<> 
V^PSiMttXI**©* 

(1043) G,X % R l ,R 3 &^ R I* mi!B(847)<D£g 
iCl^t-Cfty^ R 2 A^-(0)m-A-(CO)u-NR 6 R 7 
(m. u. A, R 6 atf R 7 (±HUfB-SS5C(l)ICfclt^ 

^Slc|B)i: 0 )-(?fc*TOE-*a(l)T?*t>**i 



(1044) G*X,R l .R 3 »tf R (±11*12(859)0^6 

icwfe*y. r 2 ^«»7;ua*e/»T»fc*» 

IB-«*(i)-C*t3**t4^> % -/^7 L PaR» 

(1045) G,X,R\R 3 M R (iS5IE(859)C7)S» 
KMCWJ * R 2 #5/7-/MME*7A^HI 

«RSM*xii*©tt 

(1046) G. X. R 1 , R 3 fttf R l4fTC(859)0)£* 

ich i:t*& y . r 2 #t wj ;umsms*7;u 
^xpa«»*xi**«* 



(1047)G, X. R 1 , R 3 Rlf R iifliJfB(859)(Dgg 



(1048)G.X,R'.R 3 Xi; R I* SHI 3(859) 0)^8 
»«ft««T;U3*i/»-C*4«E-«a(l) 

■c*jb*ti*^> % y^TPaiR»(txi**«>tt 



(1049)G.X.R\R 3 ai; R f±milB(859)(DSg 



As for (1041) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (847), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (1042) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (847), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (1043) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (847), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which is a (O ) m-A- (CO ) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

As for (1044) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (859), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (1045) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (859), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (1046) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (859), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (1047) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (859), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (1048) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (859), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (1049) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (859), benzo 



Page 313 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP1997221476A 



1997-8-26 



□*S/»-c**«rtB-«a(i)'e»*3**i«'0 

V^xP«R#(*XI4-tO>« 

(1050)G.X.R l .R 3 &tf R (4fi5tE(859)0)5£g 
ICWfCfcy, R 2 *<»-(0)m-A-(CO)u-NR 6 R 7 
(nu u. A, R 6 it; R 7 li«HH-«*(l)lCfcl+* 
^gKIUCo )T?fc4mrlE-«SC(i)"C«3h?*ti 



[0132] 

(1051) G.-X*R 1 *R?&tf R li«rlH(871)0)S« 

E-»sc(i)T**3S*i«K>y^-TPaiR» 

(1052) G.X.R\R 3 &tf R l±ttTlE(871)<D^a 
"C*4fHB— »*(l)"C**>**l4'<> % -/^T-P 



(1053)G.X,R l .R 3 a^ R l±«5IB(871)<DS» 

*;u*-eft4l!frE-«a(i)"c«fe**i4^> 

y^xP«R3M*Xf4*0>tl 



(1054)G.X.R 1 ,R 3 ai; R I4MB(871)(D£8 

izmcntw* r 2 ^fii7i^^;i,t+vs 
«a««T;u*;u»-e*4iWIB-«a(i)T?* 
:b*ft4^V^xP«R**XH:*a>* 



(1055)G.X*R\R 3 Xtf R (4li5lB(871)<D£m 

»«WS«7Jm*S/»"C*4»B-*ll[a(i) 
■CS^^'Ol/^-TPHIRSWtXtt-tCDtt 



(1056) G,X, R\R 3 &t/ R l4«rlB(871)0£« 

3*$/»-efe4i»ia-«a(i)-eat3*H4'<> 

□ BIR«M*X 14*0)* 

(1057) G.X.R\R 3 &i; R (4flt3(871)<D£m 
iCWttffcy, R 2 *<S-(0)m-A-(CO)u-NR 6 R 7 
(nu ^ A. R 6 &tf R 7 li«TlB-»3*(l)ICfclt4 



heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (1050) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (859), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt . which is displayedwith aforementioned General Formula 
(l)whichisa(0)m-A ; - (CO) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula ( 1 ). ) 

[0132] 

As for (1051) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (871), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (1052) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (871), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (1053) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (871), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (1054) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (871), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (1055) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (871), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (1056) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (871), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (1057) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (871), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
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**>7^TP«RiM*Xtt*©tt 



(1058) G„ X, R l , R 3 &tf R l«iHB(883)0)Jg* 

fciwc-cfcy.R 2 A<«»7;m*$/*-c**tt 

(1059) G.X.R\R 3 ;&i; R (ilufH(883)(DS8 

icnt-efcy, r 2 ^>7/«mmk«7^*;u* 

"CftS«HH-»SC(l)-C*t)*4i«^> % y^-fP 
aR3H*XI**<Dtt 

(1060) G.X.R , ,R 3 &i; R l*flirlE(883)<Dg« 

Knceasy, R 2 #xh7!/y;u»*iwsift7ju 



[0133] 

(1061)G.X.R\R 3 &i; R 1*1512(883)0)^8 

««MS«7;u*^»-e**1WIB-*a(i)Tf* 

fc*ft**>V^PaR**XI4*<Dtt 



(1062)G.X,R l > R 3 Si; R li HiJfB(883)0>S8 
KHC-efcy.R 2 *<iS«7^a^>*;U7fC-;U 
»«»«»7;Ua*S/*"e*«1ftlB-*SC(l) 
-ea^^^^Oy^-rPBIRSIftXtt*©* 



(1063) G,X.R 1 ,R 3 &^ R I* HtlfB(883)<7)£g 

!/^TP«R**XI*f-0)tt 

(1064) G*X,R 1 .R 3 Stf R l4«HH(883)0)g 8 
iCHC-efcy % R 2 *<S-(0)m-A-(CO)u-NR 6 R 7 
(m. u, A. R 6 R 7 l*HUlB-&5*(l)ICfclf6 

ssic^Co )T*fe^HtriE~fiSie(i)-ea^$ti 
ftK>vr^paR*(*xii-ta)* 



(1065)G A<»-Y-C(R 2 )(R 3 )-£ Y A<S-NR ; 



salt which is displayedwith aforementioned General Formula 
(1) which isa(0)m-A- (CO) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

As for (1058) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (883), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (1059) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (883), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (1060) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (883), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

[0133] 

As for (1061) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (883), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (1062) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (883), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (1063) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (883), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (1064) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (883), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(l)whichisa(0)m-A- (CO) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

(1065) G to show basis -Y-C (R<sup>2</sup> ) 
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(R A (*«riB-»a(i)icfeit4^«izHi: 0 )$* 

U R 1 4<«rlB-ftjC(l)lcj3f+*Jg«fcHi:Tf* 
y . R 2 #*-NR 4 R 5 (R 4 RlS R 5 l*fIIH-«5C(l) 
icfcltaStt^lHi:. )£ttsU R 3 *<7K*JI^X 



(1066)G, X, R\ R 3 atf R (4MfE(1065)<Z)S8 



(1067) G. X. R l „ R 3 atf R l4fltFt2(1065)<D£g 

CHC-efty, R 2 ^7kK*-efe^iui5-«[jC(i) 

(1068) G, X. R l % R 3 atf R 14 ffiG( 1065)0 

;i/*-eft4«riB-«a(i)-est>**t*'<>7 
^xP»R»ftXI*W>* 



(1069)G. X. R 1 , R 3 atf R l*l?ill2(1065)<D£g 

■MHS*7;u^u*-c*4«riB-tta(i)-ca 

3bSjK**>!/^xP»R*{*XI4*a>tt 



(1070XK X, R 1 . R 3 at; R l*fl5tE(lO65)0>^8 
tBCe*y,R 2 *<«SU6£LTffi*7;u*JU 
S**1"*;ifc<&**75y««lffitt7^*y'f 

^>7^xPB|RW{*Xtt-t<Dtt. 



[0134] 

(1071)G. X. R l . R 3 at; R l4tME(1065)0>£» 

tBis-efcy, R 2 AMg$S7;u*y-f^a^fe€>Htj 
lE-«*(i)-e*t?**L*^>!/^xP«R* 



(R<sup>3</sup> ) -, Y basis -NR<sup>A</sup>- toshow (As 
for R<sup>A</sup> same to definition in aforementioned 
General Formula (1). ), being same to definition 
R<sup>l</sup> in theaforementioned General Formula (1), 
R<sup>2</sup> basis -NR<sup>4</sup>R<sup>5</sup> to 
show (As for R<sup>4</sup> and R<sup>5</sup> same to 
definition in theaforementioned General Formula (1). ), the 
R<sup>3</sup> hydrogen atom or hydroxy group substituted 
lower alkyl group showing, R on pyridine ring as substituent 
on phenyl ring group whichbecomes phenyl group and pyridyl 
group which have times when it possesses lower alkyl group 
as substituent benzo heterocyclic derivative or its salt which is 
displayed with theaforementioned General Formula (1) which 
is a pyridyl carbonyl group which has times when itpossesses 
group which is chosen 

As for (1066) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1065), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (1067) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1065), as for 
benzo heterocyclic derivative or its salt (1068) G, X, 
R<sup>K/sup>, R<sup>3</sup> and R whichare displayed 
with aforementioned General Formula (1) where 
R<sup>2</sup> is the hydroxy group being same to definition 
of aforementioned (1065), the benzo heterocyclic derivative 
or its salt which is displayed with aforementioned General 
Formula (1) where the R<sup>2</sup> is carboxy substituted 
lower alkyl group 

As for (1069) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1065), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (1070) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1065), 
R<sup>2</sup> benzo heterocyclic derivative or its salt . 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

[0134] 

As for (1071) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1065), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 
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(1072)G, X, R ] RlfR\tmi(1065)(DfcmiZ\zl 

j*-r*WE-«ftsc(i)-ea^*#i*^>i/^'rP 



(1073)G.X. R ! ;fttfRltt«E(1065)a>S»::H 

i:-e*y, r 2 <t r 3 a«-»icftorft»7;u*u 



(1074)G, X. R'Stf RliitfiB(1065)0)£||IC|§| 

a(i)-c*t)**i*'<> % y^xPii«»ftxii-t 



(1075)G. X. R ! &i;R[4MlB(1065)<DSS(Cpl 

is-ca&y . r 2 t r 3 tf-mzta-DZimT)^* 
6iKriB-«a(i)-e*^*ti*'<>!/^-TPaiBi 



(1076)G. X. R 1 it; R f±mfIH(1065)(DSglC|^ 

c-e*y.R 2 1 r 3 tf-fti^r^x^uMi 
ffi*7;u* | jx>*£#irr*WK-tta(i) 
■eat>**t*'<>7'v : fpaiR*(txi4-tfl!)* 



(1077)G #tt-Y-C(R 2 )(R 3 )-£?FU Y *<S-NR A - 
(R A (4fjtH-fift5C(l)lZfclt^SSIw|5|i: o )£tF 

u r 1 tmm-m^(\)izmi>Mmizmcvib 

y, R 2 #S-NR 4 R 5 (R 4 R 5 li«B-ttSC(l) 

icfcit^^Sf^lHiCo^^L.R 3 tf**Bi*x 
li7K»»iSHS*7;i/*;u*£*U R A<IMB 

Ht 5]3?«*n«a^R 9 atf P fiWEHKato) 



(1078)G. X, R\ R 3 RIS R l*HHa(1077)0)S« 
izPCT^fey.R 2 A<**M*T?**1IME-tta 



(1079)G. X. R\ R 3 &tf R Iif]f2( 1077) 



As for (1072) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (1065), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (1073) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (1065), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (1074) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (1065), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (1075) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (1065), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy carbonyl 
substitution lower alkylidene group 

As for (1076) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (1065), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms phenyl substitution lower 
alkylidene group 

(1077) G shows basis -Y-C (R<sup>2</sup> ) 
(R<sup>3</sup> ) -, Y basis -NR<sup>A</sup>- shows(As 
for R<sup>A</sup> same to definition in aforementioned 
General Formula (1). ), being same to definition 
R<sup>K/sup> in theaforementioned General Formula (1), 
R<sup>2</sup> basis -NR<sup>4</sup>R<sup>5</sup> ' 
shows (As for R<sup>4</sup> and R<sup>5</sup> same to 
definition in theaforementioned General Formula (1). ), the 
R<sup>3</sup> shows hydrogen atom or hydroxy group 
substituted lower alkyl group , benzo heterocyclic derivative 
or its salt which is displayed with theaforementioned General 
Formula (1) which is a group (As for R<sup>9</sup> and p 
same to definition in theaforementioned General Formula (1). 
R<sup>8</sup> shows hydrogen atom . ) where R is 
shownwith aforementioned (Chemical Formula 5 ) 

As for (1078) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1077), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (1079) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
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(1080)G. X. R\ R 3 RlS R l*mfSB(1077)(&£» 

ju*-e**mE-*a(i)-c*fe**i*^<>!/ 

^PJSRSPftXtt-tfltto 



[0135] 

(1081)G, X. R\ R 3 St/ R (*H?IH(1077)(DS8 

icrac-efcy. r 2 a<««t;u3^>*;u*-ju 



(1082)G. X. R\ R 3 Xt; R l4fl&E(l 077)0 £8 

^**^»-e*«tMB-**(i)tfat>**i* 
*>v^TPaR*ttxri*<D* 



(1083)0, X, R\ R 3 R liflJtS(1077)<7)£g 

ici^c-efcy. R 2 A<fi^T;u^y^;uST*)^fj 
f*XI**a>& 



(1084)G. X. R 1 *^ Rli«rffi(1077)©g|*lCS 
C-C*y . R 2 1 R 3 #-*&lcftoT3t-*V**» 



(1085)G.X,R 1 &i;RliBffIH(1077)CD^SlC|s] 

c-e*y . r 2 t r 3 tf-**icfcor««7;u*'j 

-T>»*»*+*1IIHB-«l*(l)Tf«t)**l* 



(1086)G, X. R I Xl/RlimifB(1077)C7)^g[C^| 
C-efcU,R 2 i: R 3 ^-«lcftoT(S«7^=>* 

sc(i)"eat)aF*i4^>i;^xpaR*ftxi« 



(1087)G. X, R l fttf R l*WC(1077)CD*«ICB 
t-e*y. R 2 1 R 3 A<-^(^oTfiSS7^=i^ 

*«HB-*sc(i)-ea^**i*^/^T-paiR 

#f*XI«-<7)£ 



being same to definition ofaforementioned (1077), as for 
benzo heterocyclic derivative or its salt (1080) G, X, 
R<sup>l</sup>, R<sup>3</sup> and R whichare displayed 
with aforementioned General Formula (1) where 
R<sup>2</sup> is the hydroxy group being same to definition 
of aforementioned (1077), the benzo heterocyclic derivative 
or its salt . which is displayed with aforementioned General 
Formula (1) where the R<sup>2</sup> is carboxy substituted 
lower alkyl group 

[0135] 

As for (1081) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1077),.benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (1082) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1077), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (1083) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1077), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (1084) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (1077), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (1085) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (1077), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (1086) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (1077), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (1087) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (1077), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy carbonyl 
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9?<*xi«-<d& 

(1088)G.X.R'Xt;RI±BfifB(1077)(D^SIC(5l 



(1089)G a<S-Y-C(R 2 )(R 3 )-£*U Y #g-NR A - 
(R A l±fFlE-^(l)ICfcl+^)S«|C|5li: 0 
U R 1 A«ttE-«l*(l)l=fel+*3t«l=Bli:-e* 
U. R 2 A<*-NR 4 R 5 (R 4 Rtf R 5 14«HH-«SC(1) 

i=fci+*s«i=ni:. >**u r 3 x 

cib 5]x^$4x-5»(R 9 si; p itnia-«sc(i) 

■To )-c**«na-fta(i)-e*Jb*4vB'<>'y'v 
^nn^»<*xi4*0)& 



(1090) G, X, R\ R 3 RXS R lifiiJlB(1089)CDSS 

icwis-cay, r 2 a<**fflwc*$iHB-tta 

(i)-C**3**i*'<>^TPBIB5aH*Xtt-t© 

[0136] 

(1091) G. X, R\ R 3 R lifllB(1089)<Z)S8 

uuac-c&y % r 2 *<*B»-eft*«riB-«sc(i) 



(1092) G. X, R\ R 3 itf R l*flJlE(l 089)0) 

(1093) G, X. R\ R 3 R 1*1512(1 089)0) £8 

«»««TJu*;u»^**i(HB-«a(i)-e« 



(1094)G. X> R\ R 3 R liffiIB(l 089)0) S« 

;u**v*T?fc*«riE-«a(i)i?*t>**i5 



substitution lower alkylidene group 

As for (1088) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (1077), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms phenyl substitution lower 
alkylidene group 

(1089) G shows basis -Y-C (R<sup>2</sup> ) 
(R<sup>3</sup> ) -, Y basis -NR<sup>A</sup>- shows(As 
for R<sup>A</sup> same to definition in aforementioned 
General Formula (1). ), being same to definition 
R<sup>K/sup> in theaforementioned General Formula (1), 
R<sup>2</sup> basis -NR<sup>4</sup>R<sup>5</sup> 
shows (As for R<sup>4</sup> and R<sup>5</sup> same to 
definition in theaforementioned General Formula (1). ), the 
R<sup>3</sup> shows hydrogen atom or hydroxy group 
substituted lower alkyl group , benzo heterocyclic derivative 
or its salt which is displayed with theaforementioned General 
Formula (1) which is a group (As for R<sup>9</sup> and p 
same to definition in theaforementioned General Formula (1). 
R<sup>8</sup> shows lower alkyl group . ) where R is 
shownwith aforementioned (Chemical Formula 5 ) 

As for (1090) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1089), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

[0136] 

As for (1091) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1089), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (1092) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1089), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (1093) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1089), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (1094) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1089), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
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(1095)G. X. R', R 3 Stf R l4iffifB(1089)<Dg& 

ttxi4-?-<DiS 



(1096)G > X. R 1 atf R l4iUf3(l 089)0) SglC 13 
CT'fcy.R 2 £ R 3 3^-«lc*oT**vat*» 

j«-r-SHiiia-«iC(i)-ea^^-S'<> , /'Ni L p 



(1097)G. X, R 1 &tfR l*HtHE(1089)(DSSlCil 
ISWJ, R 2 1 R 3 A<-«l=fcoTft*7JU*'J 

T>**»rtf*iWE-»a(i)-c«*5*4i* 



(1098)G, X. R'Rtf RI4HiT8B(1089)a>Sg|::l5l 
CT-ifey, R 2 fc R 3 tf-WcftoTfclftTWa* 

0>£ 



(1099)G. X, R';&l/RI4flItB(1089)CDS8l^ 

c-e*y, r 2 t r 3 *<-*i=J5for«*7;ua* 

*f*XI4*<7)ig 



(1 100)G„ X, R'Ri;RlifIfB(1089)OSSlC|l| 
CT-ifeLj.R 2 £ R 3 tf-$£lCfc-3T7i-;U«& 

T*Sfr£*i-S'<>V^ : fPll!£2S<*XI4-t<D 



[0137] 

(1 101)G #fi-Y-C(R 2 )(R 3 )-£;FU Y #»-NR A - 

(R A i*stjtB-)}Sii:(i)icfcit4S8icpii:o 
u r 1 *<iMB-iia(i)i=*sit*3e«i=Hi:-eft 

L Jv R 2 tf»-NR 4 R 5 (R 4 mi R 5 l41ffllB-*St(l) 
l=j3lt43E»=Wi:. )£*U R 3 A<7K^d^X 
l4*»*«Jft«*7^*;U***U R jWIB 
Ub 5]T'*3Fn^S(R 9 Si; p l4BUSB-flfi:iC(l) 

i=fci**je«=Hc. r 8 i4*a»**r. )T-fc 
*«iE-ifta(i)i»**3**i*'<>^TPaB! 
HH*xi4*roifi 
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which hastimes when it possesses lower alkyl group as 
substituent 

As for (1095) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1089), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (1096) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (1089), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (1097) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (1089), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (1098) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (1089), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (1099) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (1089), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy carbonyl 
substitution lower alkylidene group 

As for (1 100) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (1089), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt . which is displayed with aforementioned 
General Formula (1) whichforms phenyl substitution lower 
alkylidene group 

[0137] 

(1 101) G shows basis -Y-C (R<sup>2</sup> ) 
(R<sup>3</sup> ) -, Y basis -NR<sup>A</sup>- shows(As 
for R<sup>A</sup> same to definition in aforementioned 
General Formula (1). ), being same to definition 
R<sup>l</sup> in theaforementioned General Formula (1), 
R<sup>2</sup> basis -NR<sup>4</sup>R<sup>5</sup> 
shows (As for R<sup>4</sup> and R<sup>5</sup> same to 
definition in theaforementioned General Formula (1). ), the 
R<sup>3</sup> shows hydrogen atom or hydroxy group 
substituted lower alkyl group , benzo heterocyclic derivative 
or its salt which is displayed with theaforementioned General 
Formula (1) which is a group (As for R<sup>9</sup> and p 
same to definition in theaforementioned General Formula (1). 
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(1 102)G. X. R 1 % R 3 &IS R f*fljfE(l !Ol)0^g 



(1 103) G. X. R\ R 3 Rtf R !iME(l 101)0)^8 

fcmccfcy. r 2 4<*»a-efc-6«riB-tta(i) 

(1 104) G, X, R's R 3 atf R I±b5!E(1 101)0^8 

;ugT*fc&ME-®3(i)T*Sfr£;tx£*:^/ 



(1 105)G. X. R 1 * R 3 Jklf R I4itfHH(l 101)CDgg 

««««7;u*;u»-eft*WIB-«iSC(i)-c* 



(1 106)G> X, R 1 . R 3 &tfR ttffiK(l 101)<DSS 

*>v^xP»RiM*xtt*<Dtt 



(1 107)G„ X, R 1 . R 3 R It 3515(1 101)<7)£8 



(1 108)G. X. R'ai/RtefllEO 101)(7)^SIZ|?l 
CT'fey.R 2 t R 3 *<-*ICfco-Oi-*7**» 

3IR*{*Xl±*®tt 



(1 109)G, X, R'atf Rl4flfE(U01)(D5t«l::H 
C-P*y , R 2 1 R 3 tf-Wc&oTffilRT^+'J 



(l 1 10)G. x, R l atf r (4TOE(noi)©g*cB 
WM»R 2 1 R 3 ft<-»cftoT«»7;U3* 
vM&<£$7;i/*U^>S£ff*j£^6ME-^ 
xC(l)T^^*^^/^P«R«<*XI±^ 



R<sup>8</sup> shows hydroxy group . ) where R is 
shownwith aforementioned (Chemical Formula 5 ) 

As for (1 102) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 101), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (1 103) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 101), as foF 
benzo heterocyclic derivative or its salt (1 104) G, X, 
R<sup>l</sup>, R<sup>3</sup> and R whichare displayed 
with aforementioned General Formula (1) where 
R<sup>2</sup> is the hydroxy group being same to definition 
of aforementioned (1 101), the benzo heterocyclic derivative 
or its salt which is displayed with aforementioned General 
Formula (1) where the R<sup>2</sup> is carboxy substituted 
lower alkyl group 

As for (1 105) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1101), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (1 106) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1101), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (1 107) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 101), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (1 108) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (1101), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (1 109) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (1101), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (1 1 10) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (11 01), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt . which is displayed with aforementioned 
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[0138] 

(1 1 1 1) G, X, R 1 XtfRlifflffiO 1O1)0SSI-P 

c-efcy.R 2 ^ r 3 tf-mzt^ximr)^* 

^i*Xli*<Z)J£ 

(1112) G,X. R 1 fttfR 1*1913(1 101)(D£g|Z[H] 

c-efcy, r 2 t r 3 A<-&ic&oT?x-;um& 



(1 1 13)G #fi-Y-C(R 2 )(R 3 )-£^U Y A<S-NR A - 
(R A lifj|H-JS5t(l)ICfclt*^SfC|5lL: o 

l> r 1 A<«riB-»a(i)ictei+*s«icHi:-efc 
y. r 2 A<a-NRV(R 4 ms r 5 i*i»e-«*(i) 
)&7jkL, r 3 A<7k*H» x 

C-fb 5]-e7r£;tv5«(R 9 fttf P liffilB-ttao) 
icfcl-t^SSlc^CoR 8 l±-hPS*^*r o )T- 
**iKHH-lftSC(i)-e*t?**i*'<>i/^nai 



(1 1 14)G, X, R 1 % R 3 ft R tttttG(l 1 13)0>3t« 



(1 1 15) G. X. R 1 , R 3 ft R lilMB(l 1 13)<& j£* 

KHi:-e*y. r 2 6<*»»^*siKria~ifta(i) 

(1 1 16) G. X. R\ R 3 fttf R l*|5ffi(l 1 13)0) 



(1 1 17)G, X, R" % R 3 ft 1/ R ttMSB(l 1 13)(D3e« 

■«ns*7;u*;uai-e*4«ria-«a(i)T?* 



General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

[0138] 

As for (1 1 1 1) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (1101), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy carbonyl 
substitution lower alkylidene group 

As for (1 1 12) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (1 101), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms phenyl substitution lower 
alkylidene group 

(1 1 13) G shows basis -Y-C (R<sup>2</sup> ) 
(R<sup>3</sup> ) Y basis -NR<sup>A</sup>- shows(As 
for R<sup>A</sup> same to definition in aforementioned 
General Formula (1). )., being same to definition 
R<sup>l</sup> in theaforementioned General Formula (1), 
R<sup>2</sup> basis -NR<sup>4</sup>R<sup>5</sup> 
shows (As for R<sup>4</sup> and R<sup>5</sup> same to 
definition in theaforementioned General Formula (1). ), the 
R<sup>3</sup> shows hydrogen atom or hydroxy group 
substituted lower alkyl group , benzo heterocyclic derivative 
or its salt which is displayed with theaforementioned General 
Formula (1) which is a group (As for R<sup>9</sup> and p 
same to definition in theaforementioned General Formula (1). 
R<sup>8</sup> shows nitro group . ) where R is shownwith 
aforementioned (Chemical Formula 5 ) 

As for (1 1 14) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1113), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (1 1 15) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 1 13), as for 
benzo heterocyclic derivative or its salt (1 1 16) G, X, 
R<sup>l</sup>, R<sup>3</sup> and R whichare displayed 
with aforementioned General Formula (1) where 
R<sup>2</sup> is the hydroxy group being same to definition 
of aforementioned (1113), the benzo heterocyclic derivative 
or its salt which is displayed with aforementioned General 
Formula (1) where the R<sup>2</sup> is carboxy substituted 
lower alkyl group 

As for (1 1 17) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1113), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 



-~ ; 



~ii 1 1 -.-i — ♦;*...«. — i i„ 
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(111 8)G, X. R\ R 3 S.U R l*ffilE(l 1 13)<DJg* 
^**^»-C*-51llrtB-*SC(l)"Ca*3**l* 



(1119)G,X, R'.R 3 St;RlifrIS(1113)(OSg 

c-tta(i)T?**5**i*^>^-Tn«ij|ji 



(1I20)G, X, R'&tf RttfTE(l 1 13)(0SSIC[^ 

cr-fey.R 2 <t r 3 A<-*sic&oT**y»£ffe 
iiE-r'5Hiji3-®ie(i)-ca^n-5)'<> v /'NxP 



[0139] 

(1 121)G, X. R 1 Xtf RliHtTEO 1 13)CDSSI^|5l 

t-efcy. r 2 t r 3 *<-*i=<Eor«*7^*'j 



(1 122)G. X. R' &tfRlifJf2(l 1 13)(Dggl^|5| 
CT'fcy.R 2 1 R 3 A«-«l=JSfor««7;Ua* 

a(i)if**3*4i*KW/\TnBI«j»(*X(t-t 



(1 123)G, X, R 1 St/RfiffiEO i u)<D%m\zm 
CT*$.y,R 2 1 R 3 *«-||l=ft9T«*7fla* 



(1 124)G, X. R 1 StfRI* flE(l 1 13)0^aiC|5| 
CT'&y.R 2 i: R 3 A<-|tia5EoT7x=.;UMI 



(1 125)G A<S-Y-C(R 2 )(R 3 )-£;fU Y A<S-NR A - 
(R A lifitFE-iSxC(l)ICfcl+4^glCHli: o )^* 
Ls R 1 i&«ME-«3t(l)l=fclf *JMl::HCT?* 
U» R 2 #g-NR 4 R 5 (R 4 S.U R 5 14IWB-»*(1) 

i=fci+*««icni: 0 )t*uR 3 *<*imk?x 
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R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (1 1 18) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1113), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (1 1 19) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 1 13), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (1 120) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (1113), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt . which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

[0139] 

As for (1 121) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (1113), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (1 122) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (1113), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (1 123) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (1113), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy carbonyl 
substitution lower alkylidene group 

As for (1 124) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (1113), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms phenyl substitution lower 
alkylidene group 

(1 125) G shows basis -Y-C (R<sup>2</sup> ) 
(R<sup>3</sup> ) Y basis -NR<sup>A</sup>- shows(As 
for R<sup>A</sup> same to definition in aforementioned 
General Formula (1). ), being same to definition 
R<sup>l</sup> in theaforementioned General Formula (1), 
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I4*»*«8M6*7;U*;U«£*U R jWWB 
lit 5n**Zfth&(R 9 Rtfp&mz-mi&(\) 

xP«Ri«*Xtt-ta>tt 



(1 126) G. X. R 1 % R 3 St; R I4MB(1 125)0^S 

ici^c-efcy.R 2 tfTKaHK^-ca&siME-ija 
(i)^*fr*ft**:/v^p»R**xtt*<D 

( 1 1 27) G . X. R 1 . R 3 ft R l*flfB( 1 1 25)0 S 8 

ici^ii:-efcy,R 2 *<7Ki$ST?&s«jiH-«xC(i) 

(1 128) G. X. R' . R 3 ft 1/ R (4fiMB(l 125)0)^8 
^TP^R3M*Xfi*<7)i& 



(1 129)G. X. R\ R 3 fttf R lifTE(l 125)0)^8 

*«ffi«7^*;u*-eft4iKrE-«3t(i)'ea 
toStii'Oi/^xPaiMftxii*©* 



(1130)G. X. R\ R 3 ftl/R ttfrffi(1125)<DS« 

fcHCWJ. R 2 4««»*tLr«*7;u*;u 

***1"4Ct0)*«75/»Blft«7;U*-/-f 

;u**->»-c*4iKria-tta(i)-e«*?*ti* 

*>V^P»RiM*X«:*a>*. 



[0140] 

(1 131)G, X. R 1 % R 3 fttf R (4|frfH(l 125)CD£g 

E-«A(l)T?St?**i*^>l/^T"PB8Ri» 



(1 132)G, X. R 1 fttXR (4KrE(l 125)(7)S8!C|5) 

c-efey, r 2 t r 3 #-*sr::fc-3-oi-*v*£» 

HR«ttXli*-<Di£ 



R<sup>2</sup> basis -NR<sup>4</sup>R<sup>5</sup> 
shows (As for R<sup>4</sup> and R<sup>5</sup> same to 
definition in theaforementioned General Formula (1). ), the 
R<sup>3</sup> shows hydrogen atom or hydroxy group 
substituted lower alkyl group , benzo heterocyclic derivative 
or its salt which is displayed with theaforementioned General 
Formula (1) which is a group (As for R<sup>9</sup> and p 
same to definition in theaforementioned General Formula (1). 
R<sup>8</sup> shows halogen atom . ) where R is 
shownwith aforementioned (Chemical Formula 5 ) 

As for (1 126) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 125), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (1 127) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 125), as for 
benzo heterocyclic derivative or its salt (1 128) G, X, 
R<sup>l</sup>, R<sup>3</sup> and R whichare displayed 
with aforementioned General Formula (1) where 
R<sup>2</sup> is the hydroxy group being same to definition 
of aforementioned (1 125), the benzo heterocyclic derivative 
or its salt which is displayed with aforementioned General 
Formula (1) where the R<sup>2</sup> is carboxy substituted 
lower alkyl group 

As for (1 129) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 125), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (1 130) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 125), 
R<sup>2</sup> benzo heterocyclic derivative or its salt . 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

[0140] 

As for (1 131) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 125), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (1 132) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (1 125), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 
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(1133XKX. R'a^RliflfliaO 125)0^81^1^ 
CT'fcy.R 2 1 R 3 4<-«l^oT«*7;U*U 
x>«*»!«-r4t(FlB-»a(l)T?*t)a?*l* 



(1 134)G. X. R 1 Stf R I4«T1H(1 125)(Dje«lCia 

a(i)T?*t>s*i*'<>^xPii»»ftxtt* 



(1135)G.X,R 1 St;RliBtlIB(1125)a)Sa[C|H) 

Cv3b l ) % r 2 t r 3 ^-*caor«*7;u3* 

*miH-*a(i)T?*^**i*K>y^-rpaiR 

#f*XI4-?-<Dti 



(1 136)G. X. R 1 AXfRltmtRO 125)OS8lC[^ 

c-efcy.R 2 1 r 3 *<-fi(c3S:oT7x-juaft 
««T;u*u-r>**»*-r*«na-«i4C(i) 



(1 137)G #£-Y-C(R 2 )(R 3 )-£;fU Y A<*-NR a - 
(R A liBtIIB-®iC(l)icfc(tS^Slc|H|i: 0 
U R 1 4q»E-«*(l)irfcit4S«lcHi:-efc 
Us R 2 #£-nr 4 r 5 (r 4 atf R 5 f±mrE-«xt(l) 
(cfctf-'&SSI^Co )**U R 3 36«**IITX 

C^b 5]-e^^HSS(R 9 si; p ii«E-«*(i) 
icfcit^SBlc^R 8 I*«8k7jua*^»t 
*-To )"Cfc4*Jffi-«a(i)-c?**5*ti4'<> 
V^xPHK#f*Xli-t<Dtt 



(1 138)G, X. R\ R 3 R ttfTE(l 137)<7)£§ 

(i)T?*t5*H4^ % -/^T-paiR#f*xtt-i-a) 



(1 139) G, X. R 1 % R 3 &lf R 14 WE(1 137)(DSg 

icncT?*y, R 2 ^7K^sr^^fiifi-^5e(i) 
-eai^stti^y^paRSiftxiita)* 

(1 140) G, X, R\ R 3 R 141515(1 137)0)£g 

;uar*fc^Hijts-fiSje(i)-eS^^tt^^>v r 
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As for (1 133) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (1 125), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (1 134) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (1 125), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (1 135) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (1 125), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy carbonyl 
substitution lower alkylidene group 

As for (1 136) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (1 125), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms phenyl substitution lower 
alkylidene group 

(1 137) G shows basis -Y-C (R<sup>2</sup> ) 
(R<sup>3</sup> ) Y basis -NR<sup>A</sup>- shows(As 
for R<sup>A</sup> same to definition in aforementioned 
General Formula (1). ), being same to definition 
R<sup>l</sup> in theaforementioned General Formula (1), 
R<sup>2</sup> basis -NR<sup>4</sup>R<sup>5</sup> 
shows (As for R<sup>4</sup> and R<sup>5</sup> same to 
definition in theaforementioned General Formula (1). ), the 
R<sup>3</sup> shows hydrogen atom or hydroxy group 
substituted lower alkyl group , benzo heterocyclic derivative 
or its salt which is displayed with theaforementioned General 
Formula (1) which is a group (As for R<sup>9</sup> and p 
same to definition in theaforementioned General Formula (1). 
R<sup>8</sup> shows lower alkoxy group . ) where R is 
shownwith aforementioned (Chemical Formula 5 ) 

As for (1 138) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 137), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (1 139) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 137), as for 
benzo heterocyclic derivative or its salt (1 140) G, X, 
R<sup>K/sup>, R<sup>3</sup> and R whichare displayed 
with aforementioned General Formula (1) where 
R<sup>2</sup> is the hydroxy group being same to definition 
of aforementioned (1 137), the benzo heterocyclic derivative 
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(1 141)G, X. R 1 » R 3 R lifllEO 137)<7)S8 
fr*;K**>V^vrnStR*tt:XI**©* 



(1 142)G, X. R 1 , R 3 &tf R I* mrlH(l 137)<D^S 

^**>»-e*«t>E-*a(i)-c«*)*4i* 



(1 143)G. X, R 1 , R'&tf R li fjlE(l 137)0>SS 

i5-^ie(i)-cs*?$^'<> , /^oasi* 

i*XI**0)i£ 



(1 144)G. X, R 1 &tfRlilWE(l 137)<7)SglC|^| 

t-efty. r 2 t r 3 #-*ti^T;i-*vS£fl2 
*-r*iffiB-*sc(i)-e**5**i*'<^'vxP 

SlR3H*XI**<Di& 



(1145XKX. R'SU:RlifrfS(1137)<7)SS|-|5l 

T>»*»j*-r««iE-«a(i)"e«*3**i* 



(1146)G,X, R'&tf Rl*frE(1137)<D£«ICH 

t-efcU, R 2 1 R 3 A<-^ic^or«$S7;m^ 

5/«a««7;i>*UT>*£»riW-41(fe-» 

©Jfi 



(1147)G,X. R'St;RlilKrE(1137)©S«l=P 
CT-ifey. R 2 £ R 3 A<-^lC^oTfi$ST^aJF 

9H*XI**<&£ 



(1148)G.X, R'fti;Rl4«rE(1137)<D3S*=H 
c-efcy.R 2 £ R 3 tf-«|Cfco-C7x^U«R 

««7;u*ux>»t»«-r*«iffi-«sc(i) 

T**fr&h.$*>vr^fn«R#f*xi4*a>* 
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or its salt . which is displayed with aforementioned General 
Formula (1) where the R<sup>2</sup> is carboxy substituted 
lower alkyl group 

[0141] 

As for (1 141) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 137), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (1 142) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 137), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (1 143) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 137), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (1 144) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (1 137), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (1 145) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (1 137), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (1 146) G, X, Fl<sup>K/sup> and R being same to 
definition ofaforementioned (1 137), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (1 147) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (1 137), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy carbonyl 
substitution lower alkylidene group 

As for (1 148) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (1 137), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 

o~ 1 T? 1~ /i> ...u:af 1 1 — — i 
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(1 149)G A<S-Y-C(R 2 )(R 3 )-£;nU Y A<*-NR A - 

(r a i*«rE-*st(i)i=feit*3e«iwHii:. )£ * 
y, r 2 a<*-nr 4 r 5 (r 4 st; r 5 i*i»e-*st(i) 

I^SIfSSttcHli:. )£ jfU R 3 A^KiftJST- X 
S&«il&7;u*;U*£iFU R *< 9-* 

*77;u*u-;u»-efc&fJtE-ils stores 



(1 150)G. X. R 1 , R 3 St; R liMSH(l 149)(OSa 

(i)^Sfr&h.**:/7^TnatfiilK*:XH:-ta> 



[0142] 



(1151)G.X. R\R 3 atf Rtt«TE(1149)(DS* 
KIBt-Cfcy. R 2 *<*tt*T7*4lfHB-«SC(l) 



(1 152) G, X. R 1 . R 3 Rtf R l*mflB(l 149)0)£8 
^»-C*4fHB-«SC(l)'e«t3*tt*'<>!/ 

(1 153) G, X, R 1 ^ R 3 JBilf R f4«H3(l 149)0)^8 

«»fi«7;u*;u*T?ft«mE-jtta(i)-ca 



(1 154)G, X, R\ R 3 SI/ R f*«TlB(l 149)(Dg8 



(1 1 55)G, X. R 1 > R 3 St; R [±fTlB(l 149)<7>£8 



General Formula (1) whichforms phenyl substitution lower 
alkylidene group 

(1 149) G shows basis -Y-C (R<sup>2</sup> ) 
(R<sup>3</sup> ) -, Y basis -NR<sup>A</sup>- shows(As 
for R<sup>A</sup> same to definition in aforementioned 
General Formula (1). ), being same to definition 
R<sup>l</sup> in theaforementioned General Formula (1), 
R<sup>2</sup> basis -NR<sup>4</sup>R<sup>5</sup> 
shows (As for R<sup>4</sup> and R<sup>5</sup> same to 
definition in theaforementioned General Formula (1). ), the 
benzo heterocyclic derivative or its salt which is displayed 
with aforementioned General Formula (1) where the 
R<sup>3</sup> shows hydrogen atom or hydroxy group 
substituted lower alkyl group , R 9 -oxo fluorenyl group is 

As for (1 150) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 149), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

[0142] 

As for ( 1 1 5 1 ) G, X, R<sup> 1 </sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 149), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (1 152) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 149), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (1 153) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 149), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (1 154) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 149), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (1 155) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 149), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 
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(1156)G, X, R'&i;RliBtjfH(1149)0S«IC|5] 
C-Cfty, R 2 1 R 3 36<-«l=i!EoT**V»*» 



(1157)G,X. R'SU:RlimItH(1149)(D^glC^l 

T>»t»ja-r*«rB-**(i)T»«^**i* 



(1 158)G> X, R 1 fttfRttflMBO 149)0)Sg|CE| 

ctffey, r 2 <fc r 3 A<-*Sick-D-ci£j»7;m* 



(1 159)G, X. R' RtfRliflfrfBO 149)(0SSIC|5] 
fC*y, R 2 £ R 3 tf-«CfcoT«*7;Ua* 

*>*;u7K=;uBSMS«k7;u*yT>»*»«-r 



(1 160)G. X. R' St/RI*mIfE(l 149)(DSSlC|5l 

i:-e*y,R 2 1 r 3 tf-jfci-fcoT-px-jmsfc 
^SfrSft-S^i/V^Pig^fcXii-E-a) 



[0143] 

(1 161)G #g-Y-C(R 2 )(R 3 )-£^U Y #tt-NR A - 
(R A liMH-|S!SC(l)lCfclt^^glC|S]i: o 
L. R 1 A<fif2-flSiC(l)lcfclt^^Slc^i:-Cfc 
y. R 2 *><*-NR 4 R 5 (R 4 Rlf R 5 1* MB-«it(l) 
fcfclfSJMfcHi;. )£*U R 3 A^mil^ X 

ii7kg?gs$ffi$7;M^u«£ r a<buIB 
c-fb 5)-e*$ti-s*(R 9 ai; P lifirtE-fiftseo) 

l=fel+*S«l=Wi:. R 8 l*§&S<!:LTte*R7 

To )-cft««rE-«sc(i)-ea*3* tvB'Oi/^ 



(1162)G, X. R\ R 3 & tf R liiftffi(l 161)®£K 
(l)TSfr£fti>*>7'NTPJll£#<*Xli-?-cD 
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As for (1 156) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (1 149), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (1 157) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (1 149), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (1 158) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (1 149), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (1 159) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (1 149), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy carbonyl 
substitution lower alkylidene group 

As for (1 160) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (1 149), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt . which is displayed with aforementioned 
General Formula (1) whichforms phenyl substitution lower 
alkylidene group 

[0143] 

(1 161) G shows basis -Y-C (R<sup>2</sup> ) 
(R<sup>3</sup> ) Y basis -NR<sup>A</sup>- shows(As 
for R<sup>A</sup> same to definition in aforementioned 
General Formula (1). ), being same to definition 
R<sup>l</sup> in theaforementioned General Formula (1), 
R<sup>2</sup> basis -NR<sup>4</sup>R<sup>5</sup> 
shows (As for R<sup>4</sup> and R<sup>5</sup> same to 
definition in theaforementioned General Formula (1). ), the 
R<sup>3</sup> shov/s hydrogen atom or hydroxy group 
substituted lower alkyl group , benzo heterocyclic derivative 
or its salt which is displayed with theaforementioned General 
Formula (1) which is a group (As for R<sup>9</sup> and p 
same to definition in theaforementioned General Formula (1). 
R<sup>8</sup> shows amino group which has fact that it 
possesses the lower alkanoyl group as substituent . ) where R 
is shownwith aforementioned (Chemical Formula 5 ) 

As for (1 162) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1161), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 

n „ ^n^/ ^ u..j 4. 
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(1 163) G. X. R 1 , R 3 Rlf R l*WIE(l 161)<D^S 

(1 164) G. X, R\ R 3 S.lf R limjfB(l 161)0)^8 

izmtv&v . r 2 ^^Tt^mmmT)^ 



(1 165)G. X, R 1 ^ R 3 JSilS R i±M2(l 161)0)^8 



(1 166)G, X, R 1 ,R 3 MR (* fTIfl(l \6\)0)%m 



(1 167)G. X. R\ R 3 ftt; R I4«TE(1 161)®£tt 

E-«a(i)-ea^**t*K>y/vrpa»* 



(1 169)G. X, R ! atXRI*frlH(1161)(7)Sa[CH 

t-e*y , r 2 t r 3 4«-»iic36:-3Tis«7;u*y 
■r>»*»iS'r««HB-tta(i)-e*t>4*L* 
*>^TP»B#<*xi«-a>* 



CV&h R 2 k R 3 ti<-mzte<oX\mTJl>z\* 

3t(i)-e*t?**i*'<>!/^T-paR»*xf*-t 



[0144] 

(1171)G.X,R'Si;RliH(rlS(1161)<7)^aiZ^l 



R<sup>2</sup> is hydrogen atom 

As for (1 163) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 161), as for 
benzo heterocyclic derivative or its salt (1 164) G, X, 
R<sup>l</sup>, R<sup>3</sup> and R whichare displayed 
with aforementioned General Formula (1) where 
R<sup>2</sup> is the hydroxy group being same to definition 
of aforementioned (1 161), the benzo heterocyclic derivative 
or its salt which is displayed with aforementioned General 
Formula (1) where the R<sup>2</sup> is carboxy substituted 
lower alkyl group 

As for (1 165) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 161), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (1 166) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 161), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (1 167) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 161), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (1 168) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (1 161), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (1 169) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (1161), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (1 170) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (1161), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt . which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

[0144] 

As for (1171) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (1161), R<sup>2</sup> and 
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4IMB-«SC(i)-C*t)**i*'<>'/^ : fna« 



(1172)G,X»R'»t;RlifIIB(1161)<DS»Cl5 
i:-r?fcy.R 2 <b R 3 A<-$llc/d:oT37x-;uMgS 



(1 173)G, X. R 1 , R 3 RXf R lifrlB(l 161)0>^f§ 
C-ttSC(l)'Ca*)**l*'<>y'v-rP««# 



(1 174)G, X, R". R 3 £1/ R 1*1513(1 161)0S£ 



(1 175)G, X, R 1 , R 3 R [*huIS(1 161)C0^g 

7^xnatR#i*XI**(DiS 



(1 176)G. X. R'» R 3 R lifJtaO 161)<DS« 

«&fe$^u*;u*T*fc&Huie-fiS3£(ire» 



(1 177)G» X, K\ R 3 Stf R lifrffi(l 161)<D^|g 



(1 178)G, X. R\ R 3 8.1* R lijfflfEO 161)<D^g 

a+vS-efc-i>Htiia-®S(i)-ca^$^-5'<> 



(1 179)G* X. R\ R 3 AXf R 1*11513(1 161)(DSS 
ICHC-efcy, R 2 A<a-(0)m-A-(CO)u-NR 6 R 7 
(m. u, A. R 6 Rlf R 7 (ifltlaB— flSiC(l)lCte(tS 

s«i=rai:. )T»**«nB-*a(i)"c*^*i 
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R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy carbonyl 
substitution lower alkylidene group 

As for (1 172) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (1161), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms phenyl substitution lower 
alkylidene group 

As for (1 173) G, X, R<sup>K/sup>, R<sup>3</sup> arid R 
being same to definition ofaforementioned (1 161), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (1 174) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 161), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (1 175) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1161), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (1 176) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 161), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (1 177) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 161), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (1 178) G, X, R<sup> K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1161), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (1 179) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1161), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which is a (O ) m-A- (CO) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
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(1 180)G #S-Y-C(R 2 )(R 3 )-£7fU Y A<S-NR A - 
(R A [iBUlB-fi§xt(l)(Cfc(fi>^«|Z^i: o )£tf 

ur 3 tfjmmi-xitym&wmmTfr* 
izm c-efc y % r 2 ^*-nr 4 r 5 (r 4 at; r 5 i±«hb 

-»*(l)lcfcMt*£»craCo)tSUR tf* 



[0145] 

(1 181)G. X. R 1 . R 3 »tf R (iffirK(l 180)0)^8 

(i)*«fc*K5*>v^p»R*(*xii*a> 



(1 182) G. X, R\ R 3 it; R I4UIH(1 180)0 

icmc-efcy, r 2 *<*»*-(f*-sTOiB-«a(i) 

(1 183) G. X, R 1 , R 3 at; R l*fTE(l 180)0)^8 
tBt-Cfcy, R 2 aS«*JU**5/««««7JU* 

;u*-e*««HB-«a(i)-c*t>**i4'<>!/ 



(1 184)G. X. R 1 . R 3 at; R I* fTlB(l 180)<D£8 

i=Bi:-e*y . r 2 tf«»7;ua*i/*;u#^u 

■!WS«7^Ht?*ilH!-ll»a(l)« 
fr*ft**>V^P»R#*XI«-0>* 



(1 185)G. X. R 1 . R 3 at; R I4I5IH0 180)<©S« 

^/A.xpawsiftxtt*©* 



(1 186)G. X, R\ R 3 at; R l4flHE(l 180)0)^8 

KHC-cfcy, R 2 *<«iSR7;u*y-r;uaT*fe^Hij 

E-fta(i)t?a*3*4i4'<>7^paR» 

<*xi**cdj& 



R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

(1 180) G shows basis -Y-C (R<sup>2</sup> ) 
(R<sup>3</sup> ) -, Y basis -NR<sup>A</sup>- shows(As 
for R<sup>A</sup> same to definition in aforementioned 
General Formula (1). ), R<sup>3</sup> shows hydrogen 
atom or hydroxy group substituted lower alkyl group , being 
same to definition R<sup>l</sup> in aforementioned General 
Formula (1), benzo heterocyclic derivative or its salt . which 
is displayedwith aforementioned General Formula (1) which 
is a quinolyl carbonyl group which has timeswhen 
R<sup>2</sup> basis -NR<sup>4</sup>R<sup>5</sup> 
shows (As for R<sup>4</sup> and R<sup>5</sup> same to 
definition in theaforementioned General Formula (1). ), R on 
quinoline ring possesses phenyl group as substituent 

[0145] 

As for (1 1 81) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 180), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (1 182) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 180), as for 
benzo heterocyclic derivative or its salt (1 183) G, X, 
R<sup>K/sup>, R<sup>3</sup> and R whichare displayed 
with aforementioned General Formula (1) where 
R<sup>2</sup> is the hydroxy group being same to definition 
of aforementioned (1 180), the benzo heterocyclic derivative 
or its salt which is displayed with aforementioned General 
Formula (1) where the R<sup>2</sup> is carboxy substituted 
lower alkyl group 

As for (1 184) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 180), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (1 185) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 180), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (1 186) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 180), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 
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(1 187)G. X, R 1 &tfRl*ffi!B(l 180)(D^glCg| 
\LX*SbV.R 2 t R 3 A<-*6IC^T^VS^ 



(1188)G, X, R'&t/RlifjfBO 180)CD^SI^Is] 
CT^A R 2 <t R 3 tf-*£(::&^Tffi&T^'J 



CX*tbV.R 2 t R 3 tf-mzt^Tim7)^* 



(1 190)G. X. R 1 Rlf R 1 S0)O)^m\zm 

c-efey. r 2 t r 3 *<-^icfcoTffi$7;u=]* 



[0146] 

(1191)G.X,R l Si;Rf±Mfi(1180)(DSgfCP 

i:t^u.r 2 <t r 3 A<-^iz^or^x-;uagi 



(1 192)G, X, R 1 . R 3 JSlU R l*mZ(\ 180)<7)£g 



(1 193)G. X. R 1 , R 3 JSLlS R li|tJia(l \S0)(D^m 



(1 194)G. X, R 1 * R 3 2klf R I±h5 IB(1 1 80)<D£ £ 

+;u*^fc^MIB-flSjt(i)-ea^^tii)^> 
!/^xP«IS#<*xii^<7)^ 



(1 195)G, X. R 1 . R 3 JSLlf R l*fjfB(l \S0)O)^m 
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As for (1 187) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (1 180), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (1 188) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (1 180), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (1 189) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (1 180), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (1 190) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (1 180), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt . which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy carbonyl 
substitution lower alkylidene group 

[0146] 

As for (1 191) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (1 180), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms phenyl substitution lower 
alkylidene group 

As for (1 192) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 180), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (1 193) G, X, Fv<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 180), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (1 194) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 180), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (1 195) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 180), benzo 
heterocyclic derivative or its salt which is displayed with 
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(1196)G, X, R\ R 3 atf R 1*^12(1 180)0)^8 
*«*«*7;ua*5/*T?**«IE-«W(l) 



(1 197) G. X, R\ R 3 St/ R lilffifBO 1 80)0>SS 

(1 198) G. X, R\ R 3 St; R liMIB(l 1 80)0)^8 
iClHlC-efcy, R 2 A<S-(0)m-A-(CO)u-NR 6 R 7 
(nu u. A, R 6 at; R 7 l*SflH-«S(l)lCfclt5 

jeaicHc. )-e**itiB-**(i)T?at>**i 



(1 199)G A<a-Y-C(R 2 )(R 3 )-£^U Y *)<S-NR A - 

(R A i*fiia-jisS(i)irfcit^,g8ici5ii: 0 

;i>*£*UR' A«IMB-ttSC(l)l=telt*JE« 

cn^c-c&y . r 2 a<s-nr 4 r 5 (r 4 at; r 5 itfitH 

-®^(l)(Cfclt^S8lc[5li:„)^*L.R #7 

$r-7>^;u*;u^;uar-fc-5BiitB-«a;ie(i) 



(1200) G. X. R 1 , R 3 at; R (±b5IB(1 199)0)^8 

i=Hi:-e*y, r 2 

[0147] 

(1201) G, X. R*> R 3 SI/ R Ii«rl2(l 199)<D £ g 

Knt-efcy . r 2 3&<*»*-efc*wriB-«a(i) 



(1202)G. X, R\ R 3 SI/ R li BUt2(l 199)(DS* 

;u*-e**«na-«a(i)-ea*3**t*'<>!/ 



theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (1 196) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 180), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (1 197) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 180), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (1 198) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 180), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which isa(0)m-A- (CO) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

(1 199) G shows basis -Y-C (R<sup>2</sup> ) 
(R<sup>3</sup> ) -, Y basis -NR<sup>A</sup>- shows(As 
for R<sup>A</sup> same to definition in aforementioned 
General Formula (1). ), R<sup>3</sup> shows hydrogen 
atom or hydroxy group substituted lower alkyl group , being 
same to definition R<sup>l</sup> in aforementioned General 
Formula (1), R<sup>2</sup> basis 
-NR<sup>4</sup>R<sup>5</sup> shows(As for 
R<sup>4</sup> and R<sup>5</sup> same to definition in 
theaforementioned General Formula (1). ), benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (l)where R is adamantyl carbonyl group 

As for (1200) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 199), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

[0147] 

As for (1201) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 199), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

As for (1202) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 199), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
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(1203)G» X, R\ R 3 RlS R litfTtB(l 199)<Z>£I£ 

»»<5®7;udp;u*-efc*iiiriB-«ftsC(i)-c* 



(1204)G> X. R l , R 3 &tf R li#FfB(l 199)0)^8 

;u***>*T**iKrlB-tt*(i)-ca*3**i* 



(1205)G. X. R\ R 3 Si; R l*BiJIB(l 199)0)£8 



(1206X5* X, R 1 RtfR (ifHE(l 199)(DSg!C|5) 

c-e*y, R 2 <t r 3 tf-8ia&:o-o*-*v»*» 
J3c-r^)fIIB-i!SS(l)T-*^tL€>'<>^7 1 P 



(1207)G. X. R' StfRlilfflBd 199)ro^glC|^| 
CT'fcy.R 2 i: R 3 tf-mz.U-oTte®.T )W) 



(1208X5. X> R'Xi;RlifJlB(1199)a5SSlC|l 
CTfci-A R 2 £ R 3 tf-Hirfc-aTffiRTJUa* 

3t(l)^«*5*ft**>V^VTn»R*»Xr*-€- 

rots 



(1209)G, X, R'&tfRlifflfBO 199)(D^SlC|U 
R 2 1 R 3 A<-$tlc£oTte$7;u:a* 

««nE-«a(i)-ca*>**i*'<>y^-TPRR 



(1210)G,X.R'Ri;RI*BfltB(1199)©SSlC|5l 
C-Cfcy.R 2 1 R 3 tf-fclcfco-Oi-^RR 

■C«*3**l*'<>l/^-TPRR*fl:XI*-t© 



[0148] 
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R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (1203) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 199), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (1204) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 199), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (1205) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 199), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lov/er alkanoyl group 

As for (1206) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (1 199), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (1207) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (1 199), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (1208) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (1 199), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (1209) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (1 199), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy carbonyl 
substitution lower alkylidene group 

As for (1210) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (1 199), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt . which is displayed with aforementioned 
General Formula (1) whichforms phenyl substitution lower 
alkylidene group 

[0148] 
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(1211) 0. X. R\ R 3 atf R (4lffiE(l 199)CD^g 

izmcvtov* r 2 A<««7Jua*5/»-e*ftitr 

E-»a(l)"CSE*)**l4^> % -/^TrDaRi| 
f*XI4*(D& 

(1212) G, X, K l % R 3 at; R ttflrlBO 199)0)56* 

■eftft«na-ittsc(i)-c*t3**L«^> % /^-TP 

(1213) G. X. R 1 , R 3 St/ R I4buE(1 199)(DS* 

icHC-e&y , r 2 *<xh77u;uasjft«»7;u 
% /'VfPlB&3Si*XI4-E-<DJS 



(1214)G. X. R\ R 3 at; R I4«TE(1 199)(D£* 

KBC-efcy. r 2 *MS&7;u*j/^u**vS 
«BMS»7;u*;u*r**mE-»a(i)-c* 
fr*ft**>v^paKa«*xi4*a>tt 



(I215)G, X, R's R 3 at/ R l*ttC(l 199)(D3t* 
*«8lft*7;u=i*5/»-eft*imE-«SC(l) 



(1216) G, X. R\ R 3 at; R f4fflE(l 199)<DS* 

□*s/a-c**n»E-tt*(i)-e*t)**i*'<> 

!/^xP«B»*XI**ffl* 

(1217) G. X. R\ R 3 at; R l4flrE(l 199)0>£g 
' icnC-efcy .~R 2 *<S-(0)m-A-(CO)u-NR 6 R 7 

(m. u, a. r 6 at; r 7 i4ttE-«a(i)f-fcit* 

S*irBli: 0 )-Cfc*ffiE-*SC(i)-e**3**i 
«'<>7^-TP31R#i*xr4-t0tt 



(1218)G rf><S-Y-C(R 2 )(R 3 )-£ iSU Y g-NR A - 

(r a i4WE-«a(i)i=fcit*s*i=Hi: 0 )** 

U R 3 *<**JR^XI47kit*«SHt*7^* 
JUS^UR 1 AMME-»a(l)K*5lt*S* 

icnt-efcy , r 2 #*-nr 4 r 5 (r 4 at; r 5 rime 

-*S(l)l3feft4e*CBIi:.)t»UR 
Ci:«)fc4^x-;u*jU7(?-;u«T-fcSfrE- 



As for (121 1) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 199), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (1212) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 199), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (1213) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 199), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (1214) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 199), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (1215) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 199), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (1216) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 199), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As.for (1217) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 199), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which isa(0)m-A- (CO) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

(1218) G shows basis -Y-C (R<sup>2</sup> ) 
(R<sup>3</sup> ) -, Y basis -NR<sup>A</sup>- shows(As 
for R<sup>A</sup> same to definition in aforementioned 
General Formula (1). ), R<sup>3</sup> shows hydrogen 
atom or hydroxy group substituted lower alkyl group , being 
same to definition R<sup>l</sup> in aforementioned General 
Formula (1), benzo heterocyclic derivative or its salt which is 
displayedwith aforementioned General Formula (1) which is a 
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(1219)G. X, R' v R 3 RU R l*Htlfa(1218)<7)S8 



(1220)G. X. R\ R 3 &t; R 1*3(113(1218)056* 
fcHlSUfcU s R 2 #*it*-i?fc-6l!trlB-*ta(i) 



[0149] 

(1221)G. X, R 1 , R 3 atf R l*ii(ifE(1218)©5t* 

;i/*-efe-5S(rf3-»iC(i)-e«t>$H*'<>v 



(1222)G> X. R 1 , R 3 R l*tiMJE(1218)<DJg g 



(1223)G. X, R 1 , R 3 atf R [iMtS(1218)©SS 

i=rat-e*y, r 2 tm^tLxas.mT)^)^ 
;u+*->«-cfc*«HB-«!SC(i)-c*t>*tis 



(1224)G. X. R\ R 3 atf R lifiME(12l8)<D£tt 
irl^CT'fcy, R 2 AM6l»7;L-*/'f ;L,»-Cfc^ffI 
IH-«S(l)-eSt?**i-5'<> , -/^f-PaSI3» 
f*XI*-?-<Z>ig 



(1225)G.X. R'at/Rl*|tlIB(1218)<D^glC|5| 

cr-fcy.R 2 <fc r 3 tf-mzt^xttv&m 
jjW-*«HE-«a(i)-e«^aF*i*'<>y^Tn 

fflBWftX [**-«>& 



(1226)G. X. R 1 at/RliBtjia(1218)<D^SlC|^l 

t-cfcy, r 2 t r 3 A<-if&fcfcoTiSi»T;u*y 
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thienyl carbonyl group which has timeswhen R<sup>2</sup> 
basis -NR<sup>4</sup>R<sup>5</sup> shows (As for 
R<sup>4</sup> and R<sup>5</sup> same to definition in 
theaforementioned General Formula (1). ), R on thiophene 
ring possesses phenyl group as substituent 

As for (1219) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1218), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (1220) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1218), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydroxy group 

[0149] 

As for (1221) G, X, R<sup> K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1218), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxy substituted lower alkyl group 

As for (1222) G, X, R<sup> K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1218), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

As for (1223) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1218), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (1224) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1218), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (1225) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (1218), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (1226) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (1218), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 

/-> i t? 1~ ( i \ ...u:„uf „ 1 ~~ „it„.i: 
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(1227)G. X, R 1 Rtf RI*1i)ffi(1218)(D£glC(5] 
CT-fcy, R 2 1 R 3 A<-*SlCfcoTffiiift7;UP* 

s/«»«*7^*'j-r>**jfcjiM-4*nE-* 



(1228)G, X, R'ai;Rf*HfFlB(1218)<DS8l-l^ 
CT-ifey. R 2 1 R 3 tf-HlCfto-C«*7^a* 



(1229)G.X v R , &tKRIiffFlB(1218)CDSaiC|p| 
CWJ, R 2 fc R 3 ft<-$&IC&oT7x^/UgS& 

T***?£*iS*>l/^xP«R#<*XI*-E-0i£ 



(1230)G. X, R 1 . R 3 Xtf R I*hHS3(1218)<Z>£8 

ia-fta(i)-?**3*#i4'<>y^-rPJiR# 



[0150] 

(1231)G. X. R\ R 3 &t/ R lifIia(1218)<7)SS 

■c «hb-«*( i yea t>*#i*'<>7^T' p 

«R»<*X 



(!232)G, X, R 1 . R 3 &tf R (4fIIB(1218)fl)3t« 
IC^CT'fcy, R 2 ^T-h77'J JU*«MMS«7VU 

JF;u*T*$>-5fiia-j&5e(i)T'St?$ti^'<> 



(1233)G. X, R\ R 3 Xtf R liffrlB(1218)(DS« 

ic^c-efey.R 2 w*&i».7i\,-hJ<()i>**ci'& 
«IMM7JWwi-»-e**iWB-»*(i)-cR 



(1234)G. X, R' s R 3 &tf R I4MIS(1218)©^8 

ICHCT*AU. R 2 AM£»7^a**>A;U7t?-;u 
*«»«»7;Ua**>»T»fe4«IIB-*a(l) 
r*fr*ft$'<:/'/'VfnBSR*ft:Xli*a>tt 
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General Formula (1) whichforms lower alkylidene group 

As for (1227) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (1218), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (1228) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (1218), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy carbonyl 
substitution lower alkylidene group 

As for (1229) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (1218), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms phenyl substitution lower 
alkylidene group 

As for (1230) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1218), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

[0150] 

As for (1231) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1218), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (1232) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1218), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (1233) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1218), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (1234) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1218), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 
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(1235) G. X. R\ R 3 &tf R IifJSE(l 2 18)0)^8 
3*i/*-Cft*ffilB-ftsC(l)-e**3**i*^<> 

(1236) G. X, R\ R 3 Rlf R f4«HS(1218)0)S* 
IwWC-C&y. R 2 A<S-(0)m-A-(CO)u-NR 6 R 7 
(nu u, A. R 6 RXS R 7 f4TOE-ttSC(l)ICfclf* 

&m\zmCo )-efc4«HB-»*(i)-e«*p**t 



As for (1235) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1218), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (1236) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1218), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which is a (O ) m-A- (CO ) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

(1237) G shows basis • Y-C (R<sup>2</sup> ) 
(R<sup>3</sup> ) -, Y basis -NR<sup>A</sup>- shows(As 
for R<sup>A</sup> same to definition in aforementioned 
General Formula (1). ), R<sup>3</sup> shows hydrogen 
atom or hydroxy group substituted lower alkyl group , being 
same to definition R<sup>l</sup> in aforementioned General 
Formula (1), benzo heterocyclic derivative or its salt which is 
displayedwith aforementioned General Formula (1) which is a 
thiazolyl carbonyl group which has timeswhen 
R<sup>2</sup> basis -NR<sup>4</sup>R<sup>5</sup> 
shows (As for R<sup>4</sup> and R<sup>5</sup> same to 
definition in theaforementioned General Formula (1). ), R on 
thiazole ring possesses phenyl group as substituent 

As for (1238) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1237), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is hydrogen atom 

As for (1239) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1237), as for 
benzo heterocyclic derivative or its salt (1240) G, X, 
R<sup>l</sup>, R<sup>3</sup> and R whichare displayed 
with aforementioned General Formula (1) where 
R<sup>2</sup> is the hydroxy group being same to definition 
of aforementioned (1237), the benzo heterocyclic derivative 
or its salt . which is displayed with aforementioned General 
Formula (1) where the R<sup>2</sup> is carboxy substituted 
lower alkyl group 

[0151] 

As for (1241) G, X, F<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1237), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

(1242)G, X, R 1 % R 3 Rlf R I4M3(1 237)0 As for (1242) G, X, R<sup> Wsup>, R<sup>3</sup> and R 



(1237)G A<S-Y-C(R 2 )(R 3 )-£7n:U Y /)<S-NR A - 
(R A (±fjtB-«Sjt(l)lCfc|-t^S«lC|H]i: o )&7F 

ur 3 rfimm+xitjm&mmmTji,* 

ICHC-Cfcy. R 2 #S-NR 4 R 5 (R 4 &tf R 5 fimfflB 
-»a(l)lcfcM+43e«lcEli:«)**UR 



(1238) G. X. R 1 s R 3 JSilS R lilu 15(1237)0^8 

(1239) G, X. R 1 s R 3 JSilf R l*flf2(1237)CD£g 

(1240) G. X. R\R 3 RlS R (*HijIB(1237)C0^8 

;u»=e**«HB-*a(i)-e»*3**i«K>i/ 



[0151] 

(1241)G. X, R\ R 3 St; R l±1trffi(1237)<7)£8 

BSi«»7;^u«T*fc*ffiiH-«flft5C(i)-ea 
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;u**'>»-e**mrE-ttSC(i)-cat3**i* 
'Oy'vraaRJlHtxi**©* 



(1243)G. Xs R'. R 5 S.U R I4«T1B(1237)©J|« 
<*Xli*<DiI 



(1244)G, X. R'Rr;.RI*mria(1237)<D^gl-PI 

WM.R' t R 3 3b<-«l=«i:"3-Ci-*v»*» 



(1245)G. X. R'7Ai;RI*#jfB(1237)<7)£8lC|5] 
CT?fcy,R 2 1 R 3 ft<-HlCfc-3-Ci£&7;U*'J 



(1246)G.X,R'&i;R{ifF8B(1237)<DSa»CH 



(1247)G, X, R'&tf RlitfrK(1237)0>5£Sf::EI 
aX'fey.R 2 £ R 3 tf-m~te-oX&$Ei7)\,zi* 

aw*xi«-«>* 



(1248)G, X, R'Xt;Rl4fIlB(1237)roSaiC^| 
CT-fcy.R 2 1 R 3 *<-«::fcoT7x=JI,«tft 

■ea*3**i-5'<>^^ J 7 L P«R3ltt:Xli-t<Dtt 



(1249)G, X s R\ R 3 &tf R lifj|3(1237)©£a 

E-ma(i)T!**74*i4'<> , ;'vfD«Bf 

(*Xli*<D£ 



(1250)G. X. R\ R 3 R l*fJf3(1237)<D^S 
«R#«:XI*-f-(Oifio 
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being same to definition ofaforementioned (1237), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (1243) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1237), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (1244) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (1237), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (1245) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (1237), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (1246) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (1237), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (1247) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (1237), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy carbonyl 
substitution lower alkylidene group 

As for (1248) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (1237), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms phenyl substitution lower 
alkylidene group 

As for (1249) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1237), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (1250) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1237), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 

n ^ -tw ^ ; 1 — *:4-..*~ j i n„.i 
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[0152] 

(1251)G, X. R\ R 3 Rtf R !±HUtE(1237)0^S 



(1252)G. X. R\ R 3 At; R I4«TIE( 1237)<7>S8 
SSlffi3!»7;U+^Sr*&i>flIB-flS3S(l)T^ 



(1253)G„ X. R 1 , R 3 atf R lift5fE(1237)<D£8 

»«»*»TiUa*^»tf**«TB-«*(l) 
**fr**l**>V^Tn«R*ttXI«-«>tt 



(1254) G, X, R l , R 3 atf R I4h(FE(1237)<&S« 

(1255) G. X. R 1 . R 3 at; R fiflMBO 237)0 J£« 
(ZlHlC'e&y, R 2 #S-(0)m-A-(CO)u-NR 6 R 7 

Cm, u. a, r 6 at; r 7 iilWE-»*(i)i=fcrt* 
£«icsi; 0 )-efc4iKrE-»a(i)-e*#?**i 
4K>v^n8SR3M*xii*<Dtt 



(1256)G #*-Y-C(R 2 )(R 3 )-£^U Y A<»-NR A - 

(R A iiHtjis-fiaxC(i)[cfcit4^§(ciiii: 0 
u r 3 ^mm^xitpm&mmmT)^ 

iciai:-c*y % R 2 i<*-NR 4 R 5 (R 4 ai; r 5 i±*rE 

-«*(l)^J3lt*S«cHC.)**L.R *<v 



(1257)G> X. R 1 , R 3 at; R I* BU 13(1256)0) £8 

(i)T?*t>**t*'<>!/^7 : aaRaitt:xii-ta) 



R<sup>2</sup> is cyano substituted lower alkyl group 
[0152] 

As for (1251) G, X, R<sup> l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1237), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (1252) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1237), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (1253) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1237), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (1254) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1237), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (1255) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1237), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which isa(0)m-A- (CO) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

(1256) G shows basis -Y-C (R<sup>2</sup> ) 
(R<sup>3</sup> ) Y basis -NR<sup>A</sup>- shows(As 
for R<sup>A</sup> same to definition in aforementioned 
General Formula (1). ), R<sup>3</sup> shows hydrogen 
atom or hydroxy group substituted lower alkyl group , being 
same to definition R<sup>l</sup> in aforementioned General 
Formula (1), R<sup>2</sup> basis 
-NR<sup>4</sup>R<sup>5</sup> shows(As for 
R<sup>4</sup> and R<sup>5</sup> same to definition in 
theaforementioned General Formula (1). ), benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (l)where R is cycloalkyl carbonyl group 

As for (1257) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1256), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
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(1258) G, X. R\ R 3 fttf R (J BUlH(1256)(DS8 

i^rac-cfcy . r 2 *<*»»-e**fna-»*(i) 

(1259) G. X. R\ R 3 it/ R 1*3512(1 256)0) £8 

^»t?**mE-»*(i)-e*to**i*K>»/ 



(1260)G. X. R\ R 3 at; R l4ffiE( 1256)0)^8 



[0153] 

(1261)G. X. R\ R 3 at; R lifrlH(1256)(DSIi 
KHISWJ.R 2 A<«*»J:LTft«7;U*JU 

;u***>*^ft*«riB-»a(i)-cat>*ti4 



(1262)G. X. R 1 . R 3 at; R l*«rK(1256)0)S* 

KBC-efcy, R 2 ^g$87;u*y-f;uSt?fe^mi 

E-«*(l)T?at3**i*'<>^-rP3ai»» 



(1263)G. X. R ! at;RI±fjlS(1256)0^g(C^ 
CTfcUsR 2 1 R 3 A<-«Cfc-3T3j-*V**# 



(1264)G, X, R ! at;RttHijfS(1256)(D^aiZ^ 

cefcy. R 2 1 R 3 tf-»cfcoTftl»7;u*«J 
x>»*»rit-r*iwnB-«*(i)-c«*?*tt* 



(1265)G.X.R , at;RliBijl2(1256)(7)^g|Cl^I 

c-e&y . r 2 t r 3 tf-mzt^T<&mT)^* 



(1266)G, X, R 1 ai;Rtt«rlE(1256)(D£*=gl 

is-e&y s r 2 <t r 3 a<-»c&ot«*7;u3* 



R<sup>2</sup> is hydrogen atom 

As for (1258) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1256), as for 
benzo heterocyclic derivative or its salt (1259) G, X, 
R<sup>l</sup>, R<sup>3</sup> and R whichare displayed 
with aforementioned General Formula (1) where 
R<sup>2</sup> is the hydroxy group being same to definition 
of aforementioned (1256), the benzo heterocyclic derivative 
or its salt which is displayed with aforementioned General 
Formula (1) where the R<sup>2</sup> is carboxy substituted 
lower alkyl group 

As for (1260) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1256), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl substituted lower 
alkyl group 

[0153] 

As for (1261) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1256), 
R<sup>2</sup> benzo heterocyclic derivative or its salt 
which is displayed with theaforementioned General Formula 
(1) which is a amino substitution lower alkanoyl oxy group 
which hastimes when it possesses lower alkyl group as 
substituent 

As for (1262) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1256), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl group 

As for (1263) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (1256), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms oxo group 

As for (1264) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (1256), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkylidene group 

As for (1265) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (1256), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy-substituted 
lower alkylidene group 

As for (1266) G, X, R<sup>l</sup> and R being same to 
definition ofaforementioned (1256), R<sup>2</sup> and 
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(1267)G, X. R 1 Sl/R l*B!lfa(1256)(DSSI-l^ 



(1268)G. X, R\ R 3 at; R lifflB(l 256)0) 

ffi-*a(i)-e«t3**i*'<>y'v j rnaii!# 



(1269)G. X, R\ R 3 atfR liffJfB(1256)<DSg 

irpicT-fcy » r 2 tf>s7JW.m%.®7)\,*c)\,& 

T-fc-5mIt3-^ie(l)T*a^)$*i^'<>V r 'NxP 
«K3IH*xit-tfl>* 



(1270)G. X. R\ R 3 St; R l±fTlH(1256)(DSS 
IC^CT-fcy s R 2 A*? 1 WJ;U*MgHgii87;U 



[0154] 

(1271)G, X. R 1 » R 3 at/R lifJlB(1256)0)S8 

M«ffiii»7;U+JU*T'S)§fjf3-|ia5e(l)T*« 
*)*4i*'<>7^T-Pa«#(*:XI*-t©* 



(1272JG. X, R 1 . R 3 atf R liffIlB(1256)©£* 

T?£fr$Jh.£*>^TP«!S#(*3tl«-(Dtt 



(1273)G, X. R\ R 3 atfR lifTia(1256)0)Se 

i=Bi:-e*y, r 2 #*;m*s/»ims«7;u 

7^TPBI«#«:XI*-t<D* 



(1274)G. X, R 1 . R 3 a^ R liMIB(1256)(D^8 
IC^CT-fcy. R 2 A<a-(0)m-A-(CO)u-NR 6 R 7 
(nu u, A. R 6 atf R 7 l*WIB-«!SC(l)l=J3lt* 

jzmizmc. )-c**ttE-*«(i)"c*fc*#i 
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R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms lower alkoxy carbonyl 
substitution lower alkylidene group 

As for (1267) G, X, R<sup>K/sup> and R being same to 
definition ofaforementioned (1256), R<sup>2</sup> and 
R<sup>3</sup> becoming simultaneous,benzo heterocyclic 
derivative or its salt which is displayed with aforementioned 
General Formula (1) whichforms phenyl substitution lower 
alkylidene group 

As for (1268) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1256), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (1269) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1256), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (1270) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1256), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

[0154] 

As for (1271) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1256), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (1272) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1256), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (1273) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1256), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (1274) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1256), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
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(1275)G, X. R l > R 3 &i;R liHufB(1065)CDSa 

ffi-tt*(i)-e«fe**i4'<>!/^paR* 

f*Xf4*<Z)J£ 



(1276) G. X, R\ R 3 Xt/ R l4ffirK(l 065)0 S« 

(1277) G. X. R 1 , R 3 St/ R l4«Jffi(1065)(DS« 

*;u»-efc4«E-itta(i)-e*3bsn*^> 



(1278)G N X, R l s R 3 atf R l*iKFl2(1065)a>5££ 

■»*»7iu*^»-e**tiHB-i!W(i)'e« 
sb*ii**>v^paRiMxi«-©tt 



(1279)G. X. R 1 , R 3 fttf R (4Bi]fa(1065)<D£S 
icf^lC-efcy.R 2 jWEIR7/Io*'>*JU#-* 
*«tft«»7;Ua+5/*-Cfc««HE-«*(l) 



(1280) G, X. R's R 3 atf R f4fjK(1065)<7)gg 

^TP«R*#XI4*a>tto 
[0155] 

(1281) G, X, R 1 . R 3 ai; R !4Ml2(1065)(DSg 
(ClDCT'fcU, R 2 #g-(0)m-A-(CO)u-NR 6 R 7 
(nu u. A. R 6 Rlfi R 7 rt«rE-tta(l)(Cfclt« 

mmizmCo )-e**«na-»*(i)-e«^**i 



(1282)G, X, R\ R 3 atfR 14 HUlB( 1077)0^8 



(1) which isa(0)m-A- (CO) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

As for (1275) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1065), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (1276) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1065), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (1277) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1065), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (1278) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1065), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (1279) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1065), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (1280) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1065), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

[0155] 

As for (1281) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1065), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is dispiayedwith aforementioned General Formula 
(1) which is a (O ) m-A- (CO) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

As for (1282) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1077), benzo 
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(1283)G. X, R 1 , R 3 &tf R l*fifB(lO77)0SS 

•c*4fr«B-«3t(i)-eat5**i*'<> , /^-Tn 



(1284)G. X. R', R 3 Stf R liB5tB(1077)CDS 8 

*;u»-c**WE-«3«(i)-c*#j**i*'<> 



(1285)G, X, R 1 . R 3 R l*fjfB(1077)(DSg 

i=Bfc*y, r 2 mm? ii'-hS't iir***^ 
sgns«7;u+;usx-fc*fiia-flaiC(i)-ea 



(1286)G, X, R\ R 3 &tf R 1*8(113(1 077)CDS* 



(1287)G. X. R 1 , R 3 &tf R l*iWSE(1077)<Z>S& 
^vaT-fc&mifE-Jlft5£(l)T-Sfr$;K3^> 



(1288)G. X, R\ R 3 R liBUfE(1077)<D£S 
IzmCT'foV, R 2 A<a-(0)m-A-(CO)u-NR 6 R 7 
(m. u, A. R 6 Rlf R 7 l*MI3-«SC(l)l=i3tt4 

£«i=hi:. )-cft*«na-«a(i)Tfat>**t 



(1289)G, X, R 1 , R 3 R l±B5IE(1089)a)SS 
izl^CT-fcy.R 2 A<«i»7JUa*^»T-3&S«r 



(1290)G. X. R 1 , R 3 St; R lifIia(1089)(7)SS 

ic^cr-fey, r 2 a<vt^s^<£$st;u+;us 
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heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (1283) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1077), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (1284) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1077), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (1285) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1077), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (1286) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1077), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (1287) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1077), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (1288) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1077), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which isa(0)m-A- (CO) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

As for (1289) G, X, P.<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1089), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (1290) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1089), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 

n . ^ : ..u-*:*..4.~ j i 11 — i 
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[0156] 

(1291)G. X. R l s R 3 JSilS R l±MB(1089)<7)£8 



(1292)G, X. R 1 . R 3 »tf R teffiE(1089)<DS« 



(1293)G. X. R 1 . R 3 SI/ R l±ffJE( 1089)0)^ 
IC^CT'fcy.R 2 3b<iS«7;U3*i>*;U7K-;b 

*B*ffitt7;m*^»-efc5ime-tta(i) 



(1294) G. X. R 1 . R 3 &tfR l4fjfS(1089)(7)SS 

^fP«B»#xiKa)*6 

(1295) G. X, R 1 . R 3 atf R liflIE( 1089)0)^8 
icnC'CftU^ R 2 ^<a-(0)m-A-(CO)u-NR 6 R 7 
(nu u, A. R 6 RlS R 7 ttWE-«SC(l)lctelt4 
SgfclHlCo )T?fc4ffifi-tta(l)T*fr**i 



(1296) G, X. R\ R 3 &Tf R liflirE(l 101)<Z>£8 

E-iiia(i)Tf«fc*ti«^^fDaR» 

(1297) G.X.R , .R 3 ^i;Rf4MIB(1101)(7)^a 
KHC-Cfcy. R 2 Mv7/iMi7^^H 

-eftsiKrE-maco-es^ap+ift^o^-TP 

(1298) G. X, R l % R 3 Rtf R liflE(l 101)<D£g 

icHc-efty. r 2 ^f^'jj^WM^ 
vr^PBiR3W*xii-ta>tt 



R<sup>2</sup> is cyano substituted lower alkyl group 
[0156] 

As for (1291) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1089), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (1292) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1089), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (1293) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1089), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (1294) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1089), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (1295) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1089), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which isa(0)m-A- (CO) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

As for (1296) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 101), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (1297) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 101), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (1298) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1101), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
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(1299XK X. R\ R 3 JBlXS R 14*13(1 1O1)0CS 

BJftffi*7;u*;u*-efc4iwiB-ttSC(i)-ea 



(1300)G, X. R\ R 3 fttf R 14*13(1 101)<Z>£« 

di^c-efcy.R 2 *<«*7;u3*e/*^7t?-;u 

M««»7^a*i/*T?fcS*lB-*a(l) 
T?*:b*;|l«*>V^P«K#ttXI4*0 



[0157] 

(1301) G. X. R 1 % R 3 JSLlf R 14*13(1 101)<D£S 

a*5/»-eft*«HB-«a(l)-ca*)*tl*'<> 
V^xP«K»f*Xf4*<Dtto 

[0158] 

(1302) G, X. R\ R 3 atf R [4*13(1 101)(D^« 
l-Ht-Cfcy, R 2 #&-(0)m-A-(CO)u-NR 6 R 7 
(nu u. A, R 6 JgLlf R 7 I^HUlB— ftgxC(l)fCfcf-t^) 

4'<> % y^7 L pa»f#ftx(4-ta)* 



(1303) G. X. R 1 , R 3 Xtf R 14*13(1 1 13)<0 jg* 

icHC-e&y.R 2 4<fi«7;u=3*S/*-e*«i» 
fi-«a(i)t«M*i4^^fpaR* 

ftX(4*-tf)^ 

(1304) G, X, R\ R 3 Stf R 14*13(1 1 13)0>£« 
ICHCWJ.R 2 4<S/7/««««7^*JU» 

«B**XI4*0>tt 

(1305X3. X. R 1 % R 3 IkZf R 14*12(1 1 13)<D£» 

iciais-efcy* r 2 jb<xhv^uju»g&<£«7;u 

^xPHIR#ftXI4*CD* 



(1306)G, X. R 1 , R 3 JSLlS R 14*13(1 1 13)0>S« 

«»««7;u*;u»i?fc4*iB-«a(i)ifa 

fc&fc4*>V^P*B*f*XI4*a>* 



group 

As for (1299) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 101), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (1300) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 101), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula ( 1 ) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

[0157] 

As for (1301) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1101), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

[0158] 

As for (1302) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 101), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which is a (O ) m-A- (CO ) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

As for (1303) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1113), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (1304) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1113), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (1305) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1113), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (1306) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1113), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
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fr*;K**>V^TP«R#ttXtt*©tt 



(1307)G. X, R\ K 3 JklS R f*frlB(l 1 13)(DS« 
*aftfi«7;ua*5/*-efc4«TlE-|fta(l) 



(1308)G. X. R 1 . R 3 atf R ttfMEO 1 13)<7)£g 



(1309)G. X. R\ R 3 atf R (±HUE(1 1 13)<D£* 
iCHCCfcy. R 2 *<S-(0)m-A-(CO)u-NR 6 R 7 
( m> iu A. R 6 atf R 7 l*tlrtB-**(l)l=felt* 

zmizmCc )r**fTE-*a(i)T?*t>**i 



(1310) G. x. r\ r 3 atf r i±BirtB(i i25)<dss 
E-«a(i)T?*fr**i**>y^p«Ri* 

[0159] 

(131 1) G. X. R\ R 3 atf R l±frlH(l 125)<7)S« 
IZHC-Cfty. R 2 tf5/7^«*<S«7JU*;i/» 

■cft««HH-*a(i)'e*^**t*'<> % y^T-D 

»R#ftXli*a>tt 



(1312)G, X, R 1 , R 3 atf R l*HtTJS(l \25)<D%m 

*;u»-c*4iiiE-ttsC(i)-e«t>*4i«'<> 
v^tp»r**xi«©* 



(1313)G. X, R\ R 3 at/ R I4«rffi(l 125)0>S« 

izHC-cfcy.R 2 i«ft«7iu*y-f^^>j| 
■»«lik7;u*^*"c**«rB-»a(i)-e* 
fr*ft**:/y^p»R»{*xii*a>tt 



(1314)G, X, R\ R 3 atf R l*TOE(l 125)(DS8 
KBIC-efcy.R 2 A^3j»7;U3+v*^7t-C-;u 
*«8MS*7^3**>*T?fc41WE-*a(l) 

"ca*j**i*'<> % y^xP«R»#xii-t<7)* 



R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (1307) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1113), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (1308) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1113), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for (1309) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1113), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which is a (O ) m-A- (CO ) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

As for (1310) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 125), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

[0159] 

As for (131 1) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 125), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (1312) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 125), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (1313) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 125), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

As for (1314) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 125), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 



:„ 



Page 347 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP1997221476A 



1997-8-26 



(1315) G. X. R\ R 3 Rlf R liffirE(l \25)<Dfcm 

izacvtw* r 2 tf±fr#* ; >&wmmT)\, 
a*5/*-e**miB-«a(i)'e«t?**i*'<> 

V^xP«R»ttXI«-(D» 

(1316) G, X, R l . R 3 £tf R I* fjE(l 125)0^8 
lCWi:"e*y, R 2 A<»-(0)m-A-(CO)u-NR 6 R 7 
(nu u. A. R 6 Ai; R 7 [4fHH-«SC(l)l-feMt4 

5*>v^p»R*ttxii*a>*6 



(1317) G. X. K\ R 3 R I4W1E(1 137)0)^8 

IB-«a(i)-c**3**t*K>y^-TaaR3l 

(1318) G, X. R l , R 3 »tf R f±|fT8E(l 137)<7>5£g 
]XR#{tX(**0!>tt 

(1319) G. X. R\ R 3 £tf R l*«TE(l \37)<D&m 
!/^TP*R*ttXI±*att 



(1320)G. X. R ! > R 3 fttf R f*fjffi(l 137)0>£8 

«««*7;u*^»-e**«rE-«*(i)T?* 
te**i*K>^xPBIR»ftXI««>*o 



[0160] 

(1321) G, X, R 1 . R 3 R l*flE(l 137)0)£g 

KHISWA R 2 #«»7;u3*5/*ju#-;u 
*««lft*7;U=i*^*'eft-BmE-lftSC(l) 

■c*3b**i4'<> % /^'TPaiR#*xii*a)* 

(1322) G. X. R 1 . R 3 R f*flfflB(l 137)<DS* 

□**>»-e*4tWB-«a(i)-e«3b**i*'0 
y^pjSRSftxi**®* 



R<sup>2</sup> is lower alkoxy carbonyl group substitution 
lower alkoxy group 

As for (1315) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 125), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is carboxyl substitution lower alkoxy group 

As for ( 1 3 1 6) G, X, R<sup> 1 </sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 125), 
R<sup>2</sup> basis ■ benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which isa(0)m-A- (CO) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

As for (1317) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 137), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (1318) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 137), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (1319) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 137), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (1320) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 137), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

[0160] 

As for (1321) G, X, R<sup>K/sup> } R<sup>3</sup> and R 
being same to definition ofaforementioned (1 137), as for 
benzo heterocyclic derivative or its salt (1322) G, X, 
R<sup>l</sup>, R<sup>3</sup> and R whichare displayed 
with aforementioned General Formula ( 1 ) where 
R<sup>2</sup> is the lower alkoxy carbonyl group 
substitution lower alkoxy group being same to definition of 
theaforementioned (1137), benzo heterocyclic derivative or its 
salt which is displayed with theaforementioned General 
Formula (1) where R< sup>2</sup> is carboxyl substitution 
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(1323)G. X. R\ R 3 R l4flIIE(l 137)CD^ S 
ICHfCfty, R 2 A*«-(0)m-A-(CO)u-NR 6 R 7 
(nu ik A. R 6 At/ R 7 \t ffjlH-^5EE(l)ICfcl+-5 

S*>7^rPJIR»{*X(4*<Dtt 



(1324) G, X, R 1 , R 3 JBllf R f4fltJt2(l 149)0)Sg 

(*xf4*o>J& 

(1325) G. X. R\ R 3 Xtf R (41512(1 149)(DSS 
icBCefcy, R 2 *<i/7/SJSM6j87;U*^« 

«R*(*xii-t<D* 

(1326) G. X. R 1 . R 3 At/ R 141512(1 149)<Og« 

+;U*T?&ft|fflB-tta(l)T?«t5**l*'<> 
V^P«R3M*XI4*<7)ffi 



(1327)G, X % R 1 , R 3 atf R l±frE(l 149)(7)Sg 

«SHS*T;u^i/*T?fc*fHH-*it(i)-ca 
fr*ft**>V^TP«R*fcXf*-ta>tto 



[0161] 

(1328) G. X. R 1 . R 3 Si; R I4buIB(1 149)0) g g 

icnt-efcy, r 2 tmrnT^^-h^-tv 

*«ft««7^a*5/»-Cft««HB-«a(l) 
T?*t>**t*^>7^-rP«R3H*XI*«€'a)tt 

(1329) G. X, R\ R 3 R li«TE(l 149)<DS8 

□*5/*t?**miB-«*(i)-eftt3**t*'<> 

1/^tP«WW*XI«©* 



(1330)G, X, R 1 , R 3 Si; R 14 BUl2(l 149)CDSg 
iCl^C-efey, R 2 *<a-(0)m-A-(CO)u-NR 6 R 7 
(nu u. A. R 6 atf R 7 ttWE-ttSC(l)lCfe(+S 

swchi;. )t?**«riB-«a(i)-c*t3**i 
4K> % y^xpaR»ftxtt-ta)tto 



lower alkoxy group 

As for (1323) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 137), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt which is displayedwith aforementioned General Formula 
(1) which isa(0)m-A- (CO) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
R<sup>6</sup> and R<sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

As for (1324) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 149), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkoxy group 

As for (1325) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 149), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is cyano substituted lower alkyl group 

As for (1326) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 149), benzo 
heterocyclic derivative or its salt which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is tetrazolyl group substituted lower alkyl 
group 

As for (1327) G, X, R<sup>K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 149), benzo 
heterocyclic derivative or its salt . which is displayed with 
theaforementioned General Formula (1) where 
R<sup>2</sup> is lower alkanoyl oxy group substituted 
lower alkyl group 

[0161] 

As for (1328) G, X, R<sup> K/sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 149), as for 
benzo heterocyclic derivative or its salt (1329) G, X, 
R<sup>K/sup>, R<sup>3</sup> and R whichare displayed 
with aforementioned General Formula (1) where 
R<sup>2</sup> is the lower alkoxy carbonyl group 
substitution lower alkoxy group being same to definition of 
theaforementioned (1 149), benzo heterocyclic derivative or its 
salt which is displayed with theaforementioned General 
Formula (1) where R<sup>2</sup> is carboxyl substitution 
lower alkoxy group 

As for (1330) G, X, R<sup>l</sup>, R<sup>3</sup> and R 
being same to definition ofaforementioned (1 149), 
R<sup>2</sup> basis - benzo heterocyclic derivative or its 
salt . which is displayedwith aforementioned General Formula 
(1) which is a (O ) m-A- (CO ) 
u-NR<sup>6</sup>R<sup>7</sup> (As for m, u, A, 
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[0162] 

(1331) G *<S-C(R 2 )(R 3 )-X-£;fU X *<>^U> 
[0163] 

(1332) G A<S-C(R 2 )(R 3 )-X-^^L,X 

(1333) G *<a-C(R 2 )(R 3 )-X-$*L,X #8=CH- 

(1334) G A<»-C(R 2 )(R 3 )-X-£^U X A^tt-NR 14 

(1335) 0 ^S-Y-C(R 2 )(R 3 )-T*fe§i*^* 1 IB« 



(1336) R tf'J2?>ai±IC«m»iL-C7i=. 

a«*ifc»**-r*cio!>**ey5?;u*;u7t« 

-;i/ft;9-**V7JU*U-;U*;*/y>Ji±lC 

yju*;u^-;uS;Ty-7>^;u*;U7t<-;u*; 
fc**7*/y;uAju#-;u»xi4*>$n7jMr 

;u*;u^-;uST'$>^H>rIB(133l)lciBIE(0'<> 

(1337) R A<1llf3[<b 5]-C*$+l*S^fc*frl2 
(l33l)lZiatE0'OV r 'NxP«IS»t*:XI*-5-© 
i£(l338)R ey v>E!±lcS^«i:LT7x 

*ctoft*7i-;u»Jn;tfy5;;u*<t«»j: 
-;u«;9-^v7;u^-u-;u* ; ^yy>s±i^ 
y;u*>U/H-yuS;T^-7> ; ? 1 ;u*;U/K^;i,*; 

-5Cl<!:(D$)-5 ; ? 1 x-;u*^^-;uS;f 1 7V r — 

fc£^7'/y;ua;M?-;u*xi*S/£P7yMr 

;U*;U/H-;U*T*fe-5fIffi(1332)fClB»<D'<> 



1997-8-26 

R<sup>6</sup> and R ; 'sup>7</sup> same to definition in 
theaforementioned General Formula (1). ) 

[0162] 

(1331) G basis -C (R<sup>2</sup> ) (R<sup>3</sup> ) 
shows -X-, benzo heterocyclic derivative or its salt . which 
isstated in Claim 1 where X is methylene group 

[0163] 

(1332) G basis -C (R<sup>2</sup> ) (R<sup>3</sup> ) 
shows -X-, benzo heterocyclic derivative or its salt which 
isstated in Claim 1 where X is single bond 

benzo heterocyclic derivative or its salt which is stated in 
Claim 1 where (1333) G basis -C (R<sup>2</sup> ) 
(R<sup>3</sup> ) shows -X-, X basis =CH- is 

benzo heterocyclic derivative or its salt which is stated in 
Claim 1 where (1334) G basis -C (R<sup>2</sup> ) 
(R<sup>3</sup> ) shows -X-, X basis -NR<sup>14</sup>- is 

(1335) G basis -Y-C (R<sup>2</sup> ) (R<sup>3</sup> ) - 
benzo heterocyclic derivative or its salt which is stated in the 
Claim 1 which is 

(1336) R, On pyridine ring as substituent on phenyl ring 
phenyl group which has times when it possesses lower alkyl 
group as substituent and Group which becomes pyridyl group 
on pyridyl carbonyl group ;9-oxo fluorenyl group ;quinoline 
ring which has timeswhen it possesses group which is chosen 
on quinolyl carbonyl group ;adamantyl carbonyl 

group ;thiophene ring which has thetimes when it possesses 
phenyl group as substituent on thienyl carbonyl 
group ;thiazole ring which hastimes when it possesses phenyl 
group as substituent benzo heterocyclic derivative or its salt 
which isstated in aforementioned (1331) which is a thiazolyl 
carbonyl group or a cycloalkyl carbonyl group which 
hastimes when it possesses phenyl group as substituent 

benzo heterocyclic derivative or its salt (1338) R which is 
stated in aforementioned (1331) which is a group where 

(1337) R is shown with aforementioned (Chemical Formula 
5 ), On pyridine ring as substituent on phenyl ring phenyl 
group which has timeswhen it possesses lower alkyl group as 
substituent and Group which becomes pyridyl group on 
pyridyl carbonyl group ;9-oxo fluorenyl group ;quinoline ring 
which has timeswhen it possesses group which is chosen on 
quinolyl carbonyl group ;adamantyl carbonyl 

group ;thiophene ring which has thetimes when it possesses 
phenyl group as substituent on thienyl carbonyl 
group ;thiazole ring which hastimes when it possesses phenyl 
group as substituent benzo heterocyclic derivative or its salt 
which isstated in aforementioned (1332) which is a thiazolyl 
carbonyl group or a cycloalkyl carbonyl group which 
hastimes when it possesses phenyl group as substituent 
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(1339)R *<fitltSC1b 5]1?***l**-efe*11HB 

(1332) ICfBt£<D'<>7^PIiK#<*Xli^(7) 
£(1340)R t°'Jv>a±lcS^Si:L-C7x 

JU*VUl-C-;U»-efc^BlIf2(1333)l-IBtE(0'<> 

(1341) R tftfjiBClb 5]-c***t**-e*««HB 

(1333) l=E«©*:/V^n*I8IM*Xtt*«> 

[0164] 

(1342) R *<, eue?>a±ic«»»fcLT7x=. 
■»»tLr7x^ib»t*-r*ci:a>***y 

;U±i;U7K-;uST*fc^BtlSB(1334)[CfHtta)^> 

(!343)R A<MSClt 5]T?^$tl^ST*fc^BiifB 

(1334) !CiatE<7)K>V r /sxPS^<*XI*^(D 
~J£(13'44)R *<; e'JvvSJil^SftStCT^x 

S±lcg^Si:LT^xx;uS^^-r ^ctCD 
;^;un-vx;uST*fe*fjf5(1335)lcfatt© / <> 



benzo heterocyclic derivative or its salt (1340) R which is 
stated in aforementioned (1332) which is a group where 
(1339) R is shown with aforementioned (Chemical Formula 
5 ), On pyridine ring as substituent on phenyl ring phenyl 
group which has timeswhen it possesses lower alkyl group as 
substituent and Group which becomes pyridyl group on 
pyridyl carbonyl group ;9-oxo fluorenyl group ;quinoline ring 
which has timeswhen it possesses group which is chosen on 
quinolyl carbonyl group ;adamantyl carbonyl 
group ;thiophene ring which has thetimes when it possesses 
phenyl group as substituent on thienyl carbonyl 
group ;thiazole ring which hastimes when it possesses phenyl 
group as substituent benzo heterocyclic derivative or its salt 
which isstated in aforementioned (1333) which is a thiazolyl 
carbonyl group or a cycloalkyl carbonyl group which 
hastimes when it possesses phenyl group as substituent 

benzo heterocyclic derivative or its salt . which is stated in 
aforementioned (1333) which is a group where (1341) R is 
shown with aforementioned (Chemical Formula 5 ) 

[0164] 

(1342) R, On pyridine ring as substituent on phenyl ring 
phenyl group which has timeswhen it possesses lower alkyl 
group as substituent and Group which becomes pyridyl group 
on pyridyl carbonyl group ;9-oxo fluorenyl group ;quinoline 
ring which has timeswhen it possesses group which is chosen 
on quinolyl carbonyl group ;adamantyl carbonyl 

group ;thiophene ring which has thetimes when it possesses 
phenyl group as substituent on thienyl carbonyl 
group ;thiazole ring which hastimes when it possesses phenyl 
group as substituent benzo heterocyclic derivative or its salt 
which isstated in aforementioned (1334) which is a thiazolyl 
carbonyl group or a cycloalkyl carbonyl group which 
hastimes when it possesses phenyl group as substituent 

benzo heterocyclic derivative or its salt (1344) R which is 
stated in aforementioned (1334) which is a group where 

(1343) R is shown with aforementioned (Chemical Formula 
5 ), On pyridine ring as substituent on phenyl ring phenyl 
group which has timeswhen it possesses lower alkyl group as 
substituent and Group which becomes pyridyl group on 
pyridyl carbonyl group ;9-oxo fluorenyl group ;quinoline ring 
which has timeswhen it possesses group which is chosen on 
quinolyl carbonyl group ;adamantyl carbonyl 

group ;thiophene ring which has thetimes when it possesses 
phenyl group as substituent on thienyl carbonyl 
group ;thiazole ring which hastimes when it possesses phenyl 
group as substituent benzo heterocyclic derivative or its salt 
which isstated in aforementioned (1335) which is a thiazolyl 
carbonyl group or a cycloalkyl carbonyl group which 
hastimes when it possesses phenyl group as substituent 



(1345)R A^fTfBClb SD^JTv^tl-SS^fc^BUiH benzo heterocyclic derivative or its salt (1346) 
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^(1346)R 9 ^S-NR l0 R n T*fc^HtIfB(1337)|ClB 



(1347) R 9 A^>^py;u^r;usxfi7x-;us± 

?x~ ;Hg^7;ua^vtt. 7Ki£*s 
T^^mvSs /NP^VDS^M&ffiSi 
7;iO*vS. -hP*. W.&&tLXimT)l, 

(1348) R 9 tfmmtia* s mmm* ximnm* 

1-3 e*LTL*Ttcfc^)T*&3MB(1337) 
(ClEttCD^>^^P«K®tt:XI*^(7)i£ 



(1349)R 9 ^7km)l^;fiffiT;u*y^;u^+v 
a;fi^7^y>r;uS;ffi^7;u=i+v*;^x 

6C<t<Dfc£^>VyjU*;fi$7;U*;US;<£ 

JS7;u^;uT^-4pxy^rv*;7x-;^±l^ 

s^*<ttr««87^^a^%-r^c<t(Dfc 

^xy+v^giSiS7;^^^fi;7x~;^s±|c« 
»ia<tLrffi^7>iu+;us^-r^c<t(7)fc^ 

7x-;KS^7;u^^S;^x-;uJi±{cagss 
<tLTffi$7;U*;uS£^-£>C<h<Z)fc£7^U 

/{SilS7;L/+;uS;^x-;u^±|-a^»i:Lr 
tfl::*&*£LTfi&7;u*;u*;&tfg&a£ 

LT^7;U+;U*^*-r^)Ci:CDfcS7^y« 

*is&;7*-)m±izm&mtLx/\o'f>m 

vi;7x_^a±l:fij|ii:Lt/\Py>ISf 

z>x-)m±\zwm&tL,xi&mTJ\'*)i'&£ 



R<sup>9</sup> which is stated in aforementioned (1335) 
which is a group where (1345) R is shown with 
aforementioned (Chemical Formula 5 ) 
basis-NR<sup>10</sup>R<sup>l l</sup> benzo heterocyclic 
derivative or its salt which is stated in aforementioned (1337) 
which is 

(1347) R<sup>9</sup> on cycloalkyl group or phenyl ring on 
phenyl lower alkanoyl group ;phenyl ring which has factthat it 
possesses lower alkyl group as substituent as substituent is 
phenyl group which has times when it possesses group which 
is chosen fromgroup which becomes amino substitution Jower 
alkoxy group which has thetimes when it possesses lower 
alkyl group as amino group , phenyl group and substituent 
whichhave times when it possesses lower alkanoyl group as 
lower alkyl group , lower alkoxy group , phenyl lower alkoxy 
group , hydroxy group , lower alkanoyl oxy group , halogen 
atom substitution lower alkoxy group , nitro group , 
substituent description above benzo heterocyclic derivative or 
its salt which is stated in (1337) 

benzo heterocyclic derivative or its salt which is stated in 
aforementioned (1337) which is a monocycle of5 - 1 1 
member rings of saturated or unsaturated where (1348) 
R<sup>9</sup> 1 - 4 has the nitrogen atom , oxygen atom or 
sulfur atom or a heterocyclic group (As substituent becomes 
lower alkyl group , phenyl group , lower alkanoyl group , 
halogen atom , phenyl lower alkyl group and oxo group 1 - 3 
it is possible to said heterocyclic group to have possessed 
group which is chosen from groupwhich) of binary ring 

(1349) R<sup>9</sup> on hydrogen atom ;lower alkanoyl 
oxy group ; lower alkanoyl group ;lower alkoxy group ;phenyl 
ring on benzoyl group ;lower alkyl group ;lower alkyl thio 
group ;phenoxy group ;phenyl ring which has times when 
itpossesses lower alkyl group as substituent on phenoxy lower 
alkyl group ;phenyl ring which has times whenit possesses 
lower alkyl group as substituent on phenyl lower alkyl 
group ;phenyl ring which has timeswhen it possesses lower 
alkyl group as substituent on anilino lower alkyl 
group ;phenyl ring which has thetimes when it possesses 
lower alkyl group as substituent as halogen atom , lower 
alkoxy carbonyl group and the substituent as substituent lower 
alkyl group and From group which becomes amino 
substituted lower alkyl group which has times when 
itpossesses lower alkyl group as substituent from group which 
becomes the amino carbonyl group which has times when it 
possesses group which is chosenon phenyl lower alkoxy 
group ;phenyl ring Which has times when it possesses group 
which ischosen on benzoyl lower alkoxy group ;phenyl ring 
which has times when it possesses halogen atom as 
substituent on phenyl lower alkenyl group ;phenyl ring which 
has times when it possesses halogen atom as substituent as 
substituent lower alkyl group it possesses amino sulfonyloxy 
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fc-57£y*JU*-;u**->«;->7yS;:RI*tt- 
(A)m-CHR 12 R 13 (A lifrfBI^Co R 12 l±7k*IS 

;uJf±icE&s<»:LT<gi£R7;u*;uS£*-f.5 

I* 0 XI* 1 „ )-Cfc*lMB(1337)|::E«a> 



( 1 350)R 9 A<S-NR 10 R' 1 T?fc*lWIB(l 343)1=13* 



(1351) R 9 J&H/<7P7;U*;U*XI*7x-/l/8Lt 
l=«*»iLTe«7JU*jU***-r*C£«> 

lc«Jft»iLT««7;i/^U*. ffi$7^=i* 
7x^;H6$7;HJ*v*. *IfcS. (EIK 
7^*y-f ;u***>* . /\py»ST-M«H5iSSS 
7JU3**>», -HP*, M&S<!:LTffillR7;U 

£<ofe£7S/S$te®7;u=i*v«fc£>s*cby 
jll^fc«^-r4C<!:(Dfe§7x^;u*T-& 
£fllE(1343)lClEe<7)*>V^xPJS^S<*X 

[0165] 

(1352) R» iftftfii^XttttftlS?- 

iiM&S<tLTi£*R7;u*;u*. 7i_;H, 

S£ l~3 eWLTl*Tt>«fcl*n?fe£lffi8B(1343) 
lcfB«(D'Oy'NTPS^»ftXli-?-roig 



(i353)R 9 t^mm^MWcni-hy^^t^ 
ft;ffi!l»7;u*y-f;u*;fiiK7;u=i+->S;7x 

SC£<D&£^:/V r 'OU£;<6lft7Jl<4rJU*;<£ 
&.7)\>*)\stt&pxS*is&;7x.—)Wi±\Z 
W&&kLTi&.®.7)ls*)l,g!£&?ZZt<D$i 
&Z>JLS*->i&1gL7)l*)im7*-tl>&±lzW. 
&&kLX&®.7)\,*)U&£G-?ZZt<»1bZ 
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group ;cyano group ; or basis which has times when it 
possesses lower alkyl group as benzoyl lower alkyl 
group ;pyrrolidinyl substitution lower alkoxy 
group ;cycloalkenyl group ;phenyl lower alkyl amino 
carbonyl group ; substituent which has thing - benzo 
heterocyclic derivative or its salt which isstated in 
aforementioned (1337) which is a (A ) 
m-CHR<sup>12</sup>R<sup>13</sup> (As for A same to 
description above. R<sup>12</sup> shows hydrogen atom , 
hydroxy group or lower alkanoyl oxy group . 
R<sup>13</sup> on phenyl ring shows phenyl lower alkyl 
group which has fact that itpossesses lower alkyl group as 
substituent on phenyl group or phenyl ring which hastimes 
when it possesses lower alkyl group as substituent . m shows 
0 or 1 . ) 

(1350) R<sup>9</sup> basis 

-NR<sup>10</sup>R<sup>l l</sup> benzo heterocyclic 
derivative or its salt which is stated in theaforementioned 
(1343) which is 

(1351) R<sup>9</sup> on cycloalkyl group or phenyl ring on 
phenyl lower alkanoyl group ;phenyl ring which has factthat it 
possesses lower alkyl group as substituent as substituent is 
phenyl group which has times when it possesses group which 
is chosen fromgroup which becomes amino substitution lower 
alkoxy group which has thetimes when it possesses lower 
alkyl group as amino group , phenyl group and substituent 
whichhave times when it possesses lower alkanoyl group as 
lower alkyl group , lower alkoxy group , phenyl lower alkoxy 
group , hydroxy group , lower alkanoyl oxy group , halogen 
atom substitution lower alkoxy group , nitro group , 
substituent description above benzo heterocyclic derivative or 
its salt . which is stated in (1343) 

[0165] 

benzo heterocyclic derivative or its salt which is stated in . 
aforementioned (1343) which is a monocycle of5 - 1 1 
member rings of saturated or unsaturated where (1352) 
R<sup>9</sup> 1 - 4 has the nitrogen atom , oxygen atom or 
sulfur atom or a heterocyclic group (As substituent becomes 
lower alkyl group , phenyl group , lower alkanoyl group , 
halogen atom , phenyl lower alkyl group and oxo group 1 - 3 
it is possible to said heterocyclic group to have possessed 
group which is chosen from groupwhich) of binary ring 

(1353) R<sup>9</sup> on hydrogen atom ;Iower alkanoyl 
oxy group ; lower alkanoyl group ;lower alkoxy group ;phenyl 
ring on benzoyl group ;lower alkyl group ;lower alkyl thio 
group ;phenoxy group ;phenyl ring which has times when 
itpossesses lower alkyl group as substituent on phenoxy lower 
alkyl group ;phenyl ring which has times whenit possesses 
lower alkyl group as substituent on phenyl lower alkyl 
group ;phenyl ring which has timeswhen it possesses lower 
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ftfcg£W^*C<bCDfc3?x-;uffi$7;u:3 

v»;^x-;u^±|c«^Si:LT/\P>f»S^ 
$^-r§c<t(7)fe47x-;H£^T;i/^-;u*; 
7x-;uii±icSg|g<hLTlgm:nu*;ug£ 

-^S^x-jUjgSST^^r^T^^^^^U 

(A)m-CHR 12 R 13 (A I*H»IIEIC[b] C 0 R 12 [±7k^E 

toR 13 (i^x-;Uii±|cM^S<tLTi5*6T^ 
+;US$**T^Cct0fe^3?x-;uSXf±7x^ 

[± 0 JLlt 1 <, )T*fc^fltjfE(1343)lCfHK(7) 

*>^^fPJlf£3l<*;Kli*<7>£ 



(1354)R 9 A<*-NR ,0 R n T?fc^HUfa(1345)(CfBK 



(1355) R 9 a<v£P7;u*;u*Xf±:7x-;i,i|± 

fc^^x~;H£JST;u^y^^a ; ^x-;uS± 
lcS&*<tLT<g$7;u*JU», tei^HJ* 
vS, ?x~ ;u<g$&7;L,n*vg. 7Ki£g. <g$ 

t^/^u^Mtv*. MP^Ji^MesR 

^MB(1345)IZtStECD^>^ J fP^IS»<*X 

(1356) R 9 A^mJS^, i£ltlS^ XlifltftJI^ 

fis^a^Lrffi^T^^^a, 7x- ^s. 



alkyl group as substituent on anilino lower alkyl 
group ;phenyl ring which has thetimes when it possesses 
lower alkyl group as substituent as halogen atom , lower 
alkoxy carbony 1 group and the substituent as substituent lower 
alkyl group and From group which becomes amino 
substituted lower alkyl group which has times when 
itpossesses lower alkyl group as substituent from group which 
becomes the amino carbonyl group which has times when it 
possesses group which is chosenon phenyl lower alkoxy 
group ;phenyl ring which has times when it possesses group 
which ischosen on benzoyl lower alkoxy group ;phenyl ring 
which has times when it possesses halogen atom as 
substituent on phenyl lower alkenyl group ;phenyl ring which 
has times when it possesses halogen atom as substituent as 
substituent lower alkyl group it possesses amino sulfonyloxy 
group ;cyano group ; or basis which has times when it 
possesses lower alkyl group as benzoyl lower alkyl 
group jpyrrolidinyl substitution lower alkoxy 
group ;cycloalkenyl group ;phenyl lower alkyl amino 
carbonyl group ; substituent which has thing - benzo 
heterocyclic derivative or its salt which isstated in 
aforementioned (1343) which is a (A ) 
m-CHR<sup>12</sup>R<sup>13</sup> (As for A same to 
description above. R<sup>12</sup> shows hydrogen atom , 
hydroxy group or lower alkanoyl oxy group . 
R<sup>13</sup> on phenyl ring shows phenyl lower alkyl 
group which has fact that itpossesses lower alkyl group as 
substituent on phenyl group or phenyl ring which hastimes 
when it possesses lower alkyl group as substituent . m shows 
0 or 1 . ) 

(1354) R<sup>9</sup> basis 

-NR<sup>10</sup>R<sup>l l</sup> benzo heterocyclic 
derivative or its salt which is stated in theaforementioned 
(1345) which is 

(1355) R<sup>9</sup> on cycloalkyl group or phenyl ring on 
phenyl lower alkanoyl group ;phenyl ring which has factthat it 
possesses lower alkyl group as substituent as substituent is 
phenyl group which has times when it possesses group which 
is chosen fromgroup which becomes amino substitution lower 
alkoxy group which has thetimes when it possesses lower 
alkyl group as amino group , phenyl group and substituent 
whichhave times when it possesses lower alkanoyl group as 
lower alkyl group , lower alkoxy group , phenyl lower alkoxy 
group , hydroxy group , lower alkanoyl oxy group , halogen 
atom substitution lower alkoxy group , nitro group , 
substituent description above benzo heterocyclic derivative or 
its salt which is stated in (1345) 

benzo heterocyclic derivative or its salt which is stated in 
aforementioned (1345) which is a monocycle of5 - 1 1 
member rings of saturated or unsaturated where (1356) 
R<sup>9</sup> 1 - 4 has the nitrogen atom , oxygen atom or 
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S£ 1-3 ffi*LT^T4,ja^T*fc6MH(1345) 



(1357)R 9 t^m^M^TJ^y^C)^^ 
S&S<tLT«&7;U*;U*£*^3C<t(7)fc 

?x-;M£$7;u*;uS;?x-;us±i::«&a 
/M7;U*;L,*;?x-;u«±lcE&*i:LT 

+v*px-;uS±I^S^Si:Lr/\py»g 

^^-r^cirofe^x-jHSSaT;u^--;uS; 
?x-;u3f±fcM&S<!:LT<£^7;u*;ixg£ 

P'Jv-7US^£$S7;Uzi+vtt;V^P7;U^ 

-;u* ; :7x-jM£&7JU*JU7£/;fc;u#-;u 

S;M&*<!:LT«$7;U*;US£*?-£C<!:<7) 

(A)m-CHR 12 R ,3 (A iiMEICl^Co R 12 

toR 13 l*!7x-;uil±(cM&S<!:LTte*&7/U 
+;u»^*-r^c<!:a)fc^x-;L,ftxii^x~ 
;u«±lz»^S<!:LTfiiSS7;^;u«^^-r* 

CirCOfeS^x" ;H£^7;ix*^S^^1"o m 
I* 0 XI* l )-efc*HM2(l345)ICiB*0> 



(1358)R 2 #S-NR 4 R 5 T?fcy, R 3 3i<**IR : F'C 
fc*«HB(l347)IC|B«a)^>^7 : PailB»» 



(1359)R 2 tfft-(0)m-A-(CO)uNR 6 R 7 T^fcU. R 3 

*<**BR : F-rfc4iKria(i347)fciE«a)^>^ 
^p«f£S<*:*i±*a)J& 



sulfur atom or a heterocyclic group (As substituent becomes 
lower alkyl group , phenyl group , lower alkanoyl group , 
halogen atom , phenyl lower alkyl group and oxo group l - 3 
it is possible to said heterocyclic group to have possessed 
group which is chosen from groupwhich) of binary ring 

(1357) R<sup>9</sup> on hydrogen atom ;lower alkanoyl 
oxy group ; lower alkanoyl group ; lower alkoxy group ;phenyl 
ring on benzoyl group ;lower alkyl group ;lower alkyl thio 
group ;phenoxy group ;phenyl ring which has times when 
itpossesses lower alkyl group as substituent on phenoxy lower 
alkyl group ;phenyl ring which has times whenit possesses 
lower alkyl group as substituent on phenyl lower alkyl 
group ;phenyl ring which has timeswhen it possesses lower 
alkyl group as substituent on anilino lower alkyl 

group ;phenyl ring which has thetimes when it possesses 
lower alkyl group as substituent as halogen atom , lower 
alkoxy carbonyl group and the substituent as substituent lower 
alkyl group and From group which becomes amino 
substituted lower alkyl group which has times when 
itpossesses lower alkyl group as substituent from group which 
becomes the amino carbonyl group which has times when it 
possesses group which is chosenon phenyl lower alkoxy 
group ;phenyl ring which has times when it possesses group 
which ischosen on benzoyl lower alkoxy group ;phenyl ring 
which has times when it possesses halogen atom as 
substituent on phenyl lower alkenyl group ;phenyl ring which 
has times when it possesses halogen atom as substituent as 
substituent lower alkyl group it possesses amino sulfonyloxy 
group ;cyano group ; or basis which has times when it 
possesses lower alkyl group as benzoyl lower alkyl 
group ;pyrrolidinyl substitution lower alkoxy 
group ;cycloalkenyl group ;phenyl lower alkyl amino 
carbonyl group ;substituent which has thing - benzo 
heterocyclic derivative or its salt which isstated in 
aforementioned (1345) which is a (A ) 
m-CHR<sup>l2</sup>R<sup>!3</sup> (As for A same to 
description above. R<sup>l2</sup> shows hydrogen atom , 
hydroxy group or lower alkanoyl oxy group . 
R<sup>l3</sup> on phenyl ring shows phenyl lower alkyl 
group which has fact that itpossesses lower alkyl group as 
substituent on phenyl group or phenyl ring which hastimes 
when it possesses lower alkyl group as substituent . m shows 
0 or l . ) 

(1358) R<sup>2</sup> basis 

-NR<sup>4</sup>R<sup>5</sup>, benzo heterocyclic 
derivative or its salt which is stated in theaforementioned 
(1 347) where R<sup>3</sup> is hydrogen atom 

(1359) R<sup>2</sup> basis - with (O ) m-A- (CO ) 
uNR<sup>6</sup>R<sup>7</sup>, benzo heterocyclic 
derivative or its salt which isstated in aforementioned (1347) 
where R<sup>3</sup> is hydrogen atom 
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T'fc€.|fIfB(1347)lCtB«(7)'<>7^xP«K# 
(*XI«-©E 

(B6i)R 3 A<*&*68H£*&7^*;u£-efc& 

ME(1347)KfB«0*>V^PJSR3i#XI* 
[0166] 
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(1364)R 2 A<S-(0)m-A-(CO)uNR 6 R 7 T?fcy, R 3 



(1365) R 2 A^KStJS^ ;*8»;ft«7;^*-> 
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-*JU»;*«7^a*S>*;U#=/U«fttt«7 
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3*i/*;*^7l«*i/*«Si««7;ua*i/* 
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■C**IWB(1351)l=IB««)'<>y^TP»R* 
ttXli*<D£ 
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(1360) R<sup>2</sup> with amino substitution lower 
alkanoyl oxy group ;lower alkoxy carbonyl group substitution 
lower alkoxy group ;carboxyl substitution lower alkoxy group 
or lower alkanoyl group which has times when it possesses 
lower alkyl group as hydrogen atom ;hydroxy group ;lower 
alkoxy group ;carboxy substituted lower alkyl group ;cyano 
substituted lower alkyl group ;tetrazolyl group substituted 
lower alkyl group ; lower alkanoyl oxy group substituted 
lower alkyl group ;lower alkoxy carbonyl substituted lower 
alkyl group ;substituent , benzo heterocyclic derivative or its 
salt which is stated in theaforementioned (1347) where 
R<sup>3</sup> is hydrogen atom 

benzo heterocyclic derivative or its salt . which is stated in 
aforementioned (1347) where (1361) R<sup>3</sup> is 
hydroxyl group substitution lower alkyl group 

[0166] 

(1362) R<sup>2</sup> and R<sup>3</sup> becoming 
simultaneous, benzo heterocyclic derivative or its salt which 
isstated in aforementioned (1 347) which forms oxo group , 
lower alkylidene group , lower alkoxy-substituted lower 
alkylidene group , lower alkoxy carbonyl substitution lower 
alkylidene group , or phenyl substitution lower alkylidene 
group 

(1363) R<sup>2</sup> basis 

-NR<sup>4</sup>R<sup>5</sup>, benzo heterocyclic 
derivative or its salt which is stated in theaforementioned 
(1351) where R<sup>3</sup> is hydrogen atom 

(1364) R<sup>2</sup> basis - with (O ) m-A- (CO ) 
uNR<sup>6</sup>R<sup>7</sup>, benzo heterocyclic 
derivative or its salt which isstated in aforementioned (1351) 
where R<sup>3</sup> is hydrogen atom 

(1365) R<sup>2</sup> with amino substitution lower 
alkanoyl oxy group ;lower alkoxy carbonyl group substitution 
lower alkoxy group jcarboxyl substitution lower alkoxy group 
or lower alkanoyl group which has times when it possesses 
lower alkyl group as hydrogen atom ;hydroxy group ; lower 
alkoxy group ;carboxy substituted lower alkyl group ;cyano 
substituted lower alkyl group ;tetrazolyl group substituted 
lower alkyl group ; lower alkanoyl oxy group substituted 
lower alkyl group ;lower alkoxy carbonyl substituted lower 
alkyl group ;substituent , benzo heterocyclic derivative or its 
salt which is stated in theaforementioned (1351) where 
R<sup>3</sup> is hydrogen atom 

benzo heterocyclic derivative or its salt which is stated in 
aforementioned (1351) where (1366) R<sup>3</sup> is 
hydroxyl group substitution lower alkyl group 

(1367) R<sup>2</sup> and R<sup>3</sup> becoming 
simultaneous, benzo heterocyclic derivative or its salt which 
isstated in aforementioned (1351) which forms oxo group , 
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(1368)R 2 7l<»-NR 4 R 5 Tfey. R 3 A<7K*IS ; f 
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(1369)R 2 *<S-(0)m-A-(CO)uNR 6 R 7 T'&y. R 3 

A<**Si^fc3ME(i355)icEtii<7)*>7^ 



(1370) R 2 !b<*mJl^;*^*Hglffi7VUzi4Fv 
fi$t7;U*VU«rfWU;U«S&«SS7;U* 
*;U*;«ift7iUa*5/*;U7K-;USSi(Sift7 

;Mr;uM8l»iLT(S«7;u*;u***-r 

■6Ct<0fc-575/«gie«7;U*>''f^^-4-> 
*;««7;Ua*i/*iU7|«=.^M«HS«7;U 
;U*4r5/»«lil«ak7;Ua*->» 

xiiffi«7;u*y-f;u*-efty, r 3 tf7k*n ^ 

Tfft*WE(1355)l=IB«a>'<>7'VTPaiBS# 

(1371) R 3 *<JkK»1MH6i»7;u*/u*-c?*S 

fI«B(1355)lc8BK(D'<>y^ P I* 
[0167] 

(1372) R 2 ,!: R 3 fc*»-»l=ftoT**V», ff* 
77U+Ut>«, ffi*7Jm**>«»««7JU 
^rUi^S. ««7^a**>*;U*=;Hjft« 
*7JU*'Jt:/». XI*7x.=:jU««««7JU 
*Uf r >*£ffi^LTl^ffIfE(1355)lCtEt£<D 



(1373) m A< O.n *< l.R'M R 7 A<|5]-Xlim 

<foT, . ««R7;ua^i>« . i&mr 
;u*;ug. «ift»iLrfi«7yu*yu***-r 
5C<!:©&£75/«8MSIft7;MrJU*s *JU/* 
=E'Ol/ttg&<£ifR7.Mr</ua. 7?V>^;l/g 
B»ffi»7JU*vUg» «lK7^4r^X;U7tx- 

c£(Bfc&7x-yu*-ea&&iKrE(i359)fciatt 

(1374) m A< 0. n A< K R 6 StK R 7 A<*S£-f -5>g 
*IS*i:*l::«*fli**L<ttlMMIt**rtL 

xii^-r*ctft<»**-* 5-7 amo>mam 

7i=.;i/««7;u*;u*tt**^6«l«ifc* 
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lower alkylidene group , lower alkoxy-substituted lower 
alkylidene group , lower alkoxy carbonyl substitution lower 
alkylidene group , or phenyl substitution lower alkylidene 
group 

(1368) R<sup>2</sup> basis 

-NR<sup>4</sup>R<sup>5</sup>, benzo heterocyclic 
derivative or its salt which is stated in theaforementioned 
(1355) where R<sup>3</sup> is hydrogen atom 

(1369) R<sup>2</sup> basis - with (O ) m-A- (CO ) 
uNR<sup>6</sup>R<sup>7</sup>, benzo heterocyclic 
derivative or its salt which isstated in aforementioned (1355) 
where R<sup>3</sup> is hydrogen atom 

(1370) R<sup>2</sup> with amino substitution lower 
alkanoyl oxy group ;lower alkoxy carbonyl group substitution 
lower alkoxy group ;carboxyl substitution lower alkoxy group 
or lower alkanoyl group which has times when it possesses 
lower alkyl group as hydrogen atom ;hydroxy group ; lower 
alkoxy group ;carboxy substituted lower alkyl group ;cyano 
substituted lower alkyl group ;tetrazolyl group substituted 
lower alkyl group ;lower alkanoyl oxy group substituted 
lower alkyl group ;lower alkoxy carbonyl substituted lower 
alkyl group ;substituent , benzo heterocyclic derivative or its 
salt which is stated in theaforementioned (1355) where 
R<sup>3</sup> is hydrogen atom 

benzo heterocyclic derivative or its salt . which is stated in 
aforementioned (1355) where (1371) R<sup>3</sup> is 
hydroxyl group substitution lower alkyl group 

[0167] 

(1372) R<sup>2</sup> and R<sup>3</sup> becoming 
simultaneous, benzo heterocyclic derivative or its salt which 
isstated in aforementioned (1355) which forms oxo group , 
lower alkylidene group , lower alkoxy-substituted lower 
alkylidene group , lower alkoxy carbonyl substitution lower 
alkylidene group , or phenyl substitution lower alkylidene 
group 

(1373) m 0, n 1, R<sup>6</sup> and R<sup>7</sup> benzo 
heterocyclic derivative or its salt whichis stated in 
aforementioned (1359) which is a phenyl group which has 
thetimes when it possesses halogen atom on amino substituted 
lower alkyl group , carbamoyl group substituted lower alkyl 
group , adamantyl group substituted lower alkyl group , lower 
alkyl sulfonyl group or phenyl ring which hastimes when it 
possesses lower alkyl group as alike or different , hydrogen 
atom , lower alkoxy group , lower alkyl group , substituent 

(1374) m 0, n 1, with nitrogen atom which R<sup>6</sup> 
and the R<sup>7</sup> connect through nitrogen atom or 
oxygen atom or benzo heterocyclic derivative or its salt which 
isstated in aforementioned (1359) which is a saturated 
heterocycle basic (On said heterocycle , group which is 
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(1376) m A<0>n#l, R 6 atf R 7 A<I^-XI*S 
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Ct0fc-57x^l/»^fc^filB(1369)lc|BK 

(1380) m *< 0. n *< K R 6 at/ R 7 A<^f 

xtt^-r*ci35t<»a-r* 5-7 Ajsotsam 

J&<«*LTl*Tt»fcl*. )T'fc£fUlB(l369)lCfB 



(1381) m At; n A<*IC 1 -Cfc?>HlIIB(1369)l-IB 
[0168] 

(1382) R' #7k3iJI^XIi/\P^>Jg ; P'efc& 
fIIB(1336)~(1345)lCfB«fl)'<>V r ^xPaR 
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chosen from group which becomes lower alkyl group and 
phenyl lower alkyl group optionally substitutable . ) 5 - 7 
-member ring where it forms without minding 

benzo heterocyclic derivative or its salt which (1375) m and n 
together 1 states in aforementioned(1359) which is 

(1376) m 0, n 1, R<sup>6</sup> and R<sup>7</sup> benzo 
heterocyclic derivative or its salt whichis stated in 
aforementioned (1364) which is a phenyl group which has 
thetimes when it possesses halogen atom on amino substituted 
lower alkyl group , carbamoyl group substituted lower alkyl 
group , adamantyl group substituted lower alkyl group , lower 
alkyl sulfonyl group or phenyl ring which hastimes when it 
possesses lower alkyl group as alike or different , hydrogen 
atom , lower alkoxy group , lower alkyl group , substituent 

(1377) m 0, n 1, with nitrogen atom which R<sup>6</sup> 
and the R<sup>7</sup> connect through nitrogen atom or 
oxygen atom or benzo heterocyclic derivative or its salt which 
isstated in aforementioned (1364) which is a saturated 
heterocycle basic (On said heterocycle , group which is 
chosen from group which becomes lower alkyl group and 
phenyl lower alkyl group optionally substitutable . ) 5 - 7 
-member ring where it forms without minding 

benzo heterocyclic derivative or its salt which (1378) m and n 
together 1 states in aforementioned(1364) which is 

(1379) m 0, n 1, R<sup>6</sup> and R<sup>7</sup> benzo 
heterocyclic derivative or its salt whichis stated in 
aforementioned (1369) which is a phenyl group which has 
thetimes when it possesses halogen atom on amino substituted 
lower alkyl group , carbamoyl group substituted lower alkyl 
group , adamantyl group substituted lower alkyl group , lower 
alkyl sulfonyl group or phenyl ring which hastimes when it 
possesses lower alkyl group as alike or different , hydrogen 
atom , lower alkoxy group , lower alkyl group , substituent 

(1380) m 0, n 1, with nitrogen atom which R<sup>6</sup> 
and the R<sup>7</sup> connect through nitrogen atom or 
oxygen atom or benzo heterocyclic derivative or its salt which 
isstated in aforementioned (1369) which is a saturated 
heterocycle basic (On said heterocycle , group which is 
chosen from group which becomes lower alkyl group and 
phenyl lower alkyl group optionally substitutable . ) 5 - 7 
-member ring where it forms without minding 

benzo heterocyclic derivative or its salt . which (1381) m and 
n together 1 states in aforementioned(1369) which is 

[0168] 

Description above where (1382) R<sup>l</sup> is hydrogen 
atom or halogen atom (1336) - benzo heterocyclic derivative 
or its salt which is stated in ( 1 345) 
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(1383) R l A<(Sa7;U^U*.«*T;Ua*?/ 

/ft«7;m*i/». «*»*lt«*7;u* 

*-T*Ct(D*«75/*. *;U**i/« 
*tt«7im*S/ai. «*7^a*S/*;U7K- 
;H*««7^a*2/»XI4«*»tLr«« 
7;u*;u*£*rf 4Cir<Dfci>75y*;U7t?-;U 
««7;Ua**>»-e**«rE(1336H1345)IC 
IB«©'<>^7 L PaRilW*XI4*a)* 

(1384) R 2 A<S-(0)m-A-(CO)uNR 6 R 7 T?fcy v R 3 
^7K*S : f L r*fc^mitB(l345)lciBKOK>v r /\ 

xP«KSH*Xtt*0>tt 

(1385) 54(4-^5 1 ;U-l-t 0 ^ : 7V-;U)*;U7t-^;uy 

-fJU]-2 t 3A5-T-hTtKP-lH-^<>l/7-iflf> 

(1386) 5-[(4->T;U-l-t°^ : 7V— )\,)±)lifi-)\,* 
fil/]-l-(4-v5P'\+vil/-2-^;i//<>^il/)- 
2,3 ,4,5-T" H7 1 KP - 1 H-'O V7-tf tf > 

(1387) 5-^V3fPt°;U7^y*^7p-7U^;U-l- 
(2-^PP-4-v^;U75y^>\/^;U)-2,3,4,5-X 
h^tKP-lH-^>y7-tft°> 0 

[0169] 
[0170] 

««7;ua*5/*i:Lrtt. «*.li*MF-X *h 
?P#**>. -f V^P**S/* ?h*V\ tert 

' «<D«*»"1^0)fi«Xtt»a««7JU3* 
[0171] 

ffi$7;u*;uft<!:LTtt. flxtf 

ft 1-6 (DB*Xli»tt«tt7;U*iU***lf 
[0172] 

[0173] 



(1383) R<sup>l</sup> description above which is a amino 
carbonyl lower alkoxy group which has thetimes when it 
possesses lower alkyl group as amino group , carboxy 
substitution lower alkoxy group , lower alkoxy carbonyl 
substitution lower alkoxy group or substituent which has 
times when it possesses lower alkyl group as amino lower 
alkoxy group , substituent which has fact that it possesses 
group which is chosen from group which becomes lower alkyl 
group and lower alkanoyl group as lower alkyl group , lower 
alkoxy group , hydroxy group , lower alkanoyl oxy group , 
substituent (1336) - benzo heterocyclic derivative or its salt 
which is stated in (1345) 

(1384) R<sup>2</sup> basis - with (O ) m-A- (CO ) 
uNR<sup>6</sup>R<sup>7</sup>, benzo heterocyclic 
derivative or its salt which isstated in aforementioned (1345) 
where R<sup>3</sup> is hydrogen atom 

(1385) 5 - [ (4 -methyl -1- piperazinyl ) carbonyl methyl ] - 1 

- [4 - (4 -methoxyphenyl ) - 2 -methyl benzoyl ] - 2, 3, 4 and 5 
-tetrahydro -lH-benzo azepine 

(1386) 5 - [ (4 -methyl -1- piperazinyl ) carbonyl methyl ] - 1 

- (4 -cyclohexyl -2- methyl benzoyl ) - 2, 3, 4 and 5 
-tetrahydro -lH-benzo azepine 

(1387) 5 -isopropyl amino carbonyl methyl -1- (2 -chloro -4- 
dimethylamino benzoyl ) - 2, 3, 4 and 5 -tetrahydro 
-IH-benzo azepine . 

[0169] 

Each basis which is shown in above-mentioned General 
Formula (1) seems therespective following way more 
concretely. 

[0170] 

As lower alkoxy group , straight or branched condition alkoxy 
group of for example methoxy , ethoxy , propoxy , 
isopropoxy , butoxy , t- butoxy , pentyloxy , hexyloxy group 
or other carbon number 1-6 can beillustrated. 



[0171] 

As lower alkyl group , straight or branched condition alkyl 
group of for example methyl , ethyl , propyl , isopropyl , 
butyl , isobutyl , t- butyl , pentyl , hexyl group or other carbon 
number 1-6 can be listed. 



[0172] 

As halogen atom , you can list for example fluorine atom , 
chlorine atom , bromine atom and iodine atom . 

[0173] 
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*-*V-r;u**'>**a)ft*» 1-6 (DlfflU 
[0174] 

\mr^-hM}^tvx: it % mtn* 2,2,2-^)7 

)\,*07-tT)^ 2,2,2-h l J^PP7-b^;U» 2-? 
P 2-3 r D^7-fe^U. 2-7;i/tP7 

•fe^K 2-a— K7-tz^-/k 2,2-v7;U^-P7-tr^ 
2,2-v?P ; E7-tz ; ? L n<. 3,3,3-h'J7;U^-0^ 
Pt°^--;U, 3,3,3-h'J^PP^Pt°7|--;U.3-^ 
PP^Ptf^--;U, 2,3-v^PP^Ptf^-^. 4, 

4 ) 4-Ki£pp:? i ? 1, J;k 4-7;u^-p^5 1| J^, 5-2 
pp^y-f;k s-^np^-y^i/^Ptf*- 

•<;u*^«)«^*<!:Lr/\py»i^-$ i~3 e 

tt<D7^*/-r;u*$*lf-&C<!:A<-e^-?,c 
[0175] 

575/ffi«7;m**>*£LTI4 . fllx.l£75/ 
>Hr*>. 2-75/xh+v. 1-75/xMp-X 3-7 
Sy^P/K+v. 4-75/:?MrV, 5-75y"<>f 
6-75/A^-<>;u^-+i/, i,i-v>^;u 

^^S/ih+v, 2-^;U-3-75/^P*°*v, 
7-fef- ;U75«/*h4rV. l-7-fe J 3 L ;U7Syih^r 

->.2-^pe^--;u75yxh^v, s-rv^Pbf 

^-^TS/^PtH+v. 4-?^'j;U75>'?h* 
5-^>*>''OU7S>''<>^l,;J-*v > 6-a+ 

h*v, *^U75/>h**X l-x^;i/T5/xh 

2-^Pe;U7£/xh+->. 3-<v^pe;u 

75y:7n*K**>. 4-^;U7Sy^h+~>, 5^ 

A^i^Ufr+v. i;y^;U7S/>MrV\ (N-X 
fJU-N-^P If ;U75>')^ Mr*X 2-(N-y^l/-N- 
A+v;u7Sy)xhdFv«H(Dag|S < i:LTK 

Xft i~6 ©»ftei*#ttfM*7>u*ju»*tf 
i~6 «>il«xtt#aiH*7;ua/-oi/ 
s^t-sScfcyaiitLfcs^ 1-2 mm?z>z.to 

**7Sy»*«-««*» 1-6 OJiEglXtett 
[0176] 

■**i:Lr(S«7;u*;u»**-r4^ta>& 

-i)75/*«tUTI*. 0>J*.l£7=;A **;U75A 
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As lower alkanoyl oxy group , alkanoyl oxy group of straight 
or branched condition of for example formyl oxy , acetyl 
oxy , propanoyl oxy , butyryl oxy , isobutyryl oxy , pentanoyl 
oxy , t- butyl carbonyl oxy , hexanoyl oxy group or other 
carbon number 1-6 can be listed. 



[0174] 

As lower alkanoyl group which has fact that it possesses 
halogen atom as the substituent , 1 - 3 is possible to have 
possessed halogen atom as for example 2, 2, 2- 
trifluoroacetyl , 2, 2, 2- trichloroacetyl , 2- chloroacetyl , 2- 
bromo acetyl , 2- fluoro acetyl , 2- iodo acetyl , 2, 2- difluoro 
acetyl , 2, 2- dibromo acetyl , 3, 3, 3- trifluoro propanoyl , 3, 
3,3- trichloro propanoyl , 3- chloro propanoyl , 2, 3- dichloro 
propanoyl , 4, 4, 4- trichloro butyryl , 4- fluoro butyryl , 
5 -chloro pentanoyl , 3» chloro -2- methyl propanoyl , 6-bromo 
hexanoyl , 5, 6-dibromo hexanoyl group or other substituent 
the alkanoyl group of straight or branched condition of carbon 
number 1-6 which can be listed. 



[0175] 

As amino lower alkoxy group which has fact that it possesses 
group which ischosen from group which becomes lower alkyl 
group and lower alkanoyl group as the substituent , straight or 
branched condition alkoxy group of carbon number 1-6 
which possesses amino group whichhas times when 1 - 2 it 
possesses group which is chosen can beillustrated from group 
which becomes straight or branched condition alkyl group of 
carbon number 1-6 and straight or branched condition 
alkanoyl group of carbon number 1-6 as for example amino 
methoxy , 2- amino ethoxy , 1 - amino ethoxy , 3- amino 
propoxy , 4- amino butoxy , 5 -amino pentyloxy , 6-amino 
hexyloxy ,1,1- dimethyl -2- amino ethoxy , 2- methyl -3- 
amino propoxy , acetylamino methoxy , 1 - acetylamino 
ethoxy , 2- propanoyl amino ethoxy , 3- isopropionyl amino 
propoxy , 4- butyryl amino butoxy , 5 -pentanoyl amino 
pentyloxy , 6-hexanoyl amino hexyloxy , formyl amino 
methoxy , methy lamino methoxy , 1 - ethylamino ethoxy , 2- 
propyl amino ethoxy . 3- isopropyl amino propoxy , 4- butyl 
amino butoxy , 5-pentyl amino pentyloxy , 6-hexyl amino 
hexyloxy , dimethylarnino methoxy , (N- ethyl -N- propyl 
amino ) methoxy , 2- (N- methyl -N- hexyl amino ) ethoxy 
group or other substituent . 

[0176] 

As amino group which has fact that it possesses lower alkyl 
group as the substituent , 1 - 2 it possesses straight or 
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l^UTSA ^PfcT^TSA 

A ??JU75A tert-^^SA ;u73 

A ^tvvutsa s^^sa *?xt;u75 
A i?:?Ptf;u7SA 5W;U75A 
;U75A v^*v;u7SA n-^u-n-x^u 

75/, N-X^U-N-^PtfjI/T'SA N-.^U-N- 

S«££lTftXft i~6 0>iiffllXli#ttgltt 
7;U*;i'S£ 1-2©*^ i>C,!:rofc375/tt£ 

[0177] 

juiK-juyMtrS'. 3-xh+'>*;U7t?-;u^D7K 
v*;u#-;u^*->.n>yMr-X i,i-v>^u-2-^ 

h+->*JU^-;Uxh+i/s2-^^;U-3-tert-^h 
h*->SH(D7;U3^r'>*^-;ua5»*<M* 

& i~6 <7)iESSXli»«Sltt7;u=i+v*^?K 
-;u»r-ifcs^m» i~6 <otti»xi*#fcSai* 
7/u=**>a;u*-;u7;ua**>»£^i-f&:: 

[0178] 

^;U^JFvS«^«iffi7;U3+vS«!:LTIi. 
l-:*JJUtf*vxMpA 3-*;i/^+«>^P 

>5^u**v,6-*ju**^*S/a<***a i, 
i-i;^;u-2-*;u7tf*->xh*-X2-y?-;u-3-2i 
;U/H^v^p^vSH<D7;U34rvg|?»A^ 
i~6 (DEISXii»ttli«7;u3*vS-e 
fcS*;u7H+*>7;i/3*v*$^ifSci:A<-et 

[0179] 

/rt;U7tfx;u>h*v, i-x^U7S/rt;U7t-;~;u 

-;u*Mrv* 3-vx^U7sy*;u^x;u^P7K 
+v s vx^;u7=y*;U7tCx;u>h+v, (N-x 
^;u-N-^pfcf;u7sy)*;u7t?-;uyh+v.2-(N 
->^;u-N-^+v;u7^y)^;u/i-:-;uxh^v* 



branched condition alkyl group of carbon number I -6 as for 
example amino , methylamino , ethylamino , propyl amino , 
isopropyl amino , butyl amino , t- butyl amino , pentyl amino , 
hexyl amino , dimethylamino , diethyl amino , dipropyl 
amino , dibutyl amino , di pentyl amino , di hexyl amino , N- 
methyl -N- ethylamino , N- ethyl -N- propyl amino , N- 
methyl -N- butyl amino , N- methyl -N- hexyl amino group or 
other substituent amino group which has fact that can be 
illustrated. 

[0177] 

As lower alkoxy carbonyl group substitution lower alkoxy 
group , straight or branched condition alkoxy carbonyl alkoxy 
group of the carbon number 1-6 where for example 
methoxy carbonyl methoxy , 3- methoxy carbonyl propoxy , 
ethoxy carbonyl methoxy , 3- ethoxy carbonyl propoxy , 4- 
ethoxy carbonyl butoxy , 5-isopropoxy carbonyl pentyloxy , 
6-propoxy carbonyl hexyloxy ,1,1- dimethyl -2- butoxy 
carbonyl ethoxy , 2- methyl -3- t- butoxy carbonyl propoxy , 
2- pentyloxy carbonyl ethoxy , hexyloxy carbonyl methoxy 
group or other alkoxy carbonyl portion is straight or branched 
condition alkoxy carbonyl group of carbon number 1-6 can 
belisted. 



[0178] 

As carboxyl substitution lower alkoxy group , carboxy alkoxy 
group where for example carboxy methoxy , 2- carboxy 
ethoxy , 1- carboxy ethoxy , 3- carboxy propoxy , 4- carboxy 
butoxy , 5-carboxy pentyloxy , 6-carboxy hexyloxy ,1,1- 
dimethyl -2- carboxy ethoxy , 2- methyl -3- carboxy propoxy 
group or other alkoxy portion is the straight or branched 
condition alkoxy group of carbon number 1-6 can be listed. 



[0179] 

As amino carbonyl lower alkoxy group which possesses lower 
alkyl group as substituent ,1-2 possesses straight or 
branched condition alkyl group of carbon number 1-6 as 
methylamino carbonyl methoxy , 1- ethylamino carbonyl 
ethoxy , 2- propyl amino carbonyl ethoxy , 3- isopropyl amino 
carbonyl propoxy , 4- butyl amino carbonyl butoxy , 5 -pentyl 
amino carbonyl pentyloxy , 6-hexyl amino carbonyl 
hexyloxy , dimethylamino carbonyl methoxy , 3- diethyl 
amino carbonyl propoxy , diethyl amino carbonyl methoxy , 
(N- ethyl -N- propyl amino ) carbonyl methoxy , 2- (N- 
methyl -N- hexyl amino ) carbonyl ethoxy group or other 
substituent straight or branched condition alkoxy group of 
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i-6 (osmxii^ttistt 

[0180] 

3-^;u^-p^>i/-f;u. 4- , 7;u;t-P'<> % /-< 

;k 2-^P^EK>^^U, 3-:?P^ 'OlZ-'OU* 4- 
^p^ek>^;u. 2-3-K^<>7-f;U. 3-3— K 
KW-OU, 4-3-h^>7^k 3,4-v^PP^ 

2,6-v>7ppK>y>r;u, 2,3-v^p p 

'Ol/'OL^ 2,4-v^7PP^<>y-r;U, 3,4-v?Jl/ 
jJ-pKW-OK 3,5-v^P^>y-r;U. 3,4,5- 

[0181] 

j^*yif;k 3-*;u^v^Pt°/u. 4-*;u 

**>n*5/ju„ i,i-v^;u-2-*;i/7p+*>x^ 
;u, 2->T;u-3-*;U7K+v^Pt°;uS*0T;u 
*;u»»4<ft*» 1-6 0«S^i4#tt«tt7 

[0182] 

j\y s 3->h^v^U7p~;u^ , Pt°>iu. xh+v*;u 
;utK-;u/<>^;u, 6-^P7K*i/*;U/-R-/u^ 

;U.2-^;i/-3-tert-^h*5/*;U7P-^Ptf 

;k 2><>^;u**5/A;MCxjux^k ^> 

;U/t?-;u»#tf ft** i~6 <0ittlXli#fcffl£ 
ttTJU=i^>*;U7|?x;u*-efc«R*tt 1-6 o 

[0183] 



carbon number l~6 which possesses amino carbonyl group 
whichcan be illustrated. 



[0180] 

On phenyl ring benzoyl group which has fact that l - 3 it 
possesses the halogen atom as substituent can be illustrated on 
for example benzoyl , 2- chlorobenzoyl , 3- chlorobenzoyl , 4- 
chlorobenzoyl , 2- fluoro benzoyl , 3- fluoro benzoyl , 4- 
fluoro benzoyl , 2- bromo benzoyl , 3- bromo benzoyl , 4- 
bromo benzoyl , 2- iodo benzoyl , 3- iodo benzoyl , 4- iodo 
benzoyl ,3,4- dichloro benzoyl , 2, 6-dichloro benzoyl , 2, 3- 
dichloro benzoyl , 2, 4- dichloro benzoyl , 3, 4- difluoro 
benzoyl , 3, 5-dibromo benzoyl ,3,4, 5-trichloro benzoyl 
group or other phenyl ring as benzoyl group whichhas fact 
that it possesses halogen atom as substituent . 



[0181] 

As carboxy substituted lower alkyl group , carboxyalkyl 
group where for example carboxymethyl , 2- carboxy ethyl , 
1- carboxy ethyl , 3- carboxy propyl , 4- carboxy butyl , 
5-carboxy pentyl , 6-carboxy hexyl ,1,1- dimethyl -2- 
carboxy ethyl , 2- methyl -3- carboxy propyl group or other 
alkyl portion is straight or branched condition alkyl group of 
carbon number 1-6 can be listed. 



[0182] 

As lower alkoxy carbonyl group substituted lower alkyl 
group , straight or branched condition alkoxy carbonyl alkyl 
group of carbon number 1-6 where for example 
methoxy carbonyl methyl , 3- methoxycarbonyl propyl , 
ethoxy carbonyl methyl , 3- ethoxy carbonyl propyl , 4- 
ethoxy carbonyl butyl , 5-isopropoxy carbonyl pentyl , 
6-propoxy carbonyl hexyl ,1,1- dimethyl -2- butoxy carbonyl 
ethyl , 2- methyl -3- t- butoxy carbonyl propyl , 2- pentyloxy 
carbonyl ethyl , hexyloxy carbonyl methyl group or other 
alkoxy carbonyl portion is straight or branched condition 
alkoxy carbonyl group of carbon number 1-6 can be listed. 



[0183] 

As amino substitution lower alkanoyl oxy group which has 
fact that it possesses lower alkyl group as substituent , 1 - 2 it 
possesses straight or branched condition alkyl group of carbon 
number 1-6 as for example 2- amino acetyl oxy , 3- amino 
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*X 4-75y^'J;U>l-4rV. 2,2-V> : f ;U-3-75 

*>♦ 6-75/^+-9-/'f;U^-+v. 2-^^f JU-3-7S 
./^PtfjJ-xjl/:*-^;,, 2->^;U75y7-fe^U^- 

3-x^;u75y^Ptf*-;u?|-**>, 2-zfa 

^;u7£>"<>$>''Ou*-*v> 6-^s^v;u7%y 
^-yv-f-M-^-X 2-S?>?JU7£>'7-tz*;u 
3-vx^;uT=y^pt°^--;u^-+v. 2- 
v^^S^Pe^-JUt^X 2-(N-x^VU 

-N-^Ptf;u75y)7-tr i ? 1 ;u^^. s-cn-^u- 

N-^v^7S>')^Pt 0 ^--7U>J-+v*IS(DS 

WtmtLT&m®. i~6 roKMxii»ftHtt7 

-f &sit9ft&7!>< 2-6 <Damxii»ttMtt7;u* 

[0184] 

7-tr^ rfpe^--;u, -rv^^u 
tt-y-r^siKDK^Si i~6 (DKtixi±»tt^ 

[0185] 

x^'j^v. ^ptfj^x -<v^pe'jT>. 

ffi^^S 1-6 ©»«(XI*»ttl»tt7^*'jT> 
[0186] 

<Sii7;U3*«>*;U7Kx;uagli£ffi7;U^rU : r 

2-yh^v*;U7px;ux^iJf : l/, 3-fv:? 
P/-K+->*jU/-Kx,)U3fne'j'7 : X 2-?n;K**> 
*;u7tfx;u^v^ne'j-T> . 4-3 r h**>*,M* 

r/^'jTX 6-'s**>;U**v*i;Utfx;i,/\^> 
yT>**<0K*» 1-6 (DHSlXlittfcMtt 
7iU3**>*;U#-^»«8ia3H* 1-6 (DW. 

[0187] 

iSffi7;U3+v!lSI«ijSS7;U+ l Jx>*i:UT 

■Jt^, 3-^P7K^rV^P tf'Jx>» 2--fV^Q7t>° 
+WV^Ptf' JxV^-^h+^^'Jx^, 5- 

'v+^'JtV**©*** i~6 (DBISXIitt 
ttlStt7;up*->Sg&i!&il& i~6 aftttx 



1997-8-26 

propanoyl oxy , 2- amino propanoyl oxy , 4- amino butyryl 
oxy , 2, 2- dimethyl -3- amino propanoyl oxy , 5-amino 
pentanoyl oxy , 6-amino hexanoyl oxy , 2- methyl -3- amino 
propanoyl oxy , 2- methylamino acetyl oxy , 3- ethylamino 
propanoyl oxy , 2- propyl amino propanoyl oxy , 4- isopropyl 
amino butyryl oxy , 4- butyl amino butyryl oxy , 4- 1- butyl 
amino butyryl oxy , 5-pentyl amino pentanoyl oxy , 6-hexyl 
amino hexanoyl oxy , 2- dimethylamino acetyl oxy , 3- 
diethyl amino propanoyl oxy , 2- dimethylamino propanoyl 
oxy , 2- (N- ethyl -N- propyl amino ) acetyl oxy , 3- (N- 
methyl -N- hexyl amino ) propanoyl oxy group or other 
substituent carbon number which possesses amino group 
which has times when can illustrate straight or branched 
condition alkanoyl oxy group 2 - 6. 



[0184] 

As lower alkanoyl group , you can list straight or branched 
condition alkanoyl group of for example formyl , acetyl , 
propanoyl , butyryl , isobutyryl , pentanoyl , t- butyl 
carbonyl , hexanoyl group or other carbon number 1-6. 

[0185] 

As lower alkylidene group , straight or branched condition 
alkylidene group of for example methylidene , ethylidene , 
propylidene , isopropylidene , butylidene , pentylidene , 
hexyl idene basic or other carbon number 1-6 canbe 
illustrated. 

[0186] 

As lower alkoxy carbonyl substitution lower alkylidene 
group , straight or branched condition alkylidene group of the 
straight or branched condition alkoxy carbonyl group 
substitute carbon Mathematical Formula 1 ~6 of for example 
ethoxy carbonyl methylidene , 2- methoxycarbonyl 
ethylidene , 3- isopropoxy carbonyl propylidene , 2- propoxy 
carbonyl isopropylidene , 4- butoxy carbonyl butylidene , 
5-pentyloxy carbonyl pentylidene , 6-hexyloxy carbonyl 
hexylidene basic or other carbon number 1-6 can be 
illustrated. 

[0187] 

As lower alkoxy-substituted lower alkylidene group , straight 
or branched condition alkylidene group of straight or 
branched condition alkoxy group substitute carbon 
Mathematical Formula 1 -6 of for example methoxy 
methylidene , 2- ethoxy ethylidene , 3- propoxy propylidene , 
2- isopropoxy isopropylidene , 4- butoxy butylidene , 
5-pentyloxy pentylidene , 6-hexyloxy hexylidene basic or 
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[0188] 

tf7xzj^f>jf>, 2-7i-;i/XfUf>, 3- 
^x-;u^ptf Uf">, 2-7i— n^Ptf'Jxl^ 4 
-^xxjl^ijf^ 5-7x" JU'O^Ut^ 6- 
7x-;u^+v'J-r>SI|c7)7x-;uM^M* 

tt i-6 amftxteaattttoTju+UT*:/* 

[0189] 

*U>* HJ>^U>, 2,2- 
So^UX ^*Wfb>Sf0K*» 1-6 O 



[0190] 

75/^U. 2-75/x^Jk 1-7^X^1^3- 

T5/^Pt°;u, 4-t^/^^;u. s-Tsyo? 

JU. 6-75/^v;k l,l-5»*;U-2-75,/X* 

i-x^;u75yx^;i/, 2-^Pt°;L/T5yx^ 
75/^+v;u. i/y^;u75yy^;u, 2-vif 

jUTS/x^K 2-v>^;L,7^x^;u % (N-x 

^;u-N-^Pt°;u7sy)^^;u.2-(N->^>/u-N-^ 

*5/^75/)x^jU*IKD«»»tLrft3lrtl[ 

i~6 <Dil«xii#tt«tt7;u*;u*£ i-2 fl 

*«Cfc<Dfc*75/*£*r-r*ft*R 1-6 CD 
[0191] 

r 6 ai; r 7 xi± r b a« r c A<*££-f -ssmis^ 



[0192] 

ffi«7;u*;u*atf7x^ns«7;i/*ji/* 

SirLTIi. flittf . 4-^Utr^v^K 3,4- 
v>^;Ut°^vx;u % 3-x^;ut°P»Jvx;u,2 
-^Pt°;L,t°P'Jvx;u. l->^>il,t 0 PUvx;K 



other carbon number 1-6 can be illustrated. 
[0188] 

As phenyl substitution lower alkylidene group , alkylidene 
group of straight or branched condition of the for example 
phenyl methyl idene , 2- phenyl ethylidene , 3- phenyl 
propylidene , 2- phenyl propylidene , 4- phenyl butylidene , 
5-phenyl pentylidene , 6-phenyl hexylidene basic or other 
phenyl substitute carbon Mathematical Formula 1 -6 can be 
illustrated. 

[0189] 

As lower alkylene group , straight or branched condition 
alkylene group of for example methylene , ethylene , 
trimethylene , 2- methyl trimethylene , 2, 2- dimethyl 
trimethylene , 1 - methyl trimethylene , methyl methylene , 
ethyl methylene , tetramethylene , pentamethylene , 
hexamethylene group or other carbon number 1-6 can 
beillustrated. 

[0190] 

As amino substituted lower alkyl group which has fact that it 
possesses lower alkyl group as the substituent , 1 - 2 it 
possesses straight or branched condition alkyl group of carbon 
number 1-6 as for example aminomethyl , 2- aminoethyl , 1- 
aminoethyl , 3- aminojpropyl , 4- amino butyl , 5-amino 
pentyl , 6-amino hexyl ,1,1- dimethyl -2- aminoethyl , 2- 
methyl -3- aminopropyl , methylamino methyl , 1- ethylamino 
ethyl , 2- propyl aminoethyl , 3- isopropyl aminopropyl , 4- 
butyl amino butyl , 5-pentyl amino pentyl , 6-hexyl amino 
hexyl , dimethylamino methyl , 2- diethyl aminoethyl , 2- 
dimethylamino ethyl , (N- ethyl -N- propyl amino ) methyl , 
2- (N- methyl -N- hexyl amino ) ethyl group or other 
substituent straight or branched condition alkyl group of 
carbon number 1-6 which possesses amino group which has 
times when can be illustrated. 



[0191] 

With nitrogen atom which R<sup>6</sup> and 
R<sup>7</sup> or R<sup>B</sup> and the R<sup>C</sup> 
connect, through nitrogen atom or oxygen atom or connecting 
mutually without minding, it can illustrate for example 
pyrrolidinyl , bipyridinyl , piperazinyl , morpholino , homo 
piperazinyl group etc 5 - 7 -member ring where itforms as 
saturated heterocycle basis. 

[0192] 

As above-mentioned heterocyclic group which group which is 
chosen from thegroup which becomes lower alkyl group and 
phenyl lower alkyl group substitutes, straight or branched 
condition alkyl group and alkyl portion of for example 4- 
methyl piperazinyl , 3, 4- dimethyl piperazinyl , 3- ethyl 
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4-K>i;;ubf ^vx;k 3->fiM-'<>v 
Jl/tf^7V--/k3-(2-7xz;ixXf^)eo'Jyz 

^l^xZ^Xfj^tfO'Jy-^k 4-(3-?x 
-^Dt°;U)t 0 ^'J 3-(4-37xX 

;u)^E;U/t>Uy.3-(5-^x-;u^>^;u)t 0 ^»Jv 
4-(6-7x-;u^s+S/;i/)e^^v— juS^F 

tt««T-;u*;uat-cfty.7i-;u** i~2 41 
%r*7^*^*«:«»^&iltf*ifc*3i< i~3 

[0193] 

1*. 4-y wue^i?^, 3,4- 
t°^^v~;u,3-x^;ut 0 P'Jv-;u.2-^Pt° 
;ut°PUv-;u. i-**/ut? P'Jv-^, 3,4,5-h 

u^;ue^u v~;u. 4-^jue^«j5?-iu, 3- 

"Of 1 ju^jujfry A 4->^;u7^^Et°^^v- 
;u,4-^v;utf^v-;u4^0j^^ i~6 

«P»4<a*» 1-6 a>E«Kii#tt«tt7;u* 
;u*A< 1-3 em&Lfc±lEII^«g£«^T' 

[0194] 

£r&c£<Dfe£:7x- juatLTli, fflxii. 
7x~;u. 2->^;i/^x- 3->^;u7x-;u v 4 
->^;u^x-;u % 2-x^;u^ x -;u > 3-^Pt°;u 

7x_jk 4-^;U7x~;U % 2-^>^;U7x~ 
3,4,5-h , J>^U7i-;U**©7x-;HB±lC 

«^a<tLTM*» 1-6 ommxttft&mtt 

rju*;ug£ 1-3 <i*-r>5c<h(7)fc^x-;u 

[0195] 

^x-;u«±lcS^*<tLT«^7^+vS 
^W-f^CirCDfc^^x- ;uai:Lrii. 01*. 
l£ % 7JL- )l> % 2-^K^Fv^x- 3-^h^rV^x 
-JU, 4->Mrv:7xx;u > Mh+v7x-;k 3- 

^ptK+v^x- 4-^h+v^x-;u % 2-^> 
^;utI-+v^x-;u % 3-^+v;i/t4v7i- 

2,4-v*M 1 v?x-;i^ 3,4-ylh*y7i- 
Jk 3,4,5-h l J>h*v7x^;U*HC07x^.;US 

±lc«8i*iLTft** 1-6 (DESSXfittft 

tt!*7JI,:3**>** 1-3 fl*-r-6Ct0)fc«7i 
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pyrrolidinyl , 2- propyl pyrrolidinyl , 1- methyl pyrrolidinyl , 
3, 4, 5-trimethyl bipyridinyl , 4- butyl bipyridinyl , 3- pentyl 
morpholino , 4- ethyl homo piperazinyl , 4- methyl homo 
piperazinyl , 4- hexyl piperazinyl , 4- diphenylmethyl 
piperazinyl , 4- benzyl piperazinyl , 3- methyl -4- benzyl 
piperazinyl , 3- (2 -phenylethyl ) pyrrolidinyl , 2- (1 
-phenylethyl ) pyrrolidinyl , 4- (3 -phenyl propyl ) 
bipyridinyl , 3- (4 -phenyl butyl ) morpholino , 3- (5 -phenyl 
pentyl ) bipyridinyl , 4- (6 -phenyl hexyl ) piperazinyl group 
or other carbon number 1-6 with straight or branched 
condition alkyl group of the carbon number 1-6, group which 
is chosen from group which becomes alkyl group which 1 - 2 
possesses phenyl group 1 - 3 can illustrate above-mentioned 
heterocyclic group which is substituted. 

[0193] 

straight or branched condition alkyl group and alkyl portion 
of for example 4- methyl piperazinyl , 3, 4- dimethyl 
piperazinyl , 3- ethyl pyrrolidinyl , 2- propyl pyrrolidinyl , 1- 
methyl pyrrolidinyl , 3, 4, 5-trimethyl bipyridinyl , 4- butyl 
bipyridinyl , 3- pentyl morpholino , 4- methyl homo 
piperazinyl , 4- hexyl piperazinyl group or other carbon 
number 1-6 straight or branched condition alkyl group of 
carbon number 1-6 1 - 3 above-mentioned heterocyclic group 
which issubstituted can be illustrated as above-mentioned 
heterocyclic group which the lower alkyl group substitutes. 

[0194] 

On phenyl ring phenyl group which has fact that 1 - 3 it 
possesses the straight or branched condition alkyl group of 
carbon number 1-6 as substituent can be illustrated on for 
example phenyl , 2- methylphenyl , 3- methylphenyl , 4- 
methylphenyl , 2- ethyl phenyl , 3- propyl phenyl , 4- butyl 
phenyl , 2- pentyl phenyl , 3- hexyl phenyl , 3, 4- 
dimethylphenyl ,3,4, 5-trimethyl phenyl group or other 
phenyl ring as phenyl group which has fact that it possesses 
lower alkyl group as substituent . 

[0195] 

On phenyl ring phenyl group which has fact that 1 - 3 it 
possesses the straight or branched condition alkoxy group of 
carbon number 1-6 as substituent can be illustrated on for 
example phenyl , 2- methoxyphenyl , 3- methoxyphenyl , 4- 
methoxyphenyl , 2- ethoxy phenyl , 3- propoxy phenyl , 4- 
butoxy phenyl , 2- pentyloxy phenyl , 3- hexyloxy phenyl , 2, 

4- dimethoxy phenyl ,3,4- diethoxy phenyl , 3, 4, 

5- trimethoxy phenyl group or other phenyl ring as phenyl 
group which has fact that it possesses lower alkoxy group as 
substituent . 
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[0196] 

ti*. «7Lif . tP js?;u*n>#— 2-?xxju 

=ju. 4-?xx ;utf U 5/;u*;U7|?-;u % 2-(2->^ 
;u^x- ;u)tfU vju^l^-;^ 3-(2-x^ju?x 
-^eUv^A^^^.^-^Ptf^x— 

v/U*;i/7K-;i/,4-(3-^*v;U7x-jU)t 0 Uv 

^uAiU/K^u^-cs^^^^xr. ^)tfus?;u 

;U*;U7t-C-;u % 3-(2-tfU vJU)t° U 5/;u*;U7t«- 
2-(3-t°U v;u)t°'J v;u*;utf-;k 4-(4-t? m 

*&S£LTgtsi& 1-6 0>tt«xi*#«Sil* 
7;u*;u*£ i~3 f!^-f6c<ttf)fo§?x-;u 

[0197] 

7xx;u^±ic«&»£LTffi$7;u*;u«& 

©*47x-JU«»7^*;u»i:Lrtt, 

xfju. 3-*7x-;u^De;u. 4-^x-;u^;u, 
l,l-i/J*^U-2-7x— ^X^U, 5-7i-Jl/^ 
6-^x-;U^^F-v;U s 2--/f^-3-7i-;i/ 
?P tf;k 2^PP^>yJk 2-(3-$P P7i- 

ju)x^;k 2-?;u*p/<>vJL/. i-(4-^pp7i 
- ;i/)x^;u. 3-(2-^;u?|-p^x- ;i/)^pt°;u. 4 
-(3-^;u^p^x-;u)^;u % 5-(4-7;u^p^x 
x;i/)^>^;ix % l,l-y^f^-2-(2-?P^x- 
;U)X^K 6-(3-?Pi7i- ;u)^*vJU. 4-3? 
o^K>y^, 2-(2-a-K7x_;i/)xf;k l-(3- 
3— K3?xx;u)x^;u, 3-(4-3— K^x-;U)^P 
tfJK 3,4-v^PP^vJk 3,5-V^PP^V 
;k2^PP'<>v;k2,3-v^PP / <>v 

3,5-v^P^>v;i/> 3,4,5-MJ^PP/O 
vJk 3,5-V<7PP-4-tKP*V^>v;i/, 3,5-5/ 

^^■;i/-4-tKP+i//<>5/;u, 2->h+i/-3-^p 
p^>i/;u, 2->^;t//<>v;u. 2-(2-^^;u^x 

x;U)x^;u, l-(3-^JU7x~ JU)x^;u, 3-(4- 
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[0196] 

On pyridine ring as substituent on phenyl ring as pyridyl 
carbonyi group which has factthat it possesses group which is 
chosen from group whichbecomes phenyl group and pyridyl 
group which have times when it possesses lower alkyl group 
as substituent , On for example pyridyl carbonyi , 2- phenyl 
pyridyl carbonyi , 3- phenyl pyridyl carbonyi , 4- phenyl 
pyridyl carbonyi , 2- (2 -methylphenyl ) pyridyl carbonyi , 3- 
(2 -ethyl phenyl ) pyridyl carbonyi , 4- (3 -propyl phenyl ) 
pyridyl carbonyi , 2- (4 -butyl phenyl ) pyridyl carbonyi , 3- 
(2 -pentyl phenyl ) pyridyl carbonyi , 4- (3 -hexyl phenyl ) 
pyridyl carbonyi , 2- (3 and 4 -dimethylphenyl ) pyridyl 
carbonyi , 3- (3, 4 and 5 -trimethyl phenyl ) pyridyl carbonyi , 
3- (2 -pyridyl ) pyridyl carbonyi , 2- (3 -pyridyl ) pyridyl 
carbonyi , 4- (4 -pyridyl ) pyridyl carbonyi group or other 
pyridine ring pyridyl carbonyi group which has factthat it 
possesses group which is chosen can be illustrated fromgroup 
which becomes phenyl group and pyridyl group which have 
timeswhen 1 - 3 it possesses straight or branched condition 
alkyl group of carbon number 1-6 as the substituent . 



[0197] 

On phenyl ring there are times when it possesses group which 
ischosen from group w^ich becomes lower alkyl group and 
halogen atom as the substituent , 

At same time as phenyl lower alkyl group which has fact that 
it possesses the hydroxy group in lower alkyl group portion , 

for example benzyl , 2- phenylethyl , 1- phenylethyl , 3- 
phenyl propyl , 4- phenyl butyl ,1,1- dimethyl -2- 
phenylethyl , 5 -phenyl pentyl , 6-phenyl hexyl , 2- methyl -3- 
phenyl propyl , 2- chloro benzyl , 2- (3 -chlorophenyl ) ethyl , 
2- fluoro benzyl , 1- (4 -chlorophenyl ) ethyl , 3- (2 
-fluorophenyl ) propyl , 4- (3 -fluorophenyl ) butyl , 5- (4 
-fluorophenyl ) pentyl ,1,1- dimethyl -2- (2 -bromophenyl ) 
ethyl , 6- (3 -bromophenyl ) hexyl , 4- bromo benzyl , 2- (2 
-iodo phenyl ) ethyl , 1 - (3 -iodo phenyl ) ethyl , 3- (4 -iodo 
phenyl ) propyl , 3, 4- dichloro benzyl , 3, 5-dichloro benzyl , 
2, 6-dichloro benzyl , 2, 3- dichloro benzyl , 2, 4- dichloro 
benzyl , 3, 4- difluoro benzyl , 3, 5-dibromo benzyl , 3, 4, 
5-tri chloro benzyl , 3, 5-dichloro -4- hydroxy benzyl , 3, 
5-dimethyl -4- hydroxy benzyl , 2- methoxy -3- chloro 
benzyl , 2- methylbenzyl , 2- (2 -methylphenyl ) ethyl , 1- (3 
-methylphenyl ) ethyl , 3- (4 -methylphenyl ) propyl , 4- (2 
-ethyl phenyl ) butyl , 5- (3 -propyl phenyl ) pentyl , 6- (4 
-butyl phenyl ) hexyl , 2- (2 -pentyl phenyl ) ethyl , 1- (3 
-hexyl phenyl ) ethyl , 3- (3 and 4 -dimethylphenyl ) propyl , 
2- (3, 4 and 5 -trimethyl phenyl ) ethyl , (2 -methyl 
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Z?T)l>s 5-(3-^Pt°;U7x-;U)/<>^;U % 6-(4- 

^t;u7x- ;u)^^rv;i/. 2-(2-^>^;^x- 
;u)x^;u % i-(3-^+v^7i-;i/)if;k 3-(3, 
4-v>^;^x~;u)^Pt°;u. 2-(3,4,5-hU>^;u 

7i^l,)Xf;k (2->^;U-6-*P P7x~ 
^;U % 3-7x~;U-2-tKP*v3fPtf 2-"7x- 
;U-2-tKP+vx^-;u % i-^xnjU-i-tKP^ri/ 
3-(4-^U^xx;U).3-tKP+v^Pt 0 
;U,4-(3-^PP^xx;U)-4-tKP^rV^;U.5- 
(2^Pt7i-;i/)-5-tKP*5/^>f ;k 6-(4- 

7;u*;u»»<Dft*»A< 1-6 (DBgixiittfc 
»*£*r**cfc<Dfc*. lo7i-;i,a±l: 

s^s<turm*3s 1-6 <Dmmxitft&mvt 

i~3 ®^-ri)CtcDfc^^x-;uT;u+ 

[0198] 

ju. i-7iy*vif;k 4-^xy+v^yu. 5- 

7xy+y^>f ;k 6-7iy+v^+yJk 1,1- 

2/^u-2-7x/*5/x^k 2-^^;u-3-^xy 
+v^nt°;k (2->^;u^x/*S/)>^;u. 2-(2- 
y^jU7x/*5/)xy^u. 3-?xy**>?ne;u* 
4-(3^^;u^xy^v)^;u % 5-(2-x^;u^xy 

+v)^<>5 1 ;U. 6-(3-^P t°;U7xy^v)^+v 

(4-^9 L ^^xy+v)>^;u. 2-(2-^>^u:7 
iy+y)if;k i-(3-^+v^7xy+y)xf 

3-(3,4-v^^;U7xy^rv)^Pt e ;U, 2-(3,4,5 

-MJ>5^u:7x/*v)x^n,gi|0?xxju^ 

±K«iMW:LTft*» i~6 <»mmxitft& 

flM*7;i/*;u*£ i~3fi*rr*c:£<0fc4?xy 

1-6 <De*JU*#tt*tt7 

[0199] 

7xz:jua±lc*8i*tLTfi«7;u+;u*. 

T7xx;u£ % 

/\py>B^««l««7;u*^*, 

««*tLTffi»7JU^u»*wr*ci©ft 
675/g. 

-hPS. 

is*7;u*y-f;u*««75/»ai;/\py> 



-6-chlorophenyl ) methyl , 3- phenyl -2- hydroxypropyl , 2- 
phenyl -2- hydroxyethyl , 1- phenyl -1- hydroxymethyl , 3- (4 
-methylphenyl ) - 3-hydroxypropyl , 4- (3 -chlorophenyl ) - 4 
-hydroxybutyl , 5- (2 -bromophenyl ) - 5 -hydroxy pentyl , 6- 
(4 -fluorophenyl ) - 6 -hydroxy hexyl group or other alkyl 
portion carbon number with straight or branched condition 
alkyl group of 1 - 6, aretimes when it possesses hydroxy 
group in said alkyl group portion , at same time on phenyl 
ring phenyl alkyl group which has fact that 1 - 3 it possesses 
the group which is chosen can be illustrated from group which 
becomes straight or branched condition alkyl group and 
halogen atom of carbon number 1-6 as substituent . 



[0198] 

substituent doing on phenyl ring , it can illustrate straight or 
branched condition alkyl group of phenoxy group substitute 
carbon Mathematical Formula 1 ~6 which has fact that 1 - 3 it 
possesses the straight or branched condition alkyl group of 
carbon number 1-6 as substituent on for example phenoxy 
methyl , 2- phenoxy ethyl , 1- phenoxy ethyl , 4- phenoxy 
butyl , 5-phenoxy pentyl , 6-phenoxy hexyl ,1,1- dimethyl 
-2- phenoxy ethyl , 2- methyl -3- phenoxy propyl , (2 -methyl 
phenoxy ) methyl , 2- (2 -methyl phenoxy ) ethyl , 3- phenoxy 
propyl , 4- (3 -methyl phenoxy ) butyl , 5- (2 -ethyl phenoxy ) 
pentyl , 6- (3 -propyl phenoxy ) hexyl , (4 -butylphenoxy ) 
methyl , 2- (2 -pentyl phenoxy ) ethyl , 1- (3 -hexyl phenoxy ) 
ethyl , 3- (3 and 4 -dimethyl phenoxy ) propyl , 2- (3, 4 and 5 
-trimethyl phenoxy ) ethyl group or other phenyl ring as 
phenoxy lower alkyl group which has fact that it possesses the 
lower alkyl group . 



[0199] 

On phenyl ring as substituent lower alkyl group , 
phenyl group , 
lower alkoxy group , 

halogen atom substituted lower alkyl group , 

amino group , which has times when it possesses lower alkyl 
group as the substituent 

nitro group , 

There are times when it possesses group which is chosen from 
thegroup which becomes lower alkanoyl group substituted 
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2-7x/*v7-fe? : Jl/> 
2-^x/^rv^'J;U % 

4- ^xy+v^u;u % 

2,2- ;U-3-7x> +v^P tf*-^ 

5- ^xy+v^>^/-r;i/ % 

6- ^xy+v^+-^y^;u, 

2-(2-^P P?x/*v)7-tz^;U, 
2-(3-^P P7xy+v)7-tr^U. 

2-(4-^pp^xy+v)7-t^;u> 
2-(2-^;u^-p^x/+v)7-ir : ? 1 ;u, 
2-(3-^; p ?xy + v)7-tz^;u , 

3.(4-37;U7|-P^xy^v)^Pt 0 7|--;U. 
2-(2-? P ^ 7x/ *sp p t°^; u % 
4-(3-^ p ^?xy * v)^^ g ;u % 

6-(2-a-K^x/JFv)^+-y-y^;u, 

2- (3-3-K7x/4v)7-tz^U. 

3- (4-3-K^xy+i/)^pe^-;u, 

4- (3,4-v£ P P 7x7 v)^ ^ 'J ;i/ > 
2-(3,4- v^7 P P ^x/ + v)7-tz^ 
2-(2,6- v£ P P 3?x> * v)7 "tr^U . 
2-(2 5 3-v^P P7xy^v)7-tr^;ix, 
2-(2,4-v^P P^xy^Pv)7-tz5 1 ;U, 

2- (3,4-v7;U^P^x/^rv)7-tr : 3 1 ^, 

3- (3,5-i/^P^xy+i/)^Pe^--;U, 
2-(3A5-hU<7PP?x/*v)7-fe^k 
2-(2-^U?x/^v)7'fe : ? 1 JU> 
2-(3-^U?x/*v)7't?^k 
2-(4-^;U7xy*S/)7-tr^k 
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amino group and halogen atom , 

At same time in lower alkanoyl portion as phenoxy lower 
alkanoyl group which has fact that itpossesses halogen atom 
as substituent , 

for example 

2 -phenoxy acetyl , 

2 -phenoxy propanoyl , 

3 -phenoxy propanoyl , 
2 -phenoxy butyryl , 

4 -phenoxy butyryl , 

2 and 2 -dimethyl -3- phenoxy propanoyl , 

5 -phenoxy pentanoyl , 

6 -phenoxy hexanoyl , 

2 - (2 -chlorophenoxy ) acetyl , 
2 - (3 -chlorophenoxy ) acetyl , 
2 - (4 -chlorophenoxy ) acetyl , 
2 - (2 -fluorophenoxy ) acetyl , 

2 - (3 -fluorophenoxy ) acetyl , 

3 - (4 -fluorophenoxy ) propanoyl , 
2 - (2 -bromo phenoxy ) propanoyl , 

4 - (3 -bromo phenoxy ) butyryl , 

5 - (4 -bromo phenoxy ) pentanoyl , 

6 - (2 -iodo phenoxy ) hexanoyl , 

2 - (3 -iodo phenoxy ) acetyl , 

3 - (4 -iodo phenoxy ) propanoyl , 

4 - (3 and 4 -dichloro phenoxy ) butyryl , 
2 - (3 and 4 -dichloro phenoxy ) acetyl , 
2 - (2 and 6 -dichloro phenoxy ) acetyl , 
2 - (2 and 3 -dichloro phenoxy ) acetyl , 
2 - (2 and 4 -dichloro phenoxy ) acetyl , 

2 - (3 and 4 -difluoro phenoxy ) acetyl , 

3 - (3 and 5 -dibromo phenoxy ) propanoyl , 
2 - (3, 4 and 5 -tri chlorophenoxy ) acetyl , 

2 - (2 -methyl phenoxy ) acetyl , 
2 - (3 -methyl phenoxy ) acetyl , 
2 - (4 -methyl phenoxy ) acetyl , 
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3-(2-X^;U7x/+v)^Pt°*--;U. 

2-(4-^v;u^xy+v)7-tr5 1 ;u. 
2-(3,4-v^;u:7x/*v)7-b : ? 1 ;K 

2-(3,4-vX^;U^x/^rv)7-tr^;U. 
2-(2,4-v>^;U7x/+v)T-b^;U, 
2-(2,5-v^U:7x/*v)7^ji, % 

2-(2,6-v^^^xy+v)7-tr^VU. 
2-(3,4,5-hU>5 1 ;^xy+v)7-tr5 1 JU. 

2-(3-^pp-4->^;u^xy^»7-fe^;u, 
2>(3-v^^;u7sy^xy+v)7-b^;u. 

2-(3--hP!7x/*v)7'tT : 3 1 ;U. 
2-(2->K+v7xy^v)T-tz^;U. 
2-(3->h*v7x/*v)7-tr^U. 
2-(4->h+v7x/+v)7-tz^;U % 

2-(2-:?x-;U7xy*v)7-tr^k 

2- (2-h , J^;u^p>^;u^x/+v)T-t5 L ;u> 

3- (2-7^y^xy+v)^Pt°^-,IU. 

4- (4-X^U7Sy^xy+i/)^U;U.5-(2,3-y 
*b**sy=.S**s)'<^*S<{)\, % 6-(2,4,6-hU>h 
^rV^xy+v)/s+-t*-y>r;U, 3-(2-Ih*v7x 

y^v)3fpt°*-;u. 4-(3-^P7lx>v^xy+ 

* v)^Pt°^--;K 2-(4-^K+v7xy+v)7-tz^ 

3- (4-^<>5 1 ^7|-+v^xy^rv)^ > Pt 0 7|-- 

4- (4^+v;^+v^xy+v)^'j;u % 3- 

(2~hP^xy^rv)^Pt°^-~;i/. 4-(4--hP7 
xy+v)^'j;U, 3-(3-^x-^3?xy^v)^P 
t°^-;U. 4-(4-"7x- ^x/^v)^ u;u. 5- 

[3-(2,2,2-hU^ppx^yupxy+v]^>^y>r 
;k 6-[4-(5-^p^+v;upxy^v]^^+i-y 

-< JU. 2-(4-7i-^-2-^h*v7i;*y)7tf 

;u,2-(2-7x-;u-4-y^;u^x/^v)7-tr^;u. 

2-(2,4,6-h'J-hP^xy^v)7-tT;b.2-(2,4-v 
^hP?xy*v)7-fe^U. 2-(3-7i-;i/-2-v^ 
5 L VU75y^x/^-v)7-tz5 1 J /U. 2-?x/+v-2,2- 
v^;U^-P7ir^;U. 3-(3-v>^7U7^y7xy^r 
v)-3^P^PI:t-;k 4-(3--hP7xy4p 
V)-3,4,4- h U ^ P P U ;U > 5-(2-> V?x/ 



3 - (2 -ethyl phenoxy ) propanoyl , 

2 - (3 -ethyl phenoxy ) propanoyl , 

4 - (4 -ethyl phenoxy ) butyryl , 

5 - (4 -isopropyl phenoxy ) pentanoyl , 

6 - (3 -butylphenoxy ) hexanoyl , 

3 - (4 -pentyl phenoxy ) propanoyl , 
2 - (4 -hexyl phenoxy ) acetyl , 

2 - (3 and 4 -dimethyl phenoxy ) acetyl , 
2 - (3 and 4 -diethyl phenoxy ) acetyl , 
2 - (2 and 4 -dimethyl phenoxy ) acetyl , 
2 - (2 and 5 -dimethyl phenoxy ) acetyl , 
2 - (2 and 6 -dimethyl phenoxy ) acetyl , 
2 - (3, 4 and 5 -trimethyl phenoxy ) acetyl , 
2 - (3 -chloro -4- methyl phenoxy ) acetyl , 
2 - (3 -dimethylamino phenoxy ) acetyl , 
2 - (3 -nitro phenoxy ) acetyl , 
2 - (2 -methoxy phenoxy ) acetyl , 
2 - (3 -methoxy phenoxy ) acetyl , 
2 - (4 -methoxy phenoxy ) acetyl , 
2 - (2 -phenyl phenoxy ) acetyl , 

2 - (2 -trifluoromethyl phenoxy ) acetyl , 

3 - (2 -aminophenoxy ) propanoyl , 

4 - (4 -ethylamino phenoxy ) butyryl , 5- (2 and 3 -dimethoxy 
phenoxy ) pentanoyl , 6- (2, 4 and 6 -trimethoxy phenoxy ) 
hexanoyl , 3- (2 -ethoxy phenoxy ) propanoyl , 4- (3 -propoxy 
phenoxy ) propanoyl , 2- (4 -butoxy phenoxy ) acetyl , 3- (4 
-pentyloxy phenoxy ) propanoyl , 4- (4 -hexyloxy phenoxy ) 
butyryl , 3- (2 -nitro phenoxy ) propanoyl , 4- (4 -nitro 
phenoxy ) butyryl , 3- (3 -phenyl phenoxy ) propanoyl , 4- (4 
-phenyl phenoxy ) butyryl , 5- {3 - (2, 2 and 2 -trichloroethyl ) 
phenoxy } pentanoyl , 6- {4 - (5 -bromo hexyl ) phenoxy } 
hexanoyl , 2- (4 -phenyl -2- methoxy phenoxy ) acetyl , 2- (2 
-phenyl -4- methyl phenoxy ) acetyl , 2- (2, 4 and 6 -tri nitro 
phenoxy ) acetyl , 2- (2 and 4 -di nitro phenoxy ) acetyl , 2- (3 
-phenyl -2- dimethylamino phenoxy ) acetyl , 2- phenoxy -2, 
2- difluoro acetyl , 3- (3 -dimethylamino phenoxy ) - 3 
-bromo propanoyl , 4- (3 -nitro phenoxy ) - 3, 4 and 
4-trichloro butyryl , 5- (2 -methoxy phenoxy ) - 5 -iodo 
pentanoyl , 2- (2 and 6 -dichloro phenoxy ) - 2 -chloroacetyl , 
2- (4 -methyl phenoxy ) - 2 and 2 -difluoro acetyl , 2- (2 
-phenyl phenoxy ) - 2, 2 -difluoro acetyl , 6- (2 -phenyl 
phenoxy ) - 6 -bromo hexanoyl , 2- on (2 -acetylamino 
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*v)-2-^P Q7-fc^;K 2-(4->^:7x/*v)- 
2,2-v^^U7|-P7-tz5 1 ;L,, 2-(Wx-^7iy* 
v)-2,2-v^;U^P7 r -fe : f;U.6-(2-^x~;u^xy 
^v^-^P^^P+JV'OU, 2-(2-7-fc : f ;L/7£ 
/?xy*v)7*^U*3|<7)?xx,iu«±|c-l 

i*St& i~6 oEfSXfi 
IS* * 1-3 fllW-f 1-6 (DfifStXIitt 

E*xi*#«titt7ju*;ua£ 1-2 

C£:<Dfc475/* % -hP»*ft*tt 1-6 con 

tf/\py>»**6ft*iw:yatf*ifc»t i- 

3 ffl**"£c£<0*47;i/*/^UW#<0R* 

fey, B.o««7ji/*y-f^i4»»K«ii»fcL-c 

/\P>r>Jgi^£ 1-3 a*r*ci:a)fc*7xy* 
[0200] 

;uS<tLT (*. flixii * 7£/*ui^xju> ^ ;u 
75/*;utK-;u, x^;u7^/*;u/tv-ju. ^p 

;u7^y*;u7K-jU, v>t;u75/;*j,M-Cx;u s 
s;x^;u75/*;u#-^ v^pt°;u7^y*;L/ 

7sy*;u/K- v^+v;u75/*;u/fx~;u v 
N-> j 5 L ;i/-N-x^;u7^y*;u^-JU. N-x^yu- 
N-:?PL°JU7£/;fc>;U/Tvx;u % n-^u-n-:?^ 
;U75-/*;i/7t?x;u,N->^^-N-^5//U75y 
*;U7tfx;u % N-X5 L ;U-N-(t°Uv;U> : f;U)75y 

*;u7p- N-x5 l JU-N-'<>v;L/7^y*;U/1< 

-JK ^>v;U7^y^;U^x;u > (2-7i-;H 

^i/)75y*;^-;u.(i-^xn;ux^;u)75/ 

*^/Kx;u % (3-7xx;u^Pt°;U)75y*;U^ 
(4-7xX j /U^;U)7S/^;U^x.;U, (5-?x 

— ;u^>^;u)7^y±i>/L/7f;-;u % (6^x-;^ 
*v>b)7sy*;u7K^;i/,N-^;i/-N-^>v;i/ 
7^/^;u7f:->iu x tf ■j5/;uy^u75</*jM*- 
;u % (2-eui^ux^u)75y*;u7tf-;k (3-tfu 
v;^pt°;i/)7sy*;i/7tcx;u,(4-t 0| jv;u^ 

;U)7Sy*;U7t^x i ;u % (5-e i Jv;U^>^;U)7^ 

A^utK- (6-tf Jv;i/^*i/;i/)75/*;U7P 
x;u, N-(tfu v;u>5 l >iu)-n-^<>v;u75/^;u 
tf-^ N->^;u-N-(t°U v;u>^;u)7^*;u 

7t?-ju**<D«»*tLTft*» i-6 omm 



phenoxy ) acetyl group or other phenyl ring as substituent 
from straight or branched condition alkanoyl group 
substituted amino group of amino group , nitro group , carbon 
number 1-6 which has times when 1 - 2 itpossesses straight or 
branched condition alkyl group of carbon number 1-6 as 
straight or branched condition alkyl group , substituent of 
carbon number 1-6 which 1 - 3 possesses halogen atom as the 
straight or branched condition alkoxy group , substituent of 
straight or branched condition alkyl group , phenyl group , 
carbon number 1-6 of carbon number 1-6 andgroup which 
consists of halogen atom group which is chosen 1-3 carbon 
number of alkanoyl portion which has times when it possesses 
with the straight or branched condition alkanoyl group of 2 - 
6, at same time can illustrate the phenoxy alkanoyl group 
which has fact that 1 - 3 it possesses halogen atom as the 
substituent to lower alkanoyl portion . 



[0200] 

As amino carbonyl group which has fact that it possesses 
group which ischosen from group which becomes lower alkyl 
group , pyridyl lower alkyl group and phenyl lower alkyl 
group as the substituent , pyridyl alkyl group where straight or 
branched condition alkyl group , alkyl portion of carbon 
number 1-6 is straight or branched condition alkyl group of 
carbon number 1-6 for example amino carbonyl , 
methylamino carbonyl , ethylamino carbonyl , propyl amino 
carbonyl , isopropyl amino carbonyl , butyl amino carbonyl , 
t- butyl amino carbonyl , pentyl amino carbonyl , hexyl amino 
carbonyl , dimethylamino carbonyl , diethyl amino carbonyl , 
dipropyl amino carbonyl , dibutyl amino carbonyl , di pentyl 
amino carbonyl , di hexyl amino carbonyl , N- methyl -N- 
ethylamino carbonyl , N- ethyl -N- propyl amino carbonyl , 
N- methyl -N- butyl amino carbonyl , N- methyl -N- hexyl 
amino carbonyl , N- ethyl -N- (pyridyl methyl ) amino 
carbonyl , N- ethyl -N- benzylamino carbonyl , benzylamino 
carbonyl , (2 -phenylethyl ) amino carbonyl , (1 -phenylethyl ) 
amino carbonyl , (3 -phenyl propyl ) amino carbonyl , (4 
-phenyl butyl ) amino carbonyl , (5 -phenyl pentyl ) amino 
carbonyl , (6 -phenyl hexyl ) amino carbonyl , N- methyl -N- 
benzylamino carbonyl , pyridyl methylamino carbonyl , (2 
-pyridyl ethyl ) amino carbonyl , (3 -pyridyl propyl ) amino 
carbonyl , (4 -pyridyl butyl ) amino carbonyl , (5 -pyridyl 
pentyl ) amino carbonyl , (6 -pyridyl hexyl ) amino carbonyl , 
N- (pyridyl methyl ) -N- benzylamino carbonyl , N- methyl 
-N- as (pyridyl methyl ) amino carbonyl group or other 
substituent and amino carbonyl group which has fact that 1 - 2 
it possesses group whichis chosen can be illustrated from 
group which becomes, phenyl alkyl group where alkyl portion 
is straight or branched condition alkyl group of carbon 
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6t°gv;u7^*;uS;&tf7;u*;u^#A<^ 
Mk 1-6 0Kftxii#ttfltt7^uft-efc 

[0201] 

i~6 <DiMBxii#aflM*7;u*;u** i~ 
3 fl«*^&££<Dfc6*>v^oi/*£ffl*"e# 



number 1-6. 



[0201] 

On phenyl ring benzoyl group which has fact that 1 - 3 it 
possesses the straight or branched condition alkyl group of 
carbon number 1-6 as substituent can be illustrated on for 
example benzoyl , 2- methyl benzoyl , 3- methyl benzoyl , 4- 
methyl benzoyl , 2- ethyl benzoyl , 3- propyl benzoyl , 4- 
butyl benzoyl , 2- pentyl benzoyl , 3- hexyl benzoyl , 3, 4- 
dimethyl benzoyl ,3,4, 5-trimethyl benzoyl group or other 
phenyl ring as benzoyl group which has fact that it possesses 
lower alkyl group as substituent . 



[0202] 

m& 3-8 a)i/^P7;u*;u**ffl*-c*4o 

[0203] 

^^U^f. tert-^^ 1 ^^*. 
t,A+y^tS*(DiI» 1-6 <7)BgfX 

[0204] 

7x-;m±ic«ft*tLT«*7;u^u»* 
SCir0)fc€>^x-;H£»7;u*y-<;uSi: 
LTI±> fflil*. 2-*7x-;U7-b9 1 ;U. 3-^x" ;U 

3^p t°^--;u. 4-^x- ;u^tu;u. 2,2-v^;u 

;K 6-7x^;u^+-»t/>r;u. 2-(2->^l/?x" 
j[s)Ttt)i, % 2-(3->t;u?x- ;u)7-tr^;u. 2- 
(4-y^ 1 ;u^xx.;u)7 r -tr^;u. 3-(Mf;^i- 
;u)^Pt°^--;u. 2.(3-x^;u^x- ju)^ptf*- 
- 4-(4-x^u:?x- ;u)^g;u % 5-(4-*f 7? 
Pt'^xz ;U)K>£/-f ;u, 6-(3-^T;U7x" 
JU)^r1*V'Ok 3-(4-^>^ ;U?x~ ;U):7Pfc: 
2-(4-'n*v;U7x- )V)Ttt)\,^ 2-(3,4 

-v>^;u^x~ ;u)7-b^JU. 2-(3,4-vx^;L/^ 
x^;U)74z^;U. 2-(2,4-y^^;U7xx;U)7-fe 
^Jk 2-(2,5-5/>f 1 /U7xx;U)7'fe J f 2-(2,6- 
v^;U^x~;U)7-t^;U.2-(3,4,5-h , J>^ , J7 
x-;u)7-tr^;uSI?cD^x-;u^±lcS^ai: 



[0202] 

As cycloalkyl group , cycloalkyl group of for example 
cyclopropyl , cyclobutyl , cyclopentyl , cyclohexyl , 
cycloheptyl , cyclooctyl group or other carbon number 3-8 
can be illustrated. 

[0203] 

As lower alkyl thio group , straight or branched condition 
alkyl thio group of for example methylthio , ethyl thio , 
propyl thio , isopropyl thio , butyl thio , t- butyl thio , pentyl 
thio , hexylthio group or other carbon number 1-6 can 
beillustrated. 

[0204] 

On phenyl ring as phenyl lower alkanoyl group which has fact 
that it possesses the lower alkyl group as substituent , There 
are times when 1 - 3 it possesses straight or branched 
condition alkyl group of carbon number 1-6 as substituent on 
for example 2- phenyl acetyl , 3- phenyl propanoyl , 4- phenyl 
butyryl , 2, 2- dimethyl -3- phenyl propanoyl , 5 -phenyl 
pentanoyl , 6-phenyl hexanoyl , 2- (2 -methylphenyl ) acetyl , 
2- (3 -methylphenyl ) acetyl , 2- (4 -methylphenyl ) acetyl , 3- 
(2 -ethyl phenyl ) propanoyl , 2- (3 -ethyl phenyl ) propanoyl , 
4- (4 -ethyl phenyl ) butyryl , 5- (4 -isopropyl phenyl ) 
pentanoyl , 6- (3 -butyl phenyl ) hexanoyl , 3- (4 -pentyl 
phenyl ) propanoyl , 2- (4 -hexyl phenyl ) acetyl , 2- (3 and 4 
-dimethylphenyl ) acetyl , 2- (3 and 4 -diethyl phenyl ) acetyl , 
2- (2 and 4 -dimethylphenyl ) acetyl , 2- (2 and 5 
-dimethylphenyl ) acetyl , 2- (2 and 6 -dimethylphenyl ) 
acetyl , 2- (3, 4 and 5 - [torimechirifeniru ] ) acetyl group or 
other phenyl ring , phenyl alkanoyl group where the alkanoyl 
portion is straight or branched condition alkanoyl group of 
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Lxmmm i~6 a)Kttxii»tt«tt7^*;u 
S£ 1-3 ffl*-r*ctA<*y.7^*/-r;u»» 
A<KXft 2-6 o>iMKii#tt*tt7ju*y'f 



carbon number 2-6 can be illustrated. 



[0205] 

/\Dy>K*«»«fc7^a**>»*LTI4. 
v. ^pp>h+v, ?p*>h**X 7;ntP*h 

^*MrV\ 2-5DDIh+y, 2,2,2-h'J^^^P 
XMrV. 2,2,2-MJ^PPXMrV. 3-^P^P 
tK*v.3->>PP^P7K+V,2,3-v^PP^P/-K 

4A4-MJ£pp:?Mr*X 4-?;M-p:?h* 

^PtK^V. 5-?P^*V^**V. 5,6-V^ 

pp^+i/;U7|-^v8Sf(DSg|Si:L-C/\PV 
>H^* 1-3 <@*"f 6j8£fSt» 1-6 (DUmxit 
»tt«tt7^=i^>**««"C** 0 

[0206] 

«lM^LTttl&7;u*;u****4i:£0>fc 
*75/«»ft«k7JUa*5'*i:L-Cli. ffl 51 
l£, 75>0<Mrv\ 2-75/xMrV* UTZJ^h 
3-7Sy^P7K+*>. 4-75V?MFi\ 5-7 

ay^>^U7l-+v. 6-7^y^+v;u^v. 1, 

l-v>^-2-75/xMrV, 2->^Jb-3-7Sy^ 
P*°*v, ^;U7£/>M^X l-x^;u75/x 

h**x 2^pt°;u7^yxh+v. 3--f y^ptf 
ju7sy^p^+v.4->rv^Pt 0 ;i,7^^h^ 

V. 4-^^;U75/^hJrv> 4-tert-^^;U7Sy^ 
MrV. 5~*>*)VTSS'<>*)l>tt*s+ 6-^ 

v;u7^/^+v;u^-+v. v^;u75/>Mr 
v\ 2-vx^;u75/xMrv, 2-v>T ;i/7£/x 
h*v, (N-XT;U-N-^Pt°;U75/)>h^v. 2- 

(N->^;u-N^+v;u7^y)xh+vSlfcoS 
^S<tLTffi^fS 1-6 (DEmXli^1$mtt7 

i~2ffl<rf *ci:a>fc£75ya**r 
1-6 (Dtt«Xl*5*K«H*7;ua* 

[0207] 

«*7;u=i^>a. 

ffi«7;u*/^u**$/*, 
/>py>JB^«j§i««7;u3*S/*, 



[0205] 

As halogen atom substitution lower alkoxy group , straight or 
branched condition alkoxy group of the carbon number 1-6 
which 1 - 3 possesses halogen atom as for example 
trifluoromethoxy , trichloro methoxy , chloro methoxy , 
bromo methoxy , fluoro methoxy , iodo methoxy , difluoro 
methoxy , dibromo methoxy , 2- chloro ethoxy , 2, 2, 2- 
trifluoro ethoxy , 2, 2, 2- trichloro ethoxy , 3- bromo 
propoxy , 3- chloro propoxy , 2, 3- dichloro propoxy , 4, 4, 4- 
trichloro butoxy , 4- fluoro butoxy , 5-chloro pentyloxy , 3- 
chloro -2- methyl propoxy , 5-bromo hexyloxy , 5, 6-dichloro 
hexyloxy group or other substituent can be illustrated. 



[0206] 

As amino substitution lower alkoxy group which has fact that 
it possesses lower alkyl group as substituent , 1 - 2 it 
possesses straight or branched condition alkyl group of carbon 
number 1-6 as for example amino methoxy , 2- amino 
ethoxy , 1- amino ethoxy , 3- amino propoxy , 4- amino 
butoxy , 5-amino pentyloxy , 6-amino hexyloxy ,1,1- 
dimethyl -2- amino ethoxy , 2- methyl -3- amino propoxy , 
methylamino methoxy , 1- ethylamino ethoxy , 2- propyl 
amino ethoxy , 3- isopropyl amino propoxy , 4- isopropyl 
amino butoxy , 4- butyl amino butoxy , 4- 1- butyl amino 
butoxy , 5-pentyl amino pentyloxy , 6-hexyl amino hexyloxy , 
dimethylamino methoxy , 2- diethyl amino ethoxy , 2- 
dimethylamino ethoxy , (N- ethyl -N- propyl amino ) 
methoxy , 2- (N- methyl -N- hexyl amino ) ethoxy group or 
other substituent straight or branched condition alkoxy group 
of carbon number 1-6 which possesses amino group which 
has times when can beillustrated. 



[0207] 

On phenyl ring as substituent lower alkyl group , 

lower alkoxy group , 

phenyl lower alkoxy |;roup , 

hydroxy group , 

lower alkanoyl oxy group , 

halogen atom substitution lower alkoxy group , 
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2- x^;u^x-;u, 

3- ^Ph:;u^x^;u. 

2-^>^;u^x-;u % 

3,4-v>^;u^x-;u s 
3,4,5-h'jy^;u^x^;u % 

4- >W^v^x-;u, 

2- xh*v7x-;u % 

3- ^P7K+v7x-;u. 

4- ^Q7t<+v^x-;u. 
4-?h**>?x-;k 
2-^>fji/t*v7i-;k 

2,4-v>h*v?x-;k 

3,4 3 5-h'J>h^rV^x-;U. 

2-tKn*v?x-;k 

4-tKP4rV^x-;U % 
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nitro group , 

amino group , which has times when it possesses lower 
alkanoyl group as the substituent 

As phenyl group which has fact that it possesses group which 
ischosen from group which becomes amino substitution lower 
alkoxy group whichhas times when it possesses lower alkyl 
group as phenyl group and substituent , 

for example 

phenyl , 

2 -methylphenyl , 

3 -methylphenyl , 

4 -methylphenyl , 

2 -ethyl phenyl , 

3 -propyl phenyl , 

4 -butyl phenyl , 

2 -pentyl phenyl , 

3 -hexyl phenyl , 

3 and 4 -dimethylphenyl , 
3, 4 and 5 -trimethyl phenyl , 

2 -methoxyphenyl , 

3 -methoxyphenyl , 

4 -methoxyphenyl , 

2 -ethoxy phenyl , 
4 -ethoxy phenyl , 

3 -propoxy phenyl , 

4 -propoxy phenyl , 
4 -butoxy phenyl , 

2 -pentyloxy phenyl , 

3 -hexyloxy phenyl , 

2 and 4 -dimethoxy phenyl , 

3 and 4 -diethoxy phenyl , 

3, 4 and 5 -trimethoxy phenyl , 

2 -hydroxyphenyl , 

3 -hydroxyphenyl , 

4 -hydroxyphenyl , 

2 and 4 -dihydroxy phenyl , 
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2 ,4,6-HJ t KP +v^xzl;u % 

3- ^>v;u^v^x-;u. 

4- ><>v;u^v^x-;u. 

2- (2-7x-;nh*vpi-;k 

3- (3-7x - )VjU 7\i*r vpx " 7U , 

4- (4-^x-;U^h4ri>px-;U % 

3- ( i -7j - ;ux vpx " ;u % 
2-(5^i-il/^>fil/t+v)7i-Jk 

3,4-y^>yJ^+v7xz;k 
SAS-h'J^Oy^+v^x-jU, 

4- ^U;U7h^rv^x-;U. 
2-^>*y-r;i/^"*i/^xz:;u, 
4^^-9-y-r;u^-+v^x-;u % 

2,4-vTiz^Ut*v?x:zjU, 
2,6-v74z^U**v?x-Jk 
3,4,5-hUTir^;ut*v?x.^u % 

2- hU^;U7f-P^h+v7x-;U. 

3- (WPOXh*y)7i-;k 
2.(3^P^P/t 0 *ypi-Jk 

4- 3— hVK^v^x-;u. 

2- (2,3- V ^ P P ^P v)7x - ; U % 

3- (4.7;^P^h*ypi-Jk 

4- (3-v'P p-2-^fj^p^+ypi-;k 

2- (5-?p^*v;L,**vpx-;k 

3- (5,6-v^PP^+v;u^-+vpx-;u, 

4- (2,2,2-hU^PPXh+y)7i~;k2,4-t t Xh 
U^;U7|-P^h^>^x- 2,4,6-KU(HJ^^ 
P>h+y)7i-Jk 2-7^/>Mrv:7x-;U % 3- 
(l-7^xh+ypxz;k 4-(3-7 7 £/^ > PtK+ 
y)7i-ik 2-(4-7^^h+y)7i-Jk 3-(5- 
7^^>fJ^+y)7i-Jk 4-(6-7^y^+ 
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3 and 4 -dihydroxy phenyl , 

2, 4 and 6 -trihydroxy phenyl , 

2 -acetyl oxy phenyl , 

3 -propanoyl oxy phenyl , 

2 -benzyloxy phenyl , 

3 -benzyloxy phenyl , 

4 -benzyloxy phenyl , 

2 - (2 -phenyl ethoxy ) phenyl , 

3 - (3 -phenyl propoxy ) phenyl , 

4 - (4 -phenyl butoxy ) phenyl , 
3 - (1 -phenyl ethoxy ) phenyl , 

2 - (5 -phenyl pentyloxy ) phenyl , 

3 - (6 -phenyl hexyloxy ) phenyl , 

2 and 4 -dibenzyl oxy phenyl , 

3 and 4 -dibenzyl oxy phenyl , 

3, 4 and 5 -tri benzyloxy phenyl , 

4 -butyryl oxy phenyl , 

2 -pentanoyl oxy phenyl , 
4 -hexanoyl oxy phenyl , 
2 and 4 -diacetyl oxy phenyl , 
2 and 6 -diacetyl oxy phenyl , 
3, 4 and 5 -triacetyl oxy phenyl , 

2 -trifluoromethoxy phenyl , 

3 - (2 -chloro ethoxy ) phenyl , 

2 - (3 -bromo propoxy ) phenyl , 

4 -iodo methoxyphenyl , 

2 - (2 and 3 -dichloro f >ropoxy ) phenyl , 

3 - (4 -fluoro butoxy ) phenyl , 

4 - (3 -chloro -2- methyl propoxy ) phenyl , 

2 - (5 -bromo hexyloxy ) phenyl , 

3 - (5 and 6 -dichloro hexyloxy ) phenyl , 

4 - On (2, 2 and 2 -trichloro ethoxy ) phenyl , 2, 4- bis 
trifluoromethoxy phenyl , 2, 4, 6-tri (trifluoromethoxy ) 
phenyl , 2- amino methoxyphenyl , 3- (1 -amino ethoxy ) 
phenyl , 4- (3 -amino propoxy ) phenyl , 2- (4 -amino butoxy ) 
phenyl , 3- (5 -amino pentyloxy ) phenyl , 4- (6 -amino 
hexyloxy ) phenyl , 2- methylamino methoxyphenyl , 3- (2 
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3- (2-^Pt°;u7^xh+vpx- ;k 2-(3 

^U75y^MrV)?xX,iK 2-(5-^>^;U75 

y^>^;u^vpx-7U, 3-(6-^+v;uT^y 
^+y^t*ypi-ik 4-vy^;u7^yy h 
+v^x-;u, 2-(N-x^;u-N-^Pt°;u7^/^h 

*v)7i- ;k 2->TJU-4->h+v^x- 2-> 
^^^-tKP+v^x^^^^^^^-^P^E 
^P7tv°^vpx-;U, 4^h+v-2-(3-^V?Pe 

;i/75/^P7K+vpx-;u, 2-"7x-;L/^x- 
;K 3-^x-;L/^x-;u. 4-"7x~ ;u^x- 2- 

-hD7x_;k 3-^hP^x-;U % 4--hP^x" 
2,3-v-hP7xx 2,4,6-hU-hP^x- 
JU, 2-75/X^k 3-7^/7x11^. 4-7^/7 
i-ik 2,4-v7^/7x-Jk 3,4,5-MJ7£/:7x 

4- 7-tz^;U75/7xx;u % 2--fu\i*-)\, 
75y^xx;u. 3-^U;U7^/7xx;;u, 4-^> 

^y-r;u7sy^xx;u % 4-^-^y^;u7^y^x 

-JU, 2,3-v7*^U7=:y:7x~ ^ 2,4,6-hU7 

-tr^;u7^y^x~;usi|(D7xx;us±lcaj«| 
StLrmmiS 1-6 <7>KSi;*ii#ttiStt7;u 
*;u». 1-6 0HSSxi±^^m«7;u 

>jst£ i~3 e^rr^^g* 1-6 <DW.mxiz 
&tm& 1-6 (DttSlXfi»tt$ltt7^*y-r^ 

*£Wt-£C<h<Dfc675y*. 7ix;H, a. 

ismmstLxmmm 1-6 <z)iEfiixii#fc$fi 
tt7^*;uS£ i-2ffl«-r§ct(Dfc^75y» 
£^r*>j*fft& 1-6 0*f«x(±^istt7ju 
a^vs^^n^ysisti^*^ i~3 ®%tz> 

[0208] 

7xx;uS±[cS^»<tLT«^7^+;L,S^ 

\t, 7-U>O^U> 2-7x'jyx^Jk 1 

-y-g/x^n,, 3-7xijy^Pt°JU. 4-7-'jy 
l,l-v>^U-2-7xgyi^;u % 5-7x"j 
y^v^u. 6-7xijy/\+v;u. 2-y^;u-3-7 
-•jy^ptf (2->^;u7-uy)> : ? 1 ;u. 2-(2- 
yT;u7xijy)x^;u. i-(3-y^U7xijy)x^ 
;k 3-(4->^^7xijy)^p tf;k 4-(2-x^;ut' 
x.ijy)^;k 5-(3-^ , Pt°;u7-'jy) / <>^u. 

6-(4-^;U7- , J/)^*v;K 2-(2-^>^U7 
x»jy)x^;u x i-(3-^+v;U7xgy)x^;u s 3- 

(3,4-vy5 L ^7- , jy)^ > Pt°;U.2-(3,4,5-h , J>^ 
R-073L-)[,m-ttzW&&kLXmm$Sl 1-6 (D 

umx\tft&mft7)\s*)i,&£ 1-3 ®%tz> 



-propyl amino ethoxy ) phenyl , 2- (3 -isopropyl amino 
propoxy ) phenyl , 4- (4 -butyl amino butoxy ) phenyl , 2- (5 
-pentyl amino pentyloxy ) phenyl , 3- (6 -hexyl amino 
hexyloxy ) phenyl , 4- dimethylamino methoxyphenyl , 2- (N- 
ethyl -N- propyl amino methoxy ) phenyl , 2- methyl -4- 
methoxyphenyl , 2- methyl -6-hydroxyphenyl , 4- methyl -2- 
(3 -bromo propoxy ) phenyl , 4- methoxy -2- (3 -isopropyl 
amino propoxy ) phenyl , 2- phenyl phenyl , 3- phenyl 
phenyl , 4- phenyl phenyl , 2- nitrophenyl , 3- nitrophenyl , 4- 
nitrophenyl , 2, 3- di nitrophenyl , 2, 4, 6-tri nitrophenyl, 2- 
aminoethyl , 3- amino phenyl , 4- amino phenyl , 2, 4- 
diamino phenyl ,3,4, 5-triamino phenyl , 4- acetylamino 
phenyl , 2- propanoyl amino phenyl , 3- butyryl amino 
phenyl , 4- pentanoyl amino phenyl , 4- hexanoyl amino 
phenyl , 2, 3- diacetyl amino phenyl , 2, 4, 6-triacetyl amino 
phenyl group or other phenyl ring as straight or branched 
condition alkanoyl oxy group , substituent of straight or 
branched condition alkoxy group , hydroxy group , carbon 
number 1-6 of straight or branched condition alkyl group , 
carbon number 1-6 of carbon number 1-6 as substituent 
halogen atom 1 - 3 phenyl group which has fact that 1 - 3 it 
possesses group whichis chosen can be illustrated from group 
which becomes straight or branched condition alkoxy group 
of carbon number 1-6 which possesses amino group which 
has thetimes when 1 - 2 it possesses straight or branched 
condition alkyl group of carbon number 1-6 as amino group , 
phenyl group , and substituent which have times when it 
possesses the straight or branched condition alkanoyl group of 
carbon number 1-6 as straight or branched condition alkoxy 
group , nitro group , substituent of the carbon number 1-6 
which it possesses. 



[0208] 

On phenyl ring as anilino lower alkyl group which has fact 
that it possesses the lower alkyl group as substituent , for 
example anilino methyl , 2- anilino ethyl , 1- anilino ethyl , 3- 
anilino propyl , 4- anilino butyl ,1,1- dimethyl -2- anilino 
ethyl , 5 -anilino pentyl , 6-anilino hexyl , 2- methyl -3- anilino 
propyl , (2 -methyl anilino ) methyl , 2- (2 -methyl anilino ) 
ethyl , 1- (3 -methyl anilino ) ethyl , 3- (4 -methyl anilino ) 
propyl , 4- (2 -ethyl anilino ) butyl , 5- (3 -propyl anilino ) 
pentyl , 6- (4 -butyl anilino ) hexyl , 2- (2 -pentyl anilino ) 
ethyl , 1- (3 -hexyl anilino ) ethyl , 3- (3 and 4 -dimethyl 
anilino ) propyl , 2- (3, 4 and 5 -trimethyl anilino ) ethyl 
group or other alkyl portion with the straight or branched 
condition alkyl group of carbon number 1-6, At same time 
anilino alkyl group which has fact that 1 - 3 it possesses 
straight or branched condition alkyl group of carbon number 
1-6 as substituent can be illustratedon phenyl ring . 
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[0209] 

^xxji^Mrv. 

2-7iZJHI4*A 

6-^x-;u^+v;u^-+v. 
i,i-v^;u-2^x-;uxh+v, 
2-y^;u-3-?x-;u^n7K*v. 
(2-^PP-7x-jU)yh+v. 

2-(4-^;U^P7x~;U)xK*v, 

l-(4.^p^iz;i,)ih*y, 3-(3-Z?a=EZ?3L— 
JU)^PtK+->, 4-(4-^PP7x~;U)^h^rV, 5- 
(2-3— K^x- jU^l^U**^ 6-(3-3-K? 
iz;^+v;i,t+v, (2,6-y^007i-;i/) 
>h**X (2,3-v^PP^x-;U)^h+v. (2,4- v 
^PP7iz^h+v, (3,4-^^;U^"P^x- 
;»>h* V, (3,4,5-h'J 0 P P 7x " V > 

(2->h*5/*JU#— ;u^x- ;U)>h+i/. (3-xh 
^V^;U^-^x- ;U)>Mri>. 2-(4--TV^P 
7H*V*^7K-;U7x^;U)Xh*V, 3-(2-?h* 
yii^r^7i-;i/)^P/K*y, 4-(3-^>^ 
;U^-+v±i;U7Kx;u^xx;U)^h+V. 5-(4-^ 
^rv;U^-*v*;U7Kx;U7xx;U)^>5 L ;U^-+ 

v. 6-(2^h+v*;u^;u^x- ;u)^+v>^ 

(2,4-v>h^rv^;U7K^;U^xx;U)yh+ 
v,(2,4,6-h'Jxh^v*;U7px i ;u^xx J /U)yh^- 
v. (2-*;U/\*^n,:7xxjU)yh*v. 2-(3-y^ 
jU75y*;U7l<x;u^xx;u)xh+v. l-(4-x^ 
;UT5y*;U7t-:x;^xx;L/)xh^rV,3-(2--fV 
^Pt 0 ;i/7^A;i//f-;i/7i-;^P^y, 
4-(3-^^;U7Sy*;U7fCx;u^xx;U)^h^v. 



1997-8-26 

[0209] 

On phenyl ring as substituent halogen atom , 

As lower alkoxy carbonyl group and substituent from group 
which becomes amino substituted lower alkyl group which 
has times when it possesses lower alkyl group as lower alkyl 
group and the substituent as phenyl lower alkoxy group which 
has fact that it possesses group which is chosen from group 
which becomes amino carbonyl group which has thetimes 
when it possesses group which is chosen, 

for example 

phenyl methoxy , 

2 -phenyl ethoxy , 
1 -phenyl ethoxy , 

3 -phenyl propoxy , 

4 -phenyl butoxy , 

5 -phenyl pentyloxy , 

6 -phenyl hexyloxy , 

1 and 1 -dimethyl -2- phenyl ethoxy , 

2 -methyl -3- phenyl propoxy , 
(2 -chlorophenyl ) methoxy , 
(2 -bromophenyl ) methoxy , 

2 - (4 -fluorophenyl ) ethoxy , 

On N- propyl -N- (5 -pentyl amino pentyl ) amino carbonyl 
♦phenyl } propoxy , {2 - {N- methyl -N- (2 -diethyl 
aminoethyl ) amino carbonyl } phenyl } methoxy , {2 - {N, 
N- bis (diethyl aminoethyl ) amino carbonyl } phenyl } 
methoxy , 4- {3 - (N- ethyl -N- propyl amino ) methylamino 
carbonyl phenyl } buloxy , 5- {4 - {N- {2 - (N- methyl -N- 
hexyl amino ) ethyl } -N- ethylamino carbonyl } phenyl } 
pentyloxy , 6- {4 -chloro -2- {N- butyl -N- (6 -hexyl amino 
hexyl ) amino carbonyl } phenyl } hexyloxy , {2 -bromo -4- 
(N- hexyl -N- dimethylamino methyl ) amino carbonyl 
phenyl } methoxy , (2 -methoxycarbonyl -3- chlorophenyl ) 
methoxy group or other phenyl ring as substituent as straight 
or branched condition alkyl group and substituent of carbon 
number 1-6 as straight or branched condition alkoxy carbonyl 
group and substituent of halogen atom , carbon number 1~6 
straight or branched condition alkyl group of carbon number 
1-6 1 - 2 From group which becomes straight or branched 
condition alkyl group of carbon number 1-6 which possesses 
amino group which has times when it possesses thereare times 
when 1 - 3 it possesses group which is chosen from thegroup 
which becomes amino carbonyl group which has times when 
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-;u^x-;u)xh+v, l-(4-v^*vJU7£y* 
;U7K- J /U7x~;U)xh*v.3-[2-(N-X5 1 ^-N- 

v s (2-75/^;ur^y*;u7H-^^x^yu)^K 

+i/,2-[3-(2-75/x^;U75y*^7tC-;U)7x 
-;U]xh+v. 3-[4-(3-75y^Ptf^75y*;U 
;U)7x-;U]^PtK*v. 4-[2-(4-75/:^ 
;U75/*;U7K—^Px-;U]^h^rV. 5-[3-(5- 

75/^> : 9 1 ;u7sy*;u^-;upx-;u]^>9 1 

;U**v. 6-C4-(6-75y^+i/^75y*;U7t?- 
;i,)7iz^]/\^^;t,t*v , [2-(N-> ^U-N-> 
^;U7^y> : f;U)7S/ f *>/l//1?x < ;U7xx;u]>h 
2-C3-(3-^V^Pe;i/75/^Ptf;U75-/ 
*;U7t?-;Upx^U]xh*S/ % 3-{4-[(N-3fPtf 
;U>N-(5-^>5 1 ^7Sy^>^;U)7^> f *VU/rC^ 

;u]^x-;u}^ptK^>, {2-[n->*ju-n-(2-S? 

x^;u7S/x^;u)7Sy*;U^— 

>MrV\ {2>CN,N>t*X(vX5 1 ;U7Syx^ J /U)7 

5/rt;utfxyu]:7x-;u}yh*v. 4-[3-(N-x^ 

;u-n-^p t°;u7S-/)>^ ;i/75/*;i/?t<~;u^x 

x;U]^h+v.5-[4-{N-[2-(N^5 1 ;U-N-^v 
;U7^y)X^U].N-X^;U7S/*;U7Kx;U}^ 
x-;UD^>^7U7|-+V> 6-{4--?PD-2-(N-?f 

;u.N-(6-^v;u7^y^^v;ix)7^^^;b7t-;- 

;i/]7i-^}A^rv;i/t+Vs C2-^P^E-4-(N- 
^^rv;UN-v>^;U7^/>5 1 JU)75> f *;U^- 
;U^xx;u]>h^v. (2-yh^v^;U^-JU-3--? 

«*£LT/\ny:/IS^«*R l~6 OfiMX 
l*»tt«tt7;ua*5/*^*-;u»afetflc« 
&*£LTiitfft& l~6 (D««Xli»a«tt7 

ju*;u*ai;«*»i:LT«*» i~6 a>K« 
X(*#&sitt7;u*;u*£ i~.2«r*-4ct<D 

fc*75y*£*rr*ft*» l~6 (DKSlXlitt 

a«tt7;u*;u»3fe*»ckyiRtf*ifc** i~2 
®^-T€)C(!:(7)fe-57^;um-;u*^afct 
y»<*tfc»t i-3«*-r*ci:4<*y. S07 

«7^a+5/a-Cfc-67x-;U7;ua*i/»* 
[0210] 

^xx^^l-S^airLT/NP^K^^ 
f §Cir0fe^>^>7^;K£^7;UP+v»i:U 

ptK+v. 4-^<>7-r;u^h+v. 5-^>7-r;u 
ni-v^^-^vy-rvuxh^rv^-^^- 



1 - 2 itpossesses group which is chosen, phenyl alkoxy group 
where at same time alkoxy portion is straight or branched 
condition alkoxy group of carbon number 1-6 can 
beillustrated. 4 - 1 - (4 -bromophenyl ) ethoxy , 3- (3 
-bromophenyl ) propoxy , 4- (4 -chlorophenyl ) butoxy , 5- (2 
-iodo phenyl ) pentyloxy , 6- (3 -iodo phenyl ) hexyloxy , (2 
and 6 -dichlorophenyl ) methoxy , (2 and 3 -dichlorophenyl ) 
methoxy , (2 and 4 -dichlorophenyl ) methoxy , (3 and 4 
-difluoro phenyl ) methoxy ,(3,4 and 5 -trichlorophenyl ) 
methoxy , (2 -methoxycarbonyl phenyl ) methoxy , (3 -ethoxy 
carbonyl phenyl ) methoxy , 2- (4 -isopropoxy carbonyl 
phenyl ) ethoxy , 3- (2 -butoxy carbonyl phenyl ) propoxy , 4- 
(3 -pentyloxy carbonyl phenyl ) butoxy , 5- (4 -hexyloxy 
carbonyl phenyl ) pentyloxy , 6- (2 -methoxycarbonyl 
phenyl ) hexyloxy , (2 and 4 -dimethoxy carbonyl phenyl ) 
methoxy , (2, 4 and 6 -triethoxy carbonyl phenyl ) methoxy , 
(2 -carbamoyl phenyl ) methoxy , 2- (3 -methylamino 
carbonyl phenyl ) ethoxy , 1- (4 -ethylamino carbonyl 
phenyl ) ethoxy , 3- (2 -isopropyl amino carbonyl phenyl ) 
propoxy , 4- (3 -butyl amino carbonyl phenyl ) butoxy , 5- (4 
-pentyl amino carbonyl phenyl ) pentyloxy , 6- (2 -hexyl 
amino carbonyl phenyl ) hexyloxy , (2 -dimethylamino 
carbonyl phenyl ) methoxy , 2- (3 -dibutyl amino carbonyl 
phenyl ) ethoxy , 1- (4 -di hexyl amino carbonyl phenyl ) 
ethoxy , 3- {2 - (N- ethyl -N- propyl amino carbonyl ) 
phenyl } propoxy , (2 -aminomethyl amino carbonyl phenyl ) 
methoxy , 2- {3 - (2 -aminoethyl amino carbonyl ) phenyl } 
ethoxy ,3- {4 - (3 -aminopropyl amino carbonyl ) phenyl } 
propoxy , 4- {2 - (4 -amino butyl amino carbonyl ) phenyl } 
butoxy , 5- {3 - (5 -amino pentyl amino carbonyl ) phenyl } 
pentyloxy , 6- {4 - (6 -amino hexyl amino carbonyl ) phenyl } 
hexyloxy , {2 - (N- methyl -N- methylamino methyl ) amino 
carbonyl phenyl } methoxy , 2- {3 - (3 -isopropyl 
aminopropyl amino carbonyl ) phenyl } ethoxy , 3- 



[0210] 

On phenyl ring as benzoyl lower alkoxy group which has fact 
that it possesses the halogen atom as substituent , There are 
times when 1 - 3 it possesses halogen atom as substituent on 
the for example benzoyl methoxy , 2- benzoyl ethoxy , 1 - 
benzoyl ethoxy , 3- benzoyl propoxy , 4- benzoyl butoxy , 
5-benzoyl hexyloxy , 6-benzoyl hexyloxy ,1,1- dimethyl -2- 
benzoyl ethoxy , 2- methyl -3- benzoyl propoxy , 2- (2 
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;U)^PtK^v, 4-(3-?;U:tP^:>V^U):?MP 

•X 5-(4^;^p^> x /^;u)^>^;u^+v, 6 
^-^p^vy^^^v^+v, u-vy 
^^-(s-^p^E^oy-r^xh^v^-^u- 
B^-^p^^oy-r^PTK+v, (2-a-K* 

>l/-OU)>MrV. 2-(3-3-K^>V-Ol,)xMr 
3-(4-3-K^<>7-f ;U)^P/1x°^rV. 4-(3,4-V 
>;ppKy;^^h+v, 5-(2,6-v^PP'<> 
V'Ol^V^U^+v. 6-(2,3-v^PP^<y;>f 

;u)^+v;u^-+v. (2,4-v£pp^>*Af;io* 

Mr>\ (3,4-v^;U^P^>7-f;U)>h4rV. (3,5 
.y^P^yy^^^K+v^BAS-h'J^PP 

*<tLT/NP^>H^ l~3 fi^1"4C<!:A<fe 
y. fi07JI/3*5/«#*<tt*R 1-6 <Dttf£X 

[0211] 

7i-;H»±lc«jft»i:LT/\Py>fli : F-t* 
^^ct0)fc*^x-;HSSR7;u^r-;i/S<tLr 
li . ^iTtfix^U 3-7i-Ji/-2-?p^-;k 

3-71-^-l-^P^jk 4-^x-;U-3-^x- 

/k 4-7i-;b-2-^f-;k 4-7i-;i/-i-^f- 

;U, 5-7x-jU-4-^>^-JU. 5-7xZJk3-^> 
irx;U x 5-7i-jk2-^>f-;k 5-7i-/l/-l- 
^>fiik l-^fJk3-7i-ik2-^f-;k 6- 
^xxjU-S-^-trxjk l-^UX^'JJk 2-,3- 
tlXli ^PPXf^kS-f^PWx-jl/)- 
2-^P^x;^ 3-(3-7^tP7i~;i/)-l-^P^ 
-71/. 4-(4-3-K?xx;u)-3-? J rx;k 5-(2-^P 
D7i-^)-4-^f-Jk 2->5 1 ;L,-3-^P z EX 
^'JJk 3,4-v^PPX^U;U> 3,4,5-MJ^PPX 

2-6 (Dtt«XI±»tt««7;U^ 

[0212] 

7xn;m±ic««atLr«*7;u4F;ua* 

Wr^Ct<Dfc^>l/^;H£3iSR7;u^U*i: 
mz-\is tali's 2-'<>7>f 

;ux^;u % l-KW-OUx^JU* 3-^>7^;u^ 
Ptf Jk 4-'<>V r 'OU:7^k l,l-$?*5 L /U-2-'< 

>*/-f ;ux^;u, 5-^y;^f;^>f;k 6-^> 
*/>ou^*v;k 2-*^;u-3-*W>ou:7Ptf 
;u, (2->^;u^>!/^f 2-(2->^ju'< 
>7^fJU)x^;u. l-o-^JU*:/*/-* JU)x?- 
3-(4-^JU^>7^;u)^Pt°;u. 4-(2-x^ 
;u^<>i/-f;u)^^. 5-(3-^Ptf 



-chlorobenzoyl ) ethoxy , 1- (3 -chlorobenzoyl ) ethoxy , (4 
-chlorobenzoyl ) methoxy , 3- (2 -fluoro benzoyl ) propoxy , 
4- (3 -fluoro benzoyl ) butoxy , 5- (4 -fluoro benzoyl ) 
pentyloxy , 6- (2 -bromo benzoyl ) hexyloxy ,1,1- dimethyl 
-2- (3 -bromo benzoyl ) ethoxy , 2- methyl -3- (4 -bromo 
benzoyl ) propoxy , (2 -iodo benzoyl ) methoxy , 2- (3 -iodo 
benzoyl ) ethoxy , 3- (4 -iodo benzoyl ) propoxy , 4- (3 and 4 
-dichloro benzoyl ) buloxy , 5- (2 and 6 -dichloro benzoyl ) 
pentyloxy , 6- (2 and 3 -dichloro benzoyl ) hexyloxy , (2 and 
4 -dichloro benzoyl ) methoxy , (3 and 4 -difluoro benzoyl ) 
methoxy , (3 and 5 -dibromo benzoyl ) methoxy , (3, 4 and 5 
-trichloro benzoyl ) methoxy group or other phenyl ring , At 
same time benzoyl alkoxy group where alkoxy portion is 
straight or branched condition alkoxy group of carbon number 
1-6 can be illustrated. 



[0211] 

On phenyl ring for example styryl , 3- phenyl -2- propenyl , 3- 
phenyl -1- propenyl , 4- phenyl -3- butenyl , 4- phenyl -2- 
butenyl , 4- phenyl -1- butenyl , 5-phenyl -4- pentenyl , 
5-phenyl -3- pentenyl , 5-phenyl -2- pentenyl , 5-phenyl -1- 
pentenyl , 1- methyl -3- phenyl -2- butenyl , 6-phenyl 
-5-hexenyl , 1- methyl styryl , 2- , 3- or 4 -chloro styryl , 3- (4 
-bromophenyl ) - 2 -propenyl , 3- (3 -fluorophenyl ) - 1 
-propenyl , 4- (4 -iodo phenyl ) - 3-butenyl , 5- (2 
-chlorophenyl ) - 4 -pentenyl , 2- methyl -3- bromo styryl , 3, 
4- dichloro styryl , 3, 4, 5-trichloro styryl group or other 
phenyl ring straight or branched condition alkenyl group of 
carbon number 2-6 whichpossesses phenyl group which has 
times when 1 - 3 it possesses the halogen atom as substituent 
can be illustrated on as phenyl lower alkenyl group which has 
thefact that it possesses halogen atom as substituent . 



[0212] 

On phenyl ring as benzoyl lower alkyl group which has fact 
that it possesses the lower alkyl group as substituent , for 
example benzoyl methyl , 2- benzoyl ethyl , 1- benzoyl ethyl , 
3- benzoyl propyl , 4- benzoyl butyl ,1,1- dimethyl -2- 
benzoyl ethyl , 5-benzoyl pentyl , 6-benzoyl hexyl , 2- methyl 
-3- benzoyl propyl , (2 -methyl benzoyl ) methyl , 2- (2 
-methyl benzoyl ) ethyl , 1- (3 -methyl benzoyl ) ethyl , 3- (4 
-methyl benzoyl ) propyl , 4- (2 -ethyl benzoyl ) butyl , 5- (3 
-propyl benzoyl ) pentyl , 6- (4 -butyl benzoyl ) hexyl , 2- (2 
-pentyl benzoyl ) ethyl , 1- (3 -hexyl benzoyl ) ethyl , 3- (3 
and 4 -dimethyl benzoyl ) propyl , 2- (3, 4 and 5 -trimethyl 
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*>T)i>. 6-(4-:^;u^>V^U)^v;i^ 2- 

> % /-f;U)X^;u % 3-(3,4-2/>^U^>!/-<;i/)^ 

«07^*;u»#tffli** 1-6 commxitft 
tt«tt7;u^u*-efcy. Mo^i-;m±ic 

[0213] 

tf p »j i?-;u«»(Stt7;ua*MtfcLr 14. m 

SM* (2-t°P'Jv-;U)>h+v. 2-(2-t° P'Jvx 
;U)xMr*X l-(3-t? P'Jv-^)ih+v, 3-(2-e 
iU)^P**S/*4-(3-bfOU5/— JU)^h 

5-(2-fc°PUv-;U)^>^U;t*v. 6-(3- 
tf P 'J yiil/)^ty^ttv, 1 , 1 -v*^U-2-(2 
-t°P'Jv~;U)XMrV. 2->^;U-3-(3-tfP'Jv 
-;u)^ptK*$/. s-ci-tf PUv-^U)^^^*- 

2-(l-t°P'Jv-;U)xh*v«^0)7;Uzi 
*S/»»A<ft*» 1-6 <7)II$:*I±#**M#7 

[0214] 

li, 19Jx.fi. *>v;u, 2-7i-;i/Xf;k i-?x 
x;ux^;U. 3-37x~ ;U?Pfc: 4-7i-J^ 
U-v^l/^-^xx^x^JU. 5-?xx 

jU'O^u. 6-7i-;^+y;k 2->^u-3-^ 
xx;u^pt°;u, 2-^t;U'<>v;k 2-(2-^;b 
;7x~ JU)X^K l-(3-^U7x_;U)x^k 3- 
(4-y^;U37xx;u)^ae;u. 4-(2-xf;^i- 
7U)^;U, 5-(3-^Pt°;U^xx;U)/<>^;u, 6- 
(4-?^U?xx;U)/^v^ 2-(2-^>^JU^x 
x;u)x^;u % l-(3-^+y;i/7i-Jl/)if;k 3- 
(3,4-v>T>IU^xXjU)^nt a ;ix % 2-(3 ) 4,5-h l J> 

f;i/7i-;i/)ifjk (2->f;i/-6-^pP7i- 
;u)>^;u» *©7JU*;utt#jW**lfc 1-6 <d 

-;m±ic«»*turft** 1-6 <7>iEgix 
li#ttSitt7,/u*;uS£ 1-3 fl*rr5ci(D& 

[0215] 

*v*;utK-;u, -<v^P7K+v*;U7t-;x;u % ? 
7K-JU&«0)ft*ft 1-6 <0ffi0ttl±#ttM* 



benzoyl ) ethyl group or other alkyl portion with the straight 
or branched condition alkyl group of carbon number 1-6, At 
same time benzoyl alkyl group which has fact that 1 - 3 it 
possesses straight or branched condition alkyl group of carbon 
number 1-6 as substituent can be illustratedon phenyl ring . 



[0213] 

As pyrrolidinyl substitution lower alkoxy group , pyrrolidinyl 
alkoxy group where for example (2 -pyrrolidinyl ) methoxy , 
2- (2 -pyrrolidinyl ) ethoxy , 1- (3 -pyrrolidinyl ) ethoxy , 3- 
(2 -pyrrolidinyl ) propoxy , 4- (3 -pyrrolidinyl ) butoxy , 5- (2 
-pyrrolidinyl ) pentyloxy , 6- (3 -pyrrolidinyl ) hexyloxy , 1 , 
1- dimethyl -2- (2 -pyrrolidinyl ) ethoxy , 2- methyl -3- (3 
-pyrrolidinyl ) propoxy , 5- (1 -pyrrolidinyl ) pentyloxy , 2- (1 
-pyrrolidinyl ) ethoxy group or other alkoxy portion is straight 
or branched condition alkoxy group of carbon number 1-6 
can beillustrated. 



[0214] 

On phenyl ring as phenyl lower alkyl group which has fact 
that it possesses the lower alkyl group as substituent , for 
example benzyl , 2- phenylethyl , 1- phenylethyl , 3- phenyl 
propyl , 4- phenyl butyl ,1,1- dimethyl -2- phenylethyl , 
5 -phenyl pentyl , 6-phenyl hexyl , 2- methyl -3- phenyl 
propyl , 2- methylbenzyl , 2- (2 -methylphenyl ) ethyl , 1- (3 
-methylphenyl ) ethyl , 3- (4 -methylphenyl ) propyl , 4- (2 
-ethyl phenyl ) butyl , 5- (3 -propyl phenyl ) pentyl , 6- (4 
-butyl phenyl ) hexyl , 2- (2 -pentyl phenyl ) ethyl , 1- (3 
-hexyl phenyl ) ethyl , 3- (3 and 4 -dimethylphenyl ) propyl , 
2- (3, 4 and 5 -trimethyl phenyl ) ethyl , (2 -methyl 
-6-chlorophenyl ) methyl group or other alkyl portion with the 
straight or branched condition alkyl group of carbon number 
1-6, At same time phenyl alkyl group which has fact that 1 - 
3 it possesses straight or branched condition alkyl group of 
carbon number 1-6 as substituent can be illustratedon phenyl 
ring. 



[0215] 

As lower alkoxy carbonyl group , straight or branched 
condition alkoxy carbonyl group of for example 
methoxycarbonyl , ethoxy carbonyl , propoxy carbonyl , 
isopropoxy carbonyl , butoxy carbonyl , t- butoxy carbonyl , 
pentyloxy carbonyl , hexyloxy carbonyl group or other carbon 
number 1-6 can beillustrated. 
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[0216] 

*;utK-;u. v^>^u75/2j;u/-tfx;K *}*\ 
x;u, N-^^;u-N-^^;uT^/*;u7p- n-> 
;k l^/x^^^^utfx^ 

;U^C- 5-75y^>^;U7^-/*^U^-;i/, 6- 

75y^v;u7^y*;ix7t-c^;u, i,i-v^;i-2- 

75/x^ 1 ;U75> f *;L/7px;u. 2-^^^-3-75/ 

^stuiTf.-ji^ i-x^^7^yxT;u7^/*ju 

7px;u, 2-^Pt°>U7Syx^;U75/*;U/Kx 

3- ^v^ > pe;u75/^ , Pt°;L/75y*^7nx 

4- ^;u7^y^;u75/*;u7f:x;u, 5-^ 

>^;U75/^>^;U7S>'*i;U^x;u > 6-^* 

v;u7^/^^v;u7^y±i;u/l-cx;u % s/*9^u 
7syy^;u7sy*;u^x;u % 2-vx^75/ 

x^;U75/^i;U/-Kx;u > 2-v>^;U75yx^;u 
75/*^u^x;u, (N-x^;u-N-^Ptf;U75/) 
>^;u75/^;utKx;u. 2-(n->^;u-n-^v 
;u75/)x^;u7S/AjU/^x;u,n-^^;u-n-(2 
-vx^;U75/x^;U)7^*^7px;u s N-x^ 
;u-N-(^^;u75y>^;u)75y*;u7Kx>uftn 

mmxitfttiLmftTJis*)^* 1-2 

C<hC0fc^7^S^^^^*IS l~6 num. 

g£ 1-2 mGtz>^t<Dfo&T$;j3)\s7£-)i'& 

[0217] 

■^*<tLT7K^»^*t-^)C<t0fc>5eJi»7 

(ciPx.r. fcKP+v/^JU. 2-tKP*vx^ 
i-tKP*vx^;k 3-tKP+v^Pt 0 ^. 

2,3-VtKP*V^Pt? 4-tKP+v^K 



[0216] 

As substituent as amino carbonyl group which has fact that it 
possesses the group which is chosen from group which 
becomes amino substituted lower alkyl group which hastimes 
when it possesses lower alkyl group as lower alkyl group and 
substituent , As for example amino carbonyl , methylamino 
carbonyl , ethylamino carbonyl , propyl amino carbonyl , 
isopropyl amino carbonyl , butyl amino carbonyl , t- butyl 
amino carbonyl , pentyl amino carbonyl , hexyl amino 
carbonyl , dimethylamino carbonyl , diethyl amino carbonyl , 
dipropyl amino carbonyl , dibutyl amino carbonyl , di pentyl 
amino carbonyl , di hexyl amino carbonyl , N- methyl -N- 
ethylamino carbonyl , N- ethyl -N- propyl amino carbonyl , 
N- methyl -N- butyl amino carbonyl , N- methyl -N- hexyl 
amino carbonyl , aminomethyl amino carbonyl , 2- 
aminoethyl amino carbonyl , 1- aminoethyl amino carbonyl , 
3- aminopropyl amino carbonyl , 4- amino butyl amino 
carbonyl , 5-amino pentyl amino carbonyl , 6-amino hexyl 
amino carbonyl ,1,1- dimethyl -2- aminoethyl amino 
carbonyl , 2- methyl -3- aminopropyl amino carbonyl , 
methylamino methylamino carbonyl , 1- ethylamino 
ethylamino carbonyl . 2- propyl aminoethyl amino carbonyl , 
3- isopropyl aminopropyl amino carbonyl , 4- butyl amino 
butyl amino carbonyl , 5-pentyl amino pentyl amino 
carbonyl , 6-hexyl amino hexyl amino carbonyl , 
dimethylamino methylamino carbonyl , 2- diethyl aminoethyl 
amino carbonyl , 2- dimethylamino ethylamino carbonyl , (N- 
ethyl -N- propyl amino ) methylamino carbonyl , 2- (N- 
methyl -N- hexyl amino ) ethylamino carbonyl , N- methyl 
-N- (2 -diethyl aminoethyl ) amino carbonyl , N« ethyl -N- 
(methylamino methyl ) amino carbonyl group or other 
substituent amino carbonyl group which hasfact that 1 - 2 it 
possesses group which is chosen can beillustrated from group 
which becomes straight or branched condition alkyl group of 
carbon number 1-6 v/hich possesses amino group which has 
times when 1 - 2 itpossesses straight or branched condition 
alkyl group of carbon number 1-6 as straight or branched 
condition alkyl group and substituent of carbon number 1-6. 



[0217] 

As substituent as lower alkyl group which has fact that, 1-3 
it possesses hydroxymethyl , 2- hydroxyethyl , 1- 
hydroxyethyl , 3- hydroxypropyl , 2, 3- dihydroxypropyl , 4- 
hydroxybutyl ,1,1- dimethyl -2- hydroxyethyl , 5, 5, 4- 
trihydroxy pentyl , 5 -hydroxy pentyl , 6-hydroxy hexyl , 1- 
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l f i-2/^;u-2-tKP*5/x^;u % 5A4-hUtKP 

v^*v;k i-tKP*W7?ntf;k2->^;u 
-3-tKn*v?nt>»^<7)7Kl£tt£ i~3 11* 
tZzb<D&Z>mmiSL 1-6 oEtlxii^ttSItt 
7JWr;u**fl*-c*4. 

[0218] 

*^/<^u*««7;u*;u»fcLTte. flit 

1- Aju/^-Oux^;u % 3-*;u/^-f ;u^Ptf 

^;u, 6-*;u/^-f JJ/^+i/;u, i,i-v>^;u-2- 
*;u/^-f;i/X^;u,2->^ju-3-*;u/^-<;u 
^p£;utt*o>7;u*;u»#A<ft*« i~6 <& 
E*Xl*#tt«tt7^*;u**fc**;u/<* 

[0219] 

mtfT^vv^u^k 2-7^^>^;uxt 
tf 4-7$f"7>*ju?^k 5-7^t>^;uk 

2- 7#V>^;Ux^;k 2-y^JU-3-7^>^;U 
^Pe;U»»©7JI/*;U»#*«**» 1-6 <D 
KmXI*#&mtt7;U*;U*T*fc37^V> 

[0220] 

^;utju*xju % x^utjl,*- vt,. ^Pt°;u 
xju?fc=jk *y:7Ptf;uzju*xju, ?^;u* 

7f-x- ^>*XJU*=JU*»©KIHfc 1-6 
[0221] 

KP+v>^;u.2-tKP+vx^;u, i-tKP* 
5/x^ju, 3-tKP+v^at°;u > 2,3-5/tKD* 
v^Ptfik 4-tKP*S/^ib, l,l-v>^U-2- 
tKP*vx^;u.5,5,4-h'JtKP*i/^>^U. 
5-tKP^v^V^k 6-tKP*v^5/jU. 1- 
tKP*WV^Ptf;i/, 2-*^U-3-fcKP*$/? 
□t: tf)7Kl!»£ 1-3 fi*rr 1-6 
tDtt*XI*»tttttt7iU*^*«SI*"e#*o 
[0222] 

7x-;U*»7;U*JU»£LTI*, WtLIS^V 
2-^x-;ux^;u, i-7x-;nf;k 3-7 



1997-8-26 

hydroxy isopropyl , 2- methyl -3- hydroxypropyl group or 
other hydroxy group , in addition to for example 
aforementioned lower alkyl group it possesses hydroxy group 
straight or branched condition alkyl group of carbon number 
1- 6 which has factthat can be illustrated. 

[0218] 

As carbamoyl group lower alkyl group , carbamoyl alkyl 
group where for example carbamoyl methyl , 2- carbamoyl 
ethyl , 1- carbamoyl ethyl , 3- carbamoyl propyl , 4- 
carbamoyl butyl , 5-carbamoyl pentyl , 6-carbamoyl hexyl , 1, 
1- dimethyl -2- carbamoyl ethyl , 2- methyl -3- carbamoyl 
propyl group or other alkyl portion is straight or branched 
condition alkyl group of carbon number 1~6 can be 
illustrated. 

[0219] 

As adamantyl group substituted lower alkyl group , adamantyl 
alkyl group where for example adamantyl methyl , 2- 
adamantyl ethyl , 1- adamantyl ethyl , 3- adamantyl propyl , 
4- adamantyl butyl , 5-adamantyl pentyl , 6-adamantyl hexyl , 
1,1- dimethyl -2- adamantyl ethyl , 2- methyl -3- adamantyl 
propyl group or other alkyl portion is straight or branched 
condition alkyl group of carbon number 1-6 can be 
illustrated. 

[0220] 

As lower alkyl sulfonyl group , straight or branched condition 
alkyl sulfonyl group of for example methyl sulfonyl , ethyl 
sulfonyl , propyl sulfonyl , isopropyl sulfonyl , butyl 
sulfonyl , t- butyl sulfonyl , pentyl sulfonyl , hexyl sulfonyl 
group or other carbon number 1-6 can be listed. 



[0221] 

As hydroxyl group substitution lower alkyl group , straight or 
branched condition alkyl group of carbon number 1-6 which 
1 - 3possesses for example hydroxymethyl , 2- hydroxyethyl , 
1- hydroxyethyl , 3- hydroxypropyl , 2, 3- dihydroxypropyl , 
4- hydroxybutyl ,1,1- dimethyl -2- hydroxyethyl , 5, 5, 4- 
trihydroxy pentyl , 5-hydroxy pentyl , 6-hydroxy hexyl , 1- 
hydroxy isopropyl , 2- methyl -3- hydroxypropyl group or 
other hydroxy group can be illustrated. 

[0222] 

As phenyl lower alkyl group , for example benzyl , 2- 
phenylethyl , 1- phenylethyl , 3- phenyl propyl , 4- phenyl 
butyl , 5-phenyl pentyl , 6-phenyl hexyl ,1,1- dimethyl -2- 
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?xx ;U>^;U. 2,2-v7i-^xf^Sf07 

7JU*;u*"Cfcy. ?x^;u*£ i~2ffl*rT57 

[0223] 

7t;- ;u % 3-:7x-;u*y'J;L/*;u7t-C-;K 4-?x^ 
;u^yu;u*JU7t?— ju, 5-71— ;u*yu;u*;i/ 
7tfx;u % 6-:7x^;u*/u;i/2wU7tf— 7-^x- 
)\,*r/*) )\, > s-yjL~ 

[0224] 

ju?R- 3-^xx;u^x- 4-? 

*x-;urt;M?:^L,*£ffl*-e#5o 
[0225] 

^7l/-;U«±fcS^fii:LT7xx;uS$^ 

1*. 7yj;u*;i/^x;u, 2-71-;^ 
7 % /u;u*iu*- ;k 4-7xx;u^7 x /u;u*;u 

7t;x;u % 5-7xx;^7yU;U*;U^x;uSlf(D 

*7^-;UBI±l::«ifc*i:LT:?xxjUS£*r 
-TSC<!:<7)fc^^7 v y i J^^^x;uft^«^ 

[0226] 

5/^P7;u*;i/*;u?Kx;u* <tLTii> 0J*I£ 
x;u, v9P^firtJl*-ik v^P'Mrv 
P* *^;U*;U#x;ua*(Da*ft 3-8 <Dv£ 

P7;i/*;u*;u7Kx;us^^"e^5o 

[0227] 

s**tLr/\py»s^&i;*ii*«:SPcfc 
yatfttfc»**-r*ci:a)fc*«*7^*^^ 

JUSirLTIi. «;UiflnE«a^LT/\py 
>IR**£1-S£i<&&*«ift7;ua^U* 
(cl]P^r> 2-tKP*5/7-b^U. 3-tKP^v^ 
pe*x;u,2-tKP*S/^Ptf*x;u % 4-tKP 
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phenylethyl , 2- methy) -3- phenyl propyl , diphenylmethyl , 
2, 2- biphenyl ethyl group or other alkyl portion with straight 
or branched condition alkyl group of carbon number l~6,can 
list alkyl group which 1 - 2 possesses phenyl group . 



[0223] 

On quinoline ring quinolyl carbonyl group which has fact that 
it possesses phenyl group as substituent can be illustrated on 
for example quinolyl carbonyl , 2- phenyl quinolyl carbonyl , 
3- phenyl quinolyl carbonyl , 4- phenyl quinolyl carbonyl , 
5 -phenyl quinolyl carbonyl , 6-phenyl quinolyl carbonyl , 
7-phenyl quinolyl carbonyl , 8-phenyl quinolyl carbonyl 
group or other quinoline ring as quinolyl carbonyl group 
which hasfact that it possesses phenyl group as substituent . 



[0224] 

On thiophene ring thienyl carbonyl group which has fact that 
it possesses phenyl group as substituent can be illustrated on 
for example thienyl carbonyl , 2- phenyl thienyl carbonyl , 3- 
phenyl thienyl carbonyl , 4- phenyl thienyl carbonyl group or 
other thiophene ring as thienyl carbonyl group which hasfact 
that it possesses phenyl group as substituent . 

[0225] 

On thiazole ring thiazolyl carbonyl group which has fact that 
it possesses phenyl group as substituent can be illustrated on 
for example thiazolyl carbonyl , 2- phenyl thiazolyl carbonyl , 
4- phenyl thiazolyl carbonyl , 5-phenyl thiazolyl carbonyl 
group or other thiazole ring as thiazolyl carbonyl group which 
hasfact that it possesses phenyl group as substituent . 



[0226] 

As cycloalkyl carbonyl group , cycloalkyl carbonyl group of 
for example cyclopropyl carbonyl , cyclobutyl carbonyl , 
cyclopentyl carbonyl , cyclohexyl carbonyl , cycloheptyl 
carbonyl , cyclooctyl carbonyl group or other carbon number 
3-8 can be illustrated. 

[0227] 

In addition to lower alkanoyl group which has fact that it 
possesses the halogen atom as lower alkanoyl group which 
has fact that it possesses group which is chosen, as for 
example aforementioned substituent from groupwhich 
becomes halogen atom and hydroxy group as substituent , 
straight or branched condition alkanoyl group of carbon 
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+v^u;u. 5-tKp+v^>^y-r;i^> 6-tK 

n+v^-^/^K 2,2-v>*7U-3-tKP*v 

iNTtcfc^^ia 1-6 CDItffiXli^ttmttT 
[0228] 

itiihu^utp^ hu^pp^u, ^pp 
;?p^>^i^ ?;u;tP^K 3— K> 
^;u. v7;i/tn^;k i/?p^fjk 2-^p 

PX^/U, 2,2,2-h , j7^PX^U. 2,2,2-HJ$ 

^U^^-v^PP^Pt^U.^M-hU^PP^ 
4-^;L/^P^;U. 5^DD^>fJk 3-^p 
P-2-y^;U^Pt°;L/, 5-^^*5/^5,6-5/ 

/7Pp/\+v;uSH0M^S<tLT/\P^>Jl 

1-3 i-6 oumxitftft 

[0229] 

*75y*£LTtt* #]*tf7£A 

x^;u7=y. :?Pt: 0 ;u75A -f v?Ptf;u75 
A :7^utsa tert-:?^U7£A ^>^;u75 
A M^utsa v*^;u75A s?x*;u73 
A $??ptf;u75A v^;u7*A v/<>^ 
;U75A $//s*v;u7£A n->^;u-n-x^;u 

7HA N-X^JU-N-^Ptf JU75A N-^JU-N- 
?^U73A N->^U-N-^*v;U75/'S3£CD 

M^s<tLr^*ia i-6 (DttSixfi^ttin* 

7;u+7Ug£ l~2^*t"6Cl<!:<Dfc&75/S£ 
[0230] 

«ft**LTMP*:/IK**frr*CJ:0!>*4 

ej»7ju=i*i/*^-;uai:ur(*, 
U7;u^-p>h*v^;u^-;u % hj^pp^Mp 

5/*;U7fcL;U % ^pp>KJfv^;utKx;u, ^o^E 
>h*i/*;U/Kx;u, 7;u^p>h*v*;U/-px 

vrtJUtfx^ y^p^h*i/*;U7t?x;u, 2-^ 

DPXh^v^^/KxvU. 2,2,2-h'J^;U^-PXK 
*v*;U7t?x;u,2,2 J 2-h l J^PPXh*v*^ 
3-^P^PtK+v, 3-^PP^P/"K*v. 
2,3 -S/£ P P ?P tK* v , 4,4,4- h U £ P P ^h* v 

*;i/^x;u. 4-^;u^p^h*v*;u^x;u. 5- 

>7PPK>^;u^-*v*;i/7p-;i, % 3-£PP-2-> 

^;u^P7K*v*;utKx;u. s-^p^+v^ 
*^x;u*||(DSgi*tLT/NPy>S^ 



number 1-6 which 1 - 3 is possible to havepossessed group 
which is chosen can be illustrated from groupwhich becomes 
halogen atom and hydroxy group as 2 -hydroxy acetyl , 3- 
hydroxy propanoyl , 2- hydroxy propanoyl , 4- hydroxy 
butyryl , 5 -hydroxy pentanoyl , 6-hydroxy hexanoyl ,2,2- 
dimethyl -3- hydroxy propanoyl or other substituent . 

[0228] 

As halogen atom substituted lower alkyl group , straight or 
branched condition alkyl group of carbon number 1-6 which 
1 - 3possesses halogen atom as for example trifluoromethyl , 
trichloromethyl , chloromethyl , bromomethyl , fluoromethyl , 
iodomethyl , difluoromethyl , dibromo methyl , 2- 
chloroethyl , 2, 2, 2- trifluoroethyl , 2, 2, 2- trichloroethyl , 3- 
bromo propyl , 3- chloropropyl , 2, 3- dichloropropyl , 4, 4, 4- 
trichloro butyl , 4- fluoro butyl , 5-chloro pentyl , 3- chloro 
-2- methylpropyl , 5-bromo hexyl , 5, 6-dichloro hexyl group 
or other substituent can be illustrated. 



[0229] 

As amino group which has fact that it possesses lower alkyl 
group as the substituent , 1 - 2 it possesses straight or 
branched condition alkyl group of carbon number 1-6 as for 
example amino , methylamino , ethylamino , propyl amino , 
isopropyl amino , butyl amino , t- butyl amino , pentyl amino , 
hexyl amino , dimethylamino , diethyl amino , dipropyl 
amino , dibutyl amino , di pentyl amino , di hexyl amino , N- 
methyl -N- ethylamino , N- ethyl -N- propyl amino , N- 
methyl -N- butyl amino , N- methyl -N- hexyl amino group or 
other substituent amino group which has fact that can be 
illustrated. 

[0230] 

As lower alkoxy carbonyl group which has fact that it 
possesses halogen atom as the substituent , 1 - 3 it possesses 
halogen atom in addition to for example aforementioned 
lower alkoxy carbonyl group , as trifluoromethoxy carbonyl , 
trichloro methoxycarbonyl , chloro methoxycarbonyl , bromo 
methoxycarbonyl , fluoro methoxycarbonyl , iodo 
methoxycarbonyl , difluoro methoxycarbonyl , dibromo 
methoxycarbonyl , 2- chloro ethoxy carbonyl , 2, 2, 2- 
trifluoro ethoxy carbonyl , 2, 2, 2- trichloro ethoxy carbonyl , 
3- bromo propoxy , 3- chloro propoxy , 2, 3- dichloro 
propoxy , 4, 4, 4- trichloro butoxy carbonyl , 4- fluoro butoxy 
carbonyl , 5-chloro pentyloxy carbonyl , 3- chloro -2- methyl 
propoxy carbonyl , 5-bromo hexyloxy carbonyl , 5, 6-dichloro 
hexyloxy carbonyl group or other substituent straight or 
branched condition alkoxy carbonyl group of the carbon 
number 1-6 which has also fact that can be illustrated. 
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1-3 «*rr*Ci:*fc5ft*R 1-6 (DK$SXI± 



[0231] 

ffi«7;ua*^«*««7;u*/^U*fcLT 
l±, 2->Mrv7-tz^K 
>fx;K 2-xh+5/7-b^;u. 

4-xh+v^U;u. 3-^P7K+v^Pt 0 7|- 

2->h+v^nt°7l--;u. 
*i*v;k 5--f v^p* *$/<<:/*/^ 2,2-v* 

h+i/^Ptft-ik 2-^>^;u^-+v7-tr5 1 
2-Mr$/;u**i/7**;u**07;u*y 
-<;u«»4<«*» 2-6 0KSlxii#«gi#7 

[0232] 

eJSR7;i/*y^;i/**vSSi«a7;u*y^;u 

SirLTIi, mii 2-7**^**5/7*^1/. 
3-7^ ^+v^Ptf^x;u % 

7Mrv7-tZ^U> 3-^Pt°^--^7|-^rV^Pt 0 ^- 

;i,t*y?oet-ik 2-7-fe^;UT|-+v^Pt 0 
*x;k 6-^Pt°^--;u^-+v^^/^;u. 5- 

»©7^*/^U«#M«** 2-6 (DKffiX 

i*#««tt7;u*/^u*-efc*ft*« l~6 0) 
E«Xtt»tt««7;u*y-f;u^-*S/7;u*y 

[0233] 

*yu;u**i/«»««7^*y-fju*tLT 

;u**v?ptf;i-x;u % 2-^yj;U7h^rV^Pt° 
4-*/u/u**v:?^ i j/k 2,2-v^;u 
-3-+yu;ix^v^Pt°^;u. 5-*/'j;u:t* 

*«0)7^*y^U*«»a)ftJ|S*4< 2-6 0 

S«xii»a«ltt7;u*/>f;u*T»*-B*/u 
ju**v7^y^uS£#]^T*£<5o 

[0234] 

^xx;HSHR7;ua*i/*;U7|?x;u*tLTI*, 



[0231] 

As lower alkoxy-substituted lower alkanoyl group , straight or 
branched condition alkoxy alkanoyl group of carbon number 
1-6 where for example 2- methoxy acetyl , 3- methoxy 
propanoyl , 2- ethoxy acetyl , 3- ethoxy propanoyl , 4- ethoxy 
butyryl , 3- propoxy propanoyl , 2- methoxy propanoyl , 
6-propoxy hexanol , 5-isopropoxy pentanol , 2, 2- dimethyl 
-3- butoxy propanoyl , 2- methyl -3- t- butoxy propanoyl , 2- 
pentyloxy acetyl , 2- hexyloxy acetyl group or other alkanoyl 
portion is straight or branched condition alkanoyl group of 
carbon number 2-6 can be listed. 



[0232] 

As lower alkanoyl oxy substitution lower alkanoyl group , 
straight or branched condition alkanoyl oxy alkanoyl group of 
the carbon number 1-6 where for example 2- acetyl oxy 
acetyl , 3- acetyl oxy propanoyl , 2- propanoyl oxy acetyl , 3- 
propanoy! oxy propanoyl , 4- propanoyl oxy butyryl , 3- 
butyryl oxy propanoyl , 2- acetyl oxy propanoyl , 6-propanoyl 
oxy hexanoyl , 5 -butyryl oxy pentanoyl , 2, 2- dimethyl -3- 
butyryl oxy propanoyl , 2- pentanoyl oxy acetyl , 2- hexanoyl 
oxy acetyl group or other alkanoyl portion is straight or 
branched condition alkanoyl group of carbon number 2-6 can 
belisted. 



[0233] 

As quinolyloxy substitution lower alkanoyl group , 
quinolyloxy alkanoyl group where carbon number of the for 
example 2- quinolyloxy acetyl , 3- quinolyloxy propanoyl , 2- 
quinolyloxy propanoyl , 4- quinolyloxy butyryl , 2, 2- 
dimethyl -3- quinolyloxy propanoyl , 5-quinolyloxy 
pentanoyl , 6-quinolyloxy hexanoyl group or other alkanoyl 
group portion is straight or branched condition alkanoyl group 
2 - 6 can be illustrated. 



[0234] 

As phenyl lower alkoxy carbonyl group , phenyl alkoxy 
carbonyl group where carbon number of for example 
benzyloxycarbonyl , 2- phenyl ethoxy carbonyl , 1- phenyl 
ethoxy carbonyl , 3- phenyl propoxy carbonyl , 4- phenyl 
butoxy carbonyl , 5 -phenyl pentyloxy carbonyl , 6-phenyl 
hexyloxy carbonyl ,1,1- dimethyl -2- phenyl ethoxy 



Page 384 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP1997221476A 



1997-8-26 



«©7;ua*S/*^7R-;u»»(Dft**3W i~6 

[0235] 

*>v^;uffi$7;u*;uS<tLTi±. fl*.!** 

^v;u. i,i-i/^;u-2-^> v /-f;ux^ju, 2- 
y^;u-3-K>y^;u^p tf;uft«f0>7JU*;uSP 

1-6 <D|6ttX#tttttt7^U* 

[0236] 

^Pt°^^U. 2-xH5tKP+yy;^+v^P 

2,2.v>^;u-3-7 L h^t:KP+y | J;u^+v^ 
Pt°^-x;u % 5-xhvtKP*/U;U**v^:>$ 

/-OK 6-7 L h7tKP+y | j;u7l-*v^*-9-y-f 
;u, 2-(i-p<^;Uxh : 7tKP+y , J J /u^+v)T-lr 
^;u, 2-(2-^-+v^h^tKP^yu;u^v)7 

-b^;U. 3-(2-i*;Uxh5fcKn*/U;u**i/) 

^pe^--;u,2-(3-^pe;uT-h7tKP*yu;u 

**v)^Ptf;j-x;i, s 4-(4-?^U J f h^tKP* 

;uT-h7tKP*y'j;u**5/)^Ptf*-;u.5-(6 
-^v;u-rh^tKP*/'j;u^i/)^>5ty-f 

-tJ-/*f;L^ 2-(8->^ l ;u j fK J 7tKP+y | j;u^-+ 
$/)7-b9 1 ;u,2-(l,4-v^l/T-h5t:KP*/U^ 
^■*S/)7Hz^U,2-(2,4,6-h l J>^^T-h7t:KP 
*yUJU^-*5/)7-fe^;U.2-(l->^JU-2-^*V 
TTh ; 7tKP^y , J;U7|-^V)7-tz^;U> 3-(2-:** 

yf h^tKP^ryu;u^v)^Ptf^--;u. 4-(2 

-^-^Vxh^tKP^'J^^v)^';^. 5- 

(2-*-+V7 L h^tKP+y , j;u7l-+v)^>^> r >r 
6-(2-**yxh7tKP+yg;u**v)^* 

^y^U,2^1,6-y>^U-2-^+V J fh^tKP+ 

/ , J^*S/)7-b^Ju»»<D*yg>a±ic« 
i~3 ffl^-r-sci^&^T-h^tKp+yy^* 



carbonyl , 2- methyl -3- phenyl propoxy carbonyl group or 
other alkoxy carbonyl portion is straight or branched 
condition alkoxy carbonyl 1 - 6 can be listed. 



[0235] 

As benzoyl lower alkyl group , benzoyl alkyl group where for 
example benzoyl methyl , 2- benzoyl ethyl , 1- benzoyl ethyl , 
3- benzoyl propyl , 4- benzoyl butyl , 5 -benzoyl pentyl , 
6-benzoyl hexyl ,1,1- dimethyl -2- benzoyl ethyl , 2- methyl 
-3- benzoyl propyl group or other alkyl portion is straight 
chain and branched chain alkyl group of carbon number 1-6 
can be listed. 



[0236] 

On quinoline ring as tetrahydro quinolyloxy substitution 
lower alkanoyl group which has fact thatit possesses group 
which is chosen from group which becomes lower alkyl group 
and oxo group as substituent , On for example 2- tetrahydro 
quinolyloxy acetyl , 3- tetrahydro quinolyloxy propanoyl , 2- 
tetrahydro quinolyloxy propanoyl , 4- tetrahydro quinolyloxy 
butyryl , 2, 2- dimethyl -3- tetrahydro quinolyloxy propanoyl , 
5-tetrahydro quinolyloxy pentanoyl , 6-tetrahydro quinolyloxy 
hexanoyl , 2- (1 -methyl tetrahydro quinolyloxy ) acetyl , 2- 
(2 -oxo tetrahydro quinolyloxy ) acetyl , 3- (2 -ethyl 
tetrahydro quinolyloxy ) propanoyl , 2- (3 -propyl tetrahydro 
quinolyloxy ) propanoyl , 4- (4 -butyl tetrahydro 
quinolyloxy ) butyryl , 2, 2- dimethyl -3- (5 -pentyl tetrahydro 
quinolyloxy ) propanoyl , 5- (6 -hexyl tetrahydro 
quinolyloxy ) pentanoyl , 6- (7 -methyl tetrahydro 
quinolyloxy ) hexanoyl , 2- (8 -methyl tetrahydro 
quinolyloxy ) acetyl , 2- (1 and 4 -dimethyl tetrahydro 
quinolyloxy ) acetyl , 2- (2, 4 and 6 -trimethyl tetrahydro 
quinolyloxy ) acetyl , 2- (1 -methyl -2- oxo tetrahydro 
quinolyloxy ) acetyl , 3- (2 -oxo tetrahydro quinolyloxy ) 
propanoyl , 4- (2 -oxo tetrahydro quinolyloxy ) butyryl , 5- (2 
-oxo tetrahydro quinolyloxy ) pentanoyl , 6- (2 -oxo 
tetrahydro quinolyloxy ) hexanoyl , 2- (1 and 6 -dimethyl -2- 
oxo tetrahydro quinolyloxy ) acetyl group or other quinoline 
ring group which becomes straight or branched condition 
alkyl group and oxo group of carbon number 1~6 as 
substituent group which ischosen 1 - 3 straight or branched 
condition alkanoyl group of carbon number 2-6 which 
tetrahydro quinolyloxy group which has thefact that it 
possesses substitutes can be illustrated. 
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[0237] 

■fe^U. 3- J fh^tKP^^;U7|-+v3fPt 0 vJ-- 
;k 2- J f^tKp^^^^rv^Pt°^--;u, 

4--Th9tKP+^;U**5/^yjU, 2,2-v> 
;u -3 -T- h7 1 K P T ;u*+ v ? P fcf*- 

7;u*/*;uW#<Dft*Ri« 2-6 aSMxi* 
*;u**5/7;u*/^u**«st?#* 0 

[0238] 

7x=.JUiS«7;U^r-;U*;U7|?-;U*i:LTfi. 

mtfv^^k 3-^x-;u-2-^p^-;u* 

4-7xz;i,.3^f~;^^/f-;k4^i-^-2- 

^— JU. 5-"7x- JU-4-^Vt 1 — ;U^;U7ft- 7U V 5- 
7x-;L/-3-^> J f- J /U*;U7p-;U,5-7x-;U-2 
-^x-JU^UTf-C-JK 5-^x~;U-l-^>x- 

i->^;u-3-^x-;u-2-^— ;t/ 

*^l,*;b7flzwu»##«*» 3-6 (DBMS. 
li»tt««7;U^-;U*JU7|C-^*-Cfc47x 

-iU7;u^--;u*;u7t?-ju3i*«*-c**o 

[0239] 

v^P7;U^r-;U*i:LTIi , «5Llii/^P^P 
P^^r-iz— v^P^t--;^ v^P^t- 

~;u««0)tt9Rft 3-8 cd v^P7;u>r-;u»£ 

[0240] 

?x:=JU{Ett7;U*;U75y*;U7K-;ua£LT 
I*. «*li*>$/JU75/*;M*-Jl^ (2-?x- 
;UX?JU)7§/4jJU7t<^ )l s (l-"7x- ;ux^;u) 

r^y^^Tp-^, (3-^x-^^pe;u)75/* 

(4-7xz. ju^;u)75/:*);U7t^K 
(5-3?x - ^^>^^)7^y*;U7fC- (6-7x - 

;u^^i/;u)7^*;U7t?-;i/, (i,i-v^;u-2- 
^xn;L/X^ j /u)7^y*;U/+C-;u % (2->T;u-3-7 
x-;u^Pt°;u)75y*;u7K-;ua^a)7>iu+ 
i~6 <DEmx(i»ttfStt7;u 
*;uSt?fc^7x»;u7;u+;u75y*;u7K-;u 

[024 l] 



[0237] 

As tetrahydro naphthyloxy lower alkanoyl group , tetrahydro 
naphthyloxy alkanoyl group where carbon number of for 
example 2- tetrahydro naphthyloxy acetyl , 3- tetrahydro 
naphthyloxy propanoyl , 2- tetrahydro naphthyloxy 
propanoyl , 4- tetrahydro naphthyloxy butyryl , 2, 2- dimethyl 
-3- tetrahydro naphthyloxy propanoyl , 5-tetrahydro 
naphthyloxy pentanoyl , 6-tetrahydro naphthyloxy hexanoyl 
group or other alkanoyl portion is straight or branched 
condition alkanoyl group 2 - 6 can be illustrated. 



[0238] 

As phenyl lower alkenyl carbonyl group , phenyl alkenyl 
carbonyl group where for example cinnamoyl , 3- phenyl -2- 
propenyl carbonyl , 3- phenyl - l- propenyl carbonyl , 4- 
phenyl -3- butenyl carbonyl , 4- phenyl -2- butenyl carbonyl , 
4- phenyl - l- butenyl carbonyl , 5-phenyl -4- pentenyl 
carbonyl , 5-phenyl -3- pentenyl carbonyl , 5-phenyl -2- 
pentenyl carbonyl , 5-phenyl - l- pentenyl carbonyl , l- methyl 
-3- phenyl -2- butenyl carbonyl , l- methyl cinnamoyl group 
or other alkenyl carbonyl portion is straight or branched 
condition alkenyl carbonyl group of carbon number 3-6 can 
be illustrated. 



[0239] 

As cycloalkenyl group , cycloalkenyl group of for example 
cyclopropenyl , cyclo butenyl , cylcopentenyl , cyclohexenyl , 
cyclo heptenyl , cyclo octenyl group or other carbon number 
3-8 can be illustrated* 



[0240] 

As phenyl lower alkyl amino carbonyl group , phenyl alkyl 
amino carbonyl group where for example benzylamino 
carbonyl , (2 -phenylethyl ) amino carbonyl , (I -phenylethyl ) 
amino carbonyl , (3 -phenyl propyl ) amino carbonyl , (4 
-phenyl butyl ) amino carbonyl , (5 -phenyl pentyl ) amino 
carbonyl , (6 -phenyl hexyl ) amino carbonyl , (l and l 
-dimethyl -2- phenylethyl ) amino carbonyl , (2 -methyl -3- 
phenyl propyl ) amino carbonyl group or other alkyl portion is 
straight or branched condition alkyl group of carbon number 
I -6 can be listed. 



[0241] 
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B*flt*. BJIMR^XttttJt i~4 fl* 
-f &t&*QXii*t&faa> 5 frt> 11 ft«<D*«x 

v-;u, tr*y$?=;u, e^i^-^u, *;u*y 
A ^j-^jufty a £U£ju. ^hf^^y- 
;k 1,2,5,6-T^fcKPtfy v;k ^ x^;u, *j 
y;k i,4-vtKa*>"J^, *>y*7V'J^ tf 

t^. eyss^u. evititju. fcfpy;K*;u 
#**y;k 3,4-5/fcKo*;U7|***ij;u» 1,2,3,4 

)w -f>K'j-;L-, "OV-fsyi/yju, 'O'/t 
-f5*vys?-;i/. -f v+yjiu, * 

■fV/'JS?-^, l,2,3.4-T-h7tKR^r>"J;U. 1,2- 

vtKP-fv+yu;u. */*-tf-y-;u, 

=JU. 7^7V-;k l,2,3,4-xh7 , yj;U, 1,2,4- 

v-;u, -rs*vti,2-a]t:ye?;k ^77U;k 
2,3-S/tKP'<>7[b]7 l j;u, ^^'/fi-(k 1 
-T*f ; y<?u'<?=f-)\, % m- J ?u*—)\,* m-<(>*f 
v/yju, -f v-f>KU=yu. 2--f5yv/'j-;u, 2-tf 
p'j^u, :t*-y-yy;k -fv**-yvu 

*/y*?zyU. 2-tWJ-A» ^S^'J v-Jk 1,4 
-'OV'^-y-v-JK 3,4-vth*P-2H-l,4-'<> 
, /^-+-9-v-;U,3,4-vtKP-2H-l,4-'Oy^ 
7v-;k l,4-'<>!/f7y-^k 1,2,3,4-tH? 

th*p^/+-y-'j-;u. i,3-^T-2,4-ytKP-t- 
^h5tKP-i,3-^-+-9-v-;u. 

[0242] 

/\p-tr»g^-, 

yai*h.fcat« i~3 e*-r-5MiHamEii:LT 

14, 

m?ns i-^+v-i,2,3,4-^h5tKP'ry^yy 

2-**7fc°'<'Jv-;K 
2-^JPV-1-7+Fv^D's^VU. 

2-^-*vtfpyv-;u. 

5-7i-;U^77y;Ux 
i->5=-;u-f5yyy;u. 



1997-8-26 

for example pyrrol idinyl , bipyridinyl , piperazinyl , 
morpholino , thiomorpholino , pyridyl , homo piperazinyl , 1, 
2, 5, 6-tetrahydro pyridyl , thienyl , quinolyl ,1,4- dihydro 
quinolyl , benzo thiazolyl , pyrazyl , pyrimidyl , pyridazyl , 
pyrrolyl , carbostyril , 3, 4- dihydro carbostyril , 1, 2, 3, 4- 
tetrahydro quinolyl , indolyl , iso indolyl , indolinyl , 
benzoimidazolyl , benzo oxazolyl , imidazolidinyl , 
isoquinolyl , [kinazorijiniru ], 1, 2, 3 and 4 -tetrahydro 
quinolyl ,1,2- dihydro isoquinolyl , quinoxalinyl , 
cinnolinyl , phthalazinyl , 1, 2, 3, 4- tetrazolyl , 1, 2, 4- ■ 
triazolyl , chromanyl , isoindolinyl , iso chromanyl , 
pyrazolyl , imidazolyl , pyrazolidinyl , imidazo {1 and 2 -a } 
pyridyl , benzo furil , 2, 3- dihydro benzo [b ] furil , benzo 
thienyl , 1- aza cycloheptyl , 4H-chromenyl , lH-indazolyl , 
isoindolinyl , 2- imidazolinyl , 2- pyrrolinyl , furil , oxazolyl , 
isooxazolyl , thiazolyl , isothiazolyl , pyranyl , pyrazolidinyl , 
2- pyrazolinyl , quinuclidinyl ,1,4- benzo oxazinyl , 3, 4- 
dihydro -2H-1, 4- benzo oxazinyl , 3, 4- dihydro -2H-1, 4- 
benzo thiazinyl ,1,4- benzo thiazinyl , 1, 2, 3, 4- tetrahydro 
quinoxalinyl , 1, 3- di thia -2, 4- dihydro naphthalenyl , 
tetrahydro -1,3- oxazinyl , tetrahydro oxazolyl , 1, 4- di thia 
naphthalenyl basis etc can beillustrated as monocycle of 
saturated or unsaturated 5 to 1 one member ring which 1 - 4 
possesses the nitrogen atom , oxygen atom or sulfur atom or 
heterocyclic group of binary ring. 



[0242] 

lower alkyl group , 
phenyl group , 
lower alkanoyl group , 
halogen atom , 

As aforementioned heterocycle which 1 - 3 possesses group 
which ischosen from group which becomes phenyl lower 
alkyl group and oxo group , 

for example 1- oxo -1, 2, 3, 4- tetrahydroisoquinolyl , 

2 -oxo bipyridinyl , 

2 -oxo -1- aza cycloheptyl , 

2 -oxo pyrrolidinyl , 

5 -phenyl thiazolyl , 

1 -methyl imidazolyl , 
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1 -propyl imidazolyl , 




4 -methyl imidazolyl , 


4-?x^;U^5$Vg^ 


4 -phenyl imidazolyl , 


i,4-v^ut?p'j;k 


1 and 4 -dimethyl pyrrolyl , 




4 -methyl piperazinyl , 




4 -phenyl bipyridinyl , 


4->^;i^7v r g;K 


4 -methyl thiazolyl , 


2-**V5 1 7 x -/g>>U. 


2 -oxo thiazolyl , 




5 -ethyl thiazolyl , 


4-^x^u^yyu;u s 


4 -phenyl thiazolyl , 




4 -propyl thiazolyl , 




5 -butyl thiazolyl , 


4-^>^;u^ryg;u. 


4 -pentyl thiazolyl , 




2 -hexyl thiazolyl , 


4,5-v^;u^7v r u;u, 


4 and 5 -dimethyl thiazolyl , 


5-?xrji/-4->^;i^7 g ;k 


5 -phenyl -4- methyl thiazolyl , 


i-x^;u^s^/g;u. 


1 -ethyl imidazolyl , 


4-?pt?jiH r s*vg;u* 


4 -propyl imidazolyl , 




5 -butyl imidazolyl , 




1 -pentyl imidazolyl , 


i-^*v;H*$Vg;u, 


1 -hexyl imidazolyl , 


i,4-y^;u-r5^/g;u. 


1 and 4 -dimethyl imidazolyl , 


i,4,5-Kg^u-f5yyg^. 


1 , 4 and 5 -trimethyl imidazolyl , 


i-^x-;u>r^^yg;u % 


1 -phenyl imidazolyl , 


2-3?x-;u>T5^/g;u, 


2 -phenyl imidazolyl , 




5 -phenyl imidazolyl , 


i-y^;u-4-7x-;u^5^/g;u. 


1 -methyl -4- phenyl imidazolyl , 


3-^;u-iA4+gT!/gju, 


3 -methyl -1, 2, 4- triazolyl , 


5-x*;u-i,2,4-HJ7 % /gjk 


5 -ethyl -1,2, 4- triazolyl , 


3-37xx^-l,2,4-hg7^g^> 


3 -phenyl -1, 2, 4- triazolyl , 




2 -oxo -1- methyl imidazolyl , 




2 -oxo imidazolyl , 




2 -ethyl pyrrolyl , 


3-^nt;uepg;k 


3 -propyl pyrrolyl , 




5 -butyl pyrrolyl , 
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2.4.5- h , J^;ut°D'j;u, 

2->5 1 J !U-5-7x-;ueP'j;U. 

2-**VfcfPWk 

l-^;U-l,2,3,4-"rh77'J;i/, 

i -x^;u- 1 ,2,3,4-t- h^ % / U ;u , 

l-^>^;U-l,2,3 ) 4-xhT7U;U> 
l-^*v;U-l,2,3,4-^h^l/'J^ 

1- 7x— ;U-l,2,3,4--rh^ % -/U;U. 

2- ^;ue'ji/;u, 

3- x^;utfUvJU, 

2- ^;ut°Uv;u. 

3- ^>^;ut°Uv;u. 

2- 7x-;ut°Uvju. 

3- 7x«;ueuv;u. 

4- 7x— ;ut°'Jv;u. 
2,4-v>^;ut°Us;;u. 

2.4.6- hU^^t°'Jv^ 

2->^;u-4-7x-;ut 0, Jv;u % 2,4-v7x-;ut 0 U 
v;u. 2A6-h , J7x-;n= g v?;u. 2-;t*Vfc?'Jv 

;u, 4->j-*y tf'jv;u, 4->^;u-2.^-+vt°g v 

;U. 2-7i- ;U-4^+Vt°U vJK 3-^n^ 
l/[l,2-aDe«Jv^.4-X^U-f5y % /[l,2-aDtf'J 
3-7i— A^Syi/tl,2-a]fcf'Ji/Jk 5-?x 
-M^;[l,2-a]t 0| Jv;k 3-^;U-lH--<> 
*V'J;U % 3-7xXjU-lH^>^/'JJK 

3 J 4-Th7tKP>rV+/ , J;U,6-7xx i ;U-l,2,3,4- 
T-h7tKP^fV*-/y;U. l-**7-6-^U-l,2, 
3,4-T-h7tKP^V*^UJU. l-*^r7-7-*7xX 

;u-i ,2,3,4-t 1 H5t K p -fv*/ y )v s 3,4- v^;u 
t^7>~ik 3-x^;ut°PUv-^ 2-?Pt? 



4 -pentyl pyrrolyl , 

2 -hexyl pyrrolyl , 

2, 4 and 5 -trimethyl pyrrolyl , 

2 -phenyl pyrrolyl , 

2 and 5 -biphenyl pyrrolyl , 

2 -methyl -5-phenyl pyrrolyl , 

2 -oxo pyrrolyl , 

1 -methyl -1, 2, 3, 4- tetrazolyl , 

1 -phenyl -1, 2, 3, 4- tetrazolyl , 

1 -ethyl -1, 2, 3, 4- tetrazolyl , 

1 -propyl -1, 2, 3, 4- tetrazolyl , 

1 -butyl -1,2, 3, 4- tetrazolyl , 

1 -pentyl -1, 2, 3, 4- tetrazolyl , 

1 -hexyl -1, 2, 3, 4- tetrazolyl , 

1 -phenyl -1, 2, 3, 4- tetrazolyl , 

2 -methyl pyridyl , 

3 -ethyl pyridyl , 

4 -propyl pyridyl , 

2 -butyl pyridyl , 

3 -pentyl pyridyl , 

4 -hexyl pyridyl , 

2 -phenyl pyridyl , 

3 -phenyl pyridyl , 

4 -phenyl pyridyl , 

2 and 4 -dimethyl pyridyl , 
2, 4 and 6 -trimethyl pyridyl , 

2 -methyl -4- phenyl pyridyl , 2, 4- biphenyl pyridyl , 2, 4, 
6-triphenyl pyridyl , 2- oxo pyridyl , 4- oxo pyridyl , 4- 
methyl -2- oxo pyridyl , 2- phenyl -4- oxo pyridyl , 3- methyl 
imidazo aforementioned heterocyclic group which 1 - 3 
possesses group which is chosen can be illustrated from group 
which becomes the phenyl alkyl group and oxo group where 
straight or branched condition alkanoyl group , halogen atom , 
alkyl portion of straight or branched condition alkyl group , 
phenyl group , carbon number 1-6 of {1 and 2 -a } pyridyl , 
4- ethyl imidazo {1 and 2 -a } pyridyl , 3- phenyl imidazo {1 
and 2 -a } pyridyl , 5-phenyl imidazo {1 and 2 -a } pyridyl , 
3- methyl -lH-indazolyl , 3- phenyl -lH-indazolyl , 1- methyl 
-1, 2, 3, 4- tetrahydroisoquinolyl , 5-ethyl -1, 2, 3, 4- 
tetrahydroisoquinolyl , 6-phenyl -1, 2, 3, 4- 
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yi/tfPUi/^u, i-^;i/tfn«ji/— 3,4,5-h 

U^Utf^U v-;U. 4-^^l/fcT^U v^U. 3- 

^>^;i^e;u*U A 4-^+v;utf^v-;u, 4 
-^;ut°^u v-;u. 3-^>t;i^e;u*u A 4- 
^^v;ut°^v-;u, 3->^u? 1 :t : E;u*U 
A 4-7x-;ue^v-;u, 3-7x-;ut°n'jv 
2-^v-4-^;ue^u v-;u, 2-^-*v- 
3->^;nfP'j5/-;u, 2-^-*v-4-"7x-;utf^ 

us; - 4->^U-l-71f v^P^^ 5-7 

v-i-7ifv^p^^;u. i->^;i/-2-;*-*y-f5 
$VUi?-;K i.-fv^;u-2-**v-fsy!/'J 

-t*Vf h5tKP-l,3-^-*ity-;U, 3-7xn 

5tKP*** % /'Jju, 3-^pp t c Uv;u. 4-^ 
;ut°^v-;u. 4--fv^;utf ^v-;u> 4-> 
^^^Ebf^^v— ;k 4-7-tr^;ut°^v- 
4-^>v;ut°^v-;u. 4-x^u^e^ 

tt7;u+;u». 7x- i~6 <&ttffl 
xi*»ttil«7^*y-<;u». /np^iS?, 
7ju*^»#*<«** 1-6 (DKMXtt^ttfll 
tt7;u*;ur*fcS7x-;u7;u+;utts^* 
v*a*»j:yiitf*ifc»* 1-3 «*f *we 

[0243] 

2/7/«Sl««7JU*^»iLrtt. flxtf $/ 
7A>^U, 2-v7Af;k l-vT^xf^k 3- 
i/7/^Ptf^U, 4-v7^^f;k 5-v7y"0? 

;k 6-v7^*v;k i,i-v^f;i/-2-v7yx 
2.^;i/-3-v7/^Pt';i/i»a)7;b* 
;u»»^ft*» 1~6 <7)ttfflX(±#tt$#7;U 

*;u»r»*5/7y7;u*ju***if*ct4< 

[0244] 

^h7V r u;uSM^£3l»7^+;uS^Lrii. ffa 

*l#f h5!/WW*;i^ 2-x h^/U^X^k 1 
-■rh5*-/U;uxy;u % 3^h^v r, j;u^Ptf;u. 4- 
^h^/un^^u, S-^h^/WU'O^U. 6- 
x % /u ;u^*v;u .1,1 - v^u-2-f - K57U 
;uxf-;u H 2->5 1 ;u-3-7 1 KTV r U^^Pt: ;USI? 
a>7;u*;utt#jMtt*» 1-6 (DEffiXii^tt 
««7;u*;u*-e*«-5rh5 % -/UJU7;u*;Ht 

[0245] 

tLX\t, mz.lf7i>?Jl>**is*?-Jl's 2-^P 
;u. 3-7-tr^u^+i/^Pt^u, 4-7W;i/fr* 
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tetrahydroisoquinolyl , 1- oxo -6-methyl -1, 2, 3, 4- 
tetrahydroisoquinolyl , 1- oxo -7 -phenyl -1, 2, 3, 4- 
tetrahydroisoquinolyl , 3, 4- dimethyl piperazinyl , 3- ethyl 
pyrrolidinyl , 2- propyl pyrrolidinyl , 1 - methyl pyrrolidinyl , 
3, 4, 5-trimethyl bipyridinyl , 4- butyl bipyridinyl , 3- pentyl 
morpholino , 4- hexyl piperazinyl , 4- butyl bipyridinyl , 3- 
pentyl morpholino , 4- hexyl piperazinyl , 3- methylthio 
morpholino , 4- phenyl piperazinyl , 3- phenyl pyrrolidinyl , 
2- oxo -4- methyl bipyridinyl , 2- oxo -3- methyl 
pyrrolidinyl , 2- oxo -4- phenyl bipyridinyl , 4- methyl -1- aza 
cycloheptyl , 5-phenyl -1- aza cycloheptyl , 6-methyl -2- oxo 
-1- aza cycloheptyl , 1- methyl -2- oxo imidazolidinyl , 1- 
isobutyl -2- oxo imidazolidinyl , 1- benzyl -2- oxo 
imidazolidinyl , 2- oxo tetrahydro -1,3- oxazinyl , 3- phenyl 
-2- oxo -1- aza cycloheptyl , 2- oxo tetrahydro oxazolyl , 3- 
chloro pyridyl , 4- methyl piperazinyl , 4- isobutyl 
piperazinyl , 4- methyl homo piperazinyl , 4- acetyl 
piperazinyl , 4- benzyl piperazinyl , 4- ethyl homo piperazinyl 
group or other carbon number 1-6 is the straight or branched 
condition alkyl of carbon number 1-6, 



[0243] 

As cyano substituted lower alkyl group , cyanoalkyl group 
where for example cyanomethyl , 2- cyanoethyl , 1- 
cyanoethyl , 3- cyanopropyl , 4- cyano butyl , 5-cyano pentyl , 
6-cyano hexyl , 1, 1- dimethyl -2- cyanoethyl , 2- methyl -3- 
cyanopropyl group or other alkyl portion is straight or 
branched condition alkyl group of carbon number 1-6 can be 
listed. 

[0244] 

As tetrazolyl group substituted lower alkyl group , tetrazolyl 
alkyl group where for example tetrazolyl methyl , 2- tetrazolyl 
ethyl , 1- tetrazolyl ethy) , 3- tetrazolyl propyl , 4- tetrazolyl 
butyl , 5-tetrazolyl pentyl , 6-tetrazolyl hexyl ,1,1- dimethyl 
-2- tetrazolyl ethyl , 2- methyl -3- tetrazolyl propyl group or 
other alkyl portion is straight or branched condition alkyl 
group of carbon number 1-6 can be illustrated. 



[0245] 

As lower alkanoyl oxy group substituted lower alkyl group , 
straight or branched condition alkyl group of straight or 
branched condition alkanoyl oxy group substitute carbon 
Mathematical Formula 1 -6 of for example acetyl oxy 
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6-7-tr5 1 ;ut*v'^ 

1 ,l-V^;U-2-^^-9-y-f ^^vX^U, 2-> 

-6 0>il«[xii»tt«tt7;u*y-f;u*^>* 

1-6 <DEMXIi»tt««7JU*JU 

[0246] 

5/. 74z^;U75A ^Pfcf^xjUT^A ^TU 

ju75A -f7^y;u7SA ^>$y*ou75 

tert-^^;U*;U7|C-iU75/. ^*^y>OU7 

iMi«tt7^*/^;i,****5cfc©**7^ 

[0247] 

euv;b{S«7;u*;ufi£LTi±. 0ij*i£(4-e 

'Jvi^fik l-(3-eUv;U)x^;u, 2-(2-tf U 
y«xf;k 3-(2-tfU5/;u)^Ptf 4-(3-tf u 
isn,)? 3 ?)^ 5-(4-tfu v;u)^>^;u. 6-(2-t°y 
v;U)^+v;u. l,l-vy^;u-2-(3-t°Uv;u)x^ 
;ix.2-y^;u-3-(4-t o, Jv;u)^Pt o ;uSlf(07;u 
*;u»»^K** 1-6 <DEigX(ittttfltt7 
;u+;u*r*$)^t 0| jv;u7;u^ua^^if-sc 

[0248] 

*;i/7t?x;u, 3-7xy+v^P7K4-v*;u/t>x 

)V y 4-"7x/^>^h^>*;U7tCx;U. 5-?xy* 

vju**v*;u^-jk u-v>^u-2-:7x/4p 
vxh+v*;U7fCx;u, 2-y^;u-3-^xy^v^ 
P/K^v*;U7t?x;usH(D7;i/a*v*;U7Kx 

i-6 <Dnmx(±#tesii#7 

;Uzi^rv*;U7px;UT*feS7xy+v7^=l+v 
[0249] 

t°Uv;uffi«7;U=i+v*;U7Kx;u» 4 !:Lr[±, 
«S.li(4-fcfy v^h^v^UtfxvK (2-tf'J 
2?^)>h*5/*;U#— ;U % (3-tfU5/JI/)>h*S^* 
^Utfxju, 2-(2-t°U y^)ih+v*Ji/*~;k 1- 

(i-e'Jv;u)xh+v*;utou,3-(3-t 0 'Jv;i/) 

^P/K^v^VU/fCxju. 4-(4-t°U S/JU)^MP % >* 
;U?fCx;u, 5-(3-t 0| Jv;U)^>^;U^v*;U7K 
x;u % 6-(2-eUi>;U)^*v^**>*;U7t«- 
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methyl , 2- propanoyl oxyethyl , 1- butyryl oxyethyl , 3- 
acetyl oxypropyl , 4- acetyl oxy butyl , 4- isobutyryl oxy 
butyl , 5-pentanoyl oxy pentyl , 6-acetyl oxy hexyl , 6-t- butyl 
carbonyl oxy hexyl ,1,1- dimethyl -2- hexanoyl oxyethyl , 2- 
methyl -3- acetyl oxypropyl group or other carbon number 
2-6 can be illustrated. 



[0246] 

As amino group which has fact that it possesses lower 
alkanoyl group as the substituent , it possesses straight or 
branched condition alkanoyl group of carbon number 1-6 as 
the for example amino , formyl amino , acetylamino , 
propanoyl amino , butyryl amino , isobutyryl amino , 
pentanoyl amino , t- butyl carbonyl amino , hexanoyl amino 
group or other substituent amino group which has fact that 
can be illustrated. 

[0247] 

As pyridyl lower alkyl group , pyridyl alkyl group where for 
example (4 -pyridyl ) methyl , 1- (3 -pyridyl ) ethyl , 2- (2 
-pyridyl ) ethyl , 3- (2 -pyridyl ) propyl , 4- (3 -pyridyl ) 
butyl , 5- (4 -pyridyl ) pentyl , 6- (2 -pyridyl ) hexyl ,1,1- 
dimethyl -2- (3 -pyridyl ) ethyl , 2- methyl -3- (4 -pyridyl ) 
propyl group or other alkyl portion is straight or branched 
condition alkyl group of carbon number 1-6 can be listed. 



[0248] 

As phenoxy lower alkoxy carbonyl group , phenoxy alkoxy 
carbonyl group where carbon number of for example phenoxy 
methoxy carbonyl , 2- phenoxy ethoxy carbonyl , 1- phenoxy 
ethoxy carbonyl , 3- phenoxy propoxy carbonyl , 4- phenoxy 
butoxy carbonyl , 5 -phenoxy pentyl oxy carbonyl , 6-phenoxy 
hexyloxy carbonyl ,1,1- dimethyl -2- phenoxy ethoxy 
carbonyl , 2- methyl -3- phenoxy propoxy carbonyl group or 
other alkoxy carbonyl portion is straight or branched 
condition alkoxy carbonyl 1 - 6 can be listed. 



[0249] 

As pyridyl lower alkoxy carbonyl group , pyridyl alkoxy 
carbonyl group where carbon number of for example (4 
-pyridyl ) methoxycarbonyl , (2 -pyridyl ) methoxycarbonyl , 
(3 -pyridyl ) methoxycarbonyl , 2- (2 -pyridyl ) ethoxy 
carbonyl , 1- (1 -pyridyl ) ethoxy carbonyl , 3- (3 -pyridyl ) 
propoxy carbonyl , 4- (4 -pyridyl ) butoxy carbonyl , 5- (3 
-pyridyl ) pentyloxy carbonyl , 6- (2 -pyridyl ) hexyloxy 
carbonyl ,1,1- dimethyl -2- (4 -pyridyl ) ethoxy carbonyl , 2- 
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ju. i,i-v>5 : ;u-2-(4-t 0| Jv;u)xh+v*;^ 
^;u.2->^;u-3-(3-t e Uv;i.)^P7tx e ^v*;L,7K 

»*< 1-6 <DK<BXI*»afB«7;Ua^>*;U 
[0250] 

2-(2-?;utL/-;u)xh*v*;U7t*x ;k i-(i 
*>/ufr*S/*;u7K-;u, i,i-y>^^-2-(2-^;u 

*5/*/U7fC-;uW»0ffi3fta^ i~6 <D1tfHX 
l4#tt«W7;ua*S/*^#=JUT?fc*^U* 

[0251] 

*;U7tC-;u, 2-^ r T--JU^-^S/*;U7H-;i/, 3-^ 
t— ^J*"*?/*^— 1-^U7'J;U***> 
*;ut^-;u % 2-^> J f~;u^v^;U7K~;u, 2- 

[0252] 

ffi«7;ua^$/*;u*-;u*ai/ft«7JU* 
ri4. 

2-(3-t°^Uvx;i,)xh^v*;U7px;u > 
l-(2-tf^Uv^.;i/)xh+i/*;U/H— 

5- (3-t°^Uvx;u)/<>^;u^-JFv*;U7t-;-;u % 

6- (2-tf^Uv-;u)^+i/;u^-+i/*;U7H-;u, 

lJ-v^;U-2-(4-t°^Uvx;u)xh+v*^7K 

-;u.2-^;u-3-(i-e^Uv-;u)^P/K**>* 
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methyl -3- (3 -pyridyl j propoxy carbonyl , basic or other 
alkoxy carbonyl portion is straight or branched condition 
alkoxy carbonyl 1 - 6 can belisted. 



[0250] 

As fluorenyl lower alkoxy carbonyl group , fluorenyl alkoxy 
carbonyl group where carbon number of for example (5 
-fluorenyl ) methoxycarbonyl , 2- (2 -fluorenyl ) ethoxy 
carbonyl , 1- (1 -fluorenyl ) ethoxy carbonyl , 3- (3 
-fluorenyl ) propoxy carbonyl , 4- (4 -fluorenyl ) butoxy 
carbonyl , 5- (5 -fluorenyl ) pentyloxy carbonyl , 6- (1 
-fluorenyl ) hexyloxy carbonyl ,1,1- dimethyl -2- (2 
-fluorenyl ) ethoxy carbonyl , 2- methyl -3- (3 -fluorenyl ) 
propoxy carbonyl group or other alkoxy carbonyl portion is 
straight or branched condition alkoxy carbonyl 1 - 6 can be 
illustrated. 



[0251] 

As lower alkenyl oxycarbonyl group , straight or branched 
condition alkenyl oxycarbonyl group of for example vinyl 
oxycarbonyl , allyl oxycarbonyl , 2- butenyl oxycarbonyl , 3- 
butenyl oxycarbonyl , 1- methyl allyl oxycarbonyl , 2- 
pentenyl oxycarbonyl , 2- hexenyl oxycarbonyl group or other 
carbon number 2-6 can beillustrated. 

[0252] 

On piperidine ring as substituent lower alkanoyl group , 

As bipyridinyl lower alkoxy carbonyl group which has fact 
that it possesses group which ischosen from group which 
becomes lower alkoxy carbonyl group and lower alkyl group , 

for example (4 -bipyridinyl ) methoxycarbonyl , 

2 - (3 -bipyridinyl ) ethoxy carbonyl , 
1 - (2 -bipyridinyl ) ethoxy carbonyl , 

3 - (1 -bipyridinyl ) propoxy carbonyl , 

4 - (4 -bipyridinyl ) butoxy carbonyl , 

5 - (3 -bipyridinyl ) pentyloxy carbonyl , 

TRANSLATION STALLEDOn methoxycarbonyl group or 
other piperidine ring bipyridinyl alkoxy carbonyl group where 
carbon number of alkoxy carbonyl portion which has thetimes 
when 1 - 3 it possesses group which is chosen is straight or 
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JU7t?^U.(l-t-^h+i/*;U7K^U-4-tf^'Jv- 

-;u)^h+v*;U7p- 2-(i-y5 1 ;u-4-t 0 ^u 
y-;u)xh*v*;u#x^ i-(4-^Dt 0 ;u-i-t° 
^Uv-;u)xh^rv*;u/iC-;u.3-(4-^;u-3- 
t°^U v^;U)^otK+v*;u^~ 4-(3-^> 
^;u-2-e^U v-;u)^h+v*;U7K- 5-(i- 

~JU. (l,2-vy^^-4-t°^'Jv-;i,)>h+v*;u 
i/-^)xh+v*M>--lk l-(l-xh+y*;i/ 

7K-;u-4-t°^'j v-;u)xh+v*;u^-;u. 3- 
(4-^P7K+v*^7K^U-l-t°^'Jvx;u)^n7tx° 
;k 4-(3-^>^;i/>r+v^;U7t-Cx 

;i/^v*;U7^x;u x 6-(4->h+v^;i/?Kx;ix-l 

-(3-^Pt°^x;U-2-e^Uvx;U)xh^rv*;U7K 
x;u,3-(4-^TU^-3-t 0 ^Uv-;U)^P7K+v 

^h+v*;U/1tx;u. 5-(l-^*1*V'Ol>-4-t:^ , J 

JU-2.y^;U-4-t°KiJi;-;U)^+v;u^-^v^ 
;U7Px;u % (i-xh+v*;U7tx^U-2,6-v>^;U- 
4-e^Uvx;u)^h^rv*;U7Kx;u*||a)t 0 '<U 

#a*tta>7Ju*/*ou». i~6 oast 

*ft i-6 <z>E*xii#««tt7;u*;u»ftS 

»*yatf*tfc*s 1-3 fl*rr*ct©fc*7 

^a*->*;u*^iu»#0*jHk*t i-6 <7)« 

[0253], 

««U^LT««7^*;u**#**;:£0>fc 
=yx;ix7^-;u^^v % y^u75/x;u7fvx;u 

ib75-/x;u*-ju**5/ % ^^>;u75yxju 
jf>x;u^-+v^ 2/;*^u75,/x;u*— A*** 
v> vx^^7^yx;u7h- )i,**is s v^Pt° 
;u7syxju*=jU3#-**> % v^;u7^/x;u 
7tv-;u^-+v. v^>^;u75yx;U/^x;u^-4 : 
v. v^v;u75yx;ix7t^x>u^+ v % n-^ 
;u-n-x*;u75/x;u*-;u**v* n-x^;u- 



branched condition alkoxy carbonyl l - 6 can be illustrated 
from group which becomes straight or branched condition 
alkoxy carbonyl group of alkanoyl group , carbon number 1-6 
of straight or branched condition of carbon number 1-6 and 
straight or branched condition alkyl group of carbon number 
1-6 as substituent . hexyloxy carbonyl ,1,1- dimethyl -2- 
ethoxy carbonyl , 2- methyl -3- propoxy carbonyl , 
methoxycarbonyl , methoxycarbonyl , methoxycarbonyl , 2- 
ethoxy carbonyl , 1- ethoxy carbonyl , 3- propoxy carbonyl , 

4- butoxy carbonyl , 5- pentyloxy carbonyl , 
methoxycarbonyl , methoxycarbonyl , 2- ethoxy carbonyl , 1- 
ethoxy carbonyl , 3- propoxy carbonyl , 4- butoxy carbonyl , 

5- pentyloxy carbonyl , 6- hexyloxy carbonyl , 2- ethoxy 
carbonyl , 1- ethoxy carbonyl , 3- propoxy carbonyl , 4- 
butoxy carbonyl , 5- pentyloxy carbonyl , 6- hexyloxy 
carbonyl , 4 -butyl -3- bipyridinyl 2 -bipyridinyl 1 
-t-butoxycarbonyl -4- bipyridinyl 4 -bipyridinyl 1 -bipyridinyl 
1 -ethyl -4- bipyridinyl 1 -hexyl -4- bipyridinyl 1 -acetyl -4- 
bipyridinyl 4 -propyl -1- bipyridinyl 3 -pentyl -2- bipyridinyl 

1 -methyl -4- bipyridinyl 3, 4 and 5 -trimethyl -1- bipyridinyl 
1 and 2 -dimethyl -4- bipyridinyl hiperijiniru 4 -propoxy 
carbonyl -1- bipyridinyl 1 -ethoxy carbonyl -4- bipyridinyl 1 
-methoxycarbonyl -4- * 3 -pentyloxy carbonyl -2- bipyridinyl 
4 -methoxycarbonyl -1- bipyridinyl 1 -hexyloxy carbonyl -4- 
bipyridinyl 2 -acetyl -1- bipyridinyl 3 -propanoyl -2- 
bipyridinyl 4 -pentanoyl -1- bipyridinyl 4 -butyryl -3- 
bipyridinyl 1 -hexanoyl -4- bipyridinyl 1 -ethoxy carbonyl -2, 

6- dimethyl -4- bipyridinyl 1 -acetyl -2- methyl -4- bipyridinyl 



[0253] 

As amino sulfonyloxy group which has fact that it possesses 
lower alkyl group as the substituent , 1 - 2 it possesses straight 
or branched condition alkyl group of carbon number 1-6 as 
for example amino sulfonyloxy , methylamino sulfonyloxy , 
ethylamino sulfonyloxy , propyl amino sulfonyloxy , 
isopropyl amino sulfonyloxy , butyl amino sulfonyloxy , t- 
butyl amino sulfonyloxy , pentyl amino sulfonyloxy , hexyl 
amino sulfonyloxy , dimethylamino sulfonyloxy , diethyl 
amino sulfonyloxy , dipropyl amino sulfonyloxy , dibutyl 
amino sulfonyloxy , di pentyl amino sulfonyloxy , di hexyl 
amino sulfonyloxy , N- methyl -N- ethylamino sulfonyloxy , 
N- ethyl -N- propyl amino sulfonyloxy , N- methyl -N- butyl 
amino sulfonyloxy , N- methyl -N- hexyl amino sulfonyloxy 
group or other substituent amino sulfonyloxy group which has 
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LTg£3t& 1-6 <D»«XI*#tttttt7;U^U 
[0254] 

7i-;uffi«7;u*;u»iLTi±. 

-;u^^v;u. 2->^u-3-:?x-;u:?Pt: 
tt«*7ii;*;u»-c**7x^*7iu*;u*t 

[0255] 

«lft7;i/*^u**ft75/»i:LTfi. 
s;u75A 7-tr^u75A ^□t°^--;u7^y, 
:?tu^7sa -fv^wuTSA 

7£A tert-:?^U*;U?K-;i/75A ^**y-f 

;L,7sya^cD«^»<tLTJ^m^ 1-6 (Dttm 
Xf4»tt««7;u*y^f;u»««75/**« 

[0256] 

[0257] 
[lb 28] 



fact that can be illustrated. 



[0254] 

As phenyl lower alkyl group , phenyl alkyl group where for 
example benzyl , 2- phenylethyl , 1- phenylethyl , 3- phenyl 
propyl , 4- phenyl butyl ,1,1- dimethyl -2- phenylethyl , 
5 -phenyl pentyl , 6-phenyl hexyl , 2- methyl -3- phenylpropyl 
group or other alkyl portion is straight or branched condition 
alkyl group of carbon number 1-6 can be illustrated. 



[0255] 

As lower alkanoyl group substituted amino group , straight or 
branched condition alkanoyl group substituted amino group of 
carbon number 1-6 can beillustrated as formyl amino , 
acetylamino , propanoyl amino , butyryl amino , isobutyryl 
amino , pentanoyl amino , t- butyl carbonyl amino , hexanoyl 
amino group or other substituent . 

[0256] 

It can produce compound of this invention , with various 
methods . 

[0257] 

[Chemical Formula 28 ] 



Page 394 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP1997221476A 



1997-8-26 




ROH (3) 



(2) 




(1) 



[0258] 

[SfKG,R\R\R\R Rtf X lilflKICia 

5JCa-l T!SS*4v5#S6l3\ -«it(2)(D'<> 
^■rPaHb*»t-«a(3)©*^/1f>ltt 

K)S£1m**»sl BP**iu*>ii(3) 

»fc#*W:U Z;h,l::75>(2)£fiJ£2F1±** 
tt. (P)SttxXxJW*. IPft*iU#>»(3)« p 

^^KxXfJk l-tKP*S/*> % /MJ7 % /— -JU 
XX^^IpCOSttxx^^^L. CtllC7S>(2) 

££i££-t*£;£;£. (/\)*;u7(fi;-f sKtt, ep*> 
*;U/+:>^(3)iz7s>(2)^vv^p^\^rv;u* 

0>lfe<D2f>£, «*tf*JU*>»(3)**l*»il 

|C7£>(2)£ J£J££1±6;£;£, *JU#>H(3)fc 
<£&7;U:a-;U£<Dxx^u|c7£>(2)£Si± 
KSTl::RJl;*t±*:*SL *^tP>K(3)0S 



[0258] 

{In Formula, as for G, R<sup>l</sup>, R<sup>2</sup>, 
R<sup>3</sup>, R and X same to description above, } 

method which is shown with reaction scheme -1 benzo 
heterocyclic compound of General Formula (2) and 
carboxylic acid of general formula (3), is method which reacts 
with conventional amide bond production reaction . 

condition of amide bond production reaction of public 
knowledge can be applied to acid amide bond production 
reaction easily. 

Method reacting, of designating alkyl halo- carbonate ester as 
mixed acid anhydride in the for example (J2 ) mixed acid 
anhydride method 9 , namely carboxylic acid (3) amine (2) 
reacting to this. Method of designating (jp2 ) active ester 
method , namely carboxylic acid (3) as the p- nitrophenyl 
ester , N- hydroxy succinimide ester , 1- 
hydroxybenzotriazole ester or other active ester , amine (2) 
reacting to this. In (jp3 ) carbodiimide method, namely 
carboxylic acid (3) amine (2) under existing of dicyclohexyl 
carbodiimide , carbonyl diimidazole or other activator 
condensation reaction method of doing. (jp4 ) other methods. 
Method of designating for example carboxylic acid (3) as 
carboxylic acid anhydride with acetic anhydride or other 
drying agent ,amine (2) reacting to this, carboxylic acid (3) 
with in ester of lower alcohol amine (2) method ofreacting 
under high pressure high temperature . method etc which 
amine (2) reacts to acid halide , namely carboxylic acid halide 
of carboxylic acid (3) can be listed. 
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[0259] 



'JX l->^;i/-2-tfP'Jv/>(NMP),N-^Ut 
Jl«tOJ>, l,5-i57-tFlf5/^OC4.3.0]y*i/-5(D 
BN), l,8-v7 , -tftfv^PC5.4.0]'t'^7 : -tr>-7(D 
BU), l,4-vT-tft*V^P[2.2.2]^-^^>(DABC 

A, ©tig***',! OA. ft»**-*-HJ*A* 

SStEli, il£-20~100 deg C g&. JJ*L< 
It 0-50 deg C fSSfcfcOTfrfcfrtU SJfcft 
Mtt 5 »~10 KUWK. ft? £L<[* 5 #~2 B#Rfi 

»C>*lfcS^^«l7K«5tT5>(2)2:0)SJ5l*a 
$-20-150 deg C £8, ft?£L<l* 10-50 deg 
C 88l=tel^TfT&t>4l, fiJERIBI* 5 #~10 
ttlWBS. ft?£L<(* 5 #~5 ttM88-efc«. 

>7PP^;UA, £/£PP*£>. y^PDI$>f 

>-tf>, h;ux> % *S/U>*0>3Sff JfeBHfc* 

/\pa»xx^utLri*«7Ltf^ppllK> 
^;u. jQ^mWt**)^ $PP«»I*;U* ? 
p^MxfJk ^pp«W-fv^^»3W# 



[0259] 

mixed acid anhydride which is used in above-mentioned 
mixed acid anhydride method (J2 ) is acquired byreaction 
which is similar to conventional Schotten-Baumann reaction , 
without usually isolatingthis the compound of this invention 
of General Formula (1) is produced amine (2) with 
byreacting. 

Above-mentioned Schotten-Baumann reaction is done under 
existing of basic compound . 

Usual compound example you obtain in Schotten-Baumann 
reaction as basic compound which is used,triethylamine , 
trimethyl amine , pyridine , dimethyl aniline , 1- methyl -2- 
pyrrolidinon (NMP ), N- methylmorpholine , 1, 
5-diazabicyclo {4.3 . 0} nonene -5 (DBN ), 1 and 8 
-diazabicyclo {5.4 . 0} undecene -7 (DBU ), land 4 
-diazabicyclo can list {2.2 . 2} octane (DABCO ) or other 
organic base , potassium carbonate , sodium carbonate , 
potassium hydrogen carbonate , sodium hydrogen carbonate 
or other inorganic base etc. 

said reaction is done usually - in 20 - 100 deg C extent and 
preferably 0~50deg C extent, reaction time is 5 min -10 hours 
extent and preferably 5 min ~2 hours extent. 

mixed acid anhydride and amine which it acquires (2) with 
reaction is doneusually - in 20 - 150 deg C extent and 
preferably 10~50deg C extent, reaction time is 5 min ~10 
hours extent and preferably 5 min ~5 hours extent. 

mixed acid anhydride method is done generally in solvent . 

in each case with usable , concretely chloroform , 
dichloromethane , dichloroethane or other halogenated 
hydrocarbons , benzene , p- chlorobenzene , toluene , xylene 
or other aromatic hydrocarbons , diethyl ether , diisopropyl 
ether , tetrahydrofuran , dimethoxyethane or other ethers , 
methyl acetate , ethylacetate or other esters , N, N- 
dimethylformamide , dimethyl sulfoxide , acetonitrile , 
hexamethyl phosphoric acid triamide or other aprotic polar 
solvent etc or Itaru or other mixed solvent etc can list to 
mixed acid anhydride method usual solvent as solvent which 
isused. 

You can list for example methyl chloroformate , bromo 
methyl formate , ethyl chloroformate , bromo ethyl formate , 
chloroformic acid isobutyl etc as alkyl halo- carbonate ester 
which is used in mixed acid anhydride method . 

carboxylic acid in said method (3), as for portion used of alkyl 
halo- carbonate ester and the amine (2), usually making each 
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JUT-DttZtotf^tf. 7£>(2)l::*fLT7 

^-ti^fi i~i.5 fS^uassofiSHWeffiffl 

[0260] 

*fc fiJfB*<7)<fta>£j£(^)0) n . \ 
^Klc7=>(2)££lS$tt-5:S&£i£ffl-f-S 

fiJ6l=fljl*&*i**»ttfl:fc*tf>«!il::* fljx. 
7MJOA, **ft*'J^A»*«w-e#*. 



x$y— /K is— ^^y— ju. 3->h 
^rv-i-^y— ;k x^;h»dv;|/^» 

75>(2)i*;U#:/ii/\7'fK*©ttHl»£i:L 

fig. »*L<tt*^u~5 few&mmmi*z> 

KS)SliSl^-20~180 deg C SJt.»*L<l* 
0-150 deg C gSfCTfTfcfrjIV -SSI- 5 #~ 

30 n»msft-<*5jea%«rr«. 

[0261] 

Mlc±EKfcSC-l l=*-r75K**4*S(6 
tt, *;U/1?>lt(3)i:7S>(2)i:£» 7i- ;U*X 
7-f>-2,2' -iP^vtf'J S?>, v7i-^7 

-r— yU'S'o'jKs 7i— >u-N-7x— ;i/^xX^5K 
^a'J-r-h, i/x^ju^Dd/fcx^x— K v7 
/U>ivif;k v7x^U'J>S£7vh\ t*X 
(2-^-+V-3-^-4r-9-y'JS?-;U)^X7-f--V^^ 
nUKI|<0U>fb£fe<D^£#j<Z)??£Tlc£|£ 

[0262] 

ttKftli. ±I3*;u^>K/\5-<Kicy5>(2) 

fc£tt©#*ETl::.att-2(M50 deg Cgg. 
ff£L<l* 0-100 deg C 8K#ifil=-Cfrft*3 
*U -ttl= 5 #-30 8$F B 1SglC-CSJ6l*fl7-r 

'So 



equimole it is good you can use the alkyl halo- carbonate ester 
and carboxy lie acid (3) respectively inside range of 1 - 1.5 
times molar amount extent, but vis-a-vis amine (2). 

[0260] 

In addition among aforementioned other method (jp4 ), in 
carboxylic acid halide when method which reacts is adopted, 
said reaction under existing of basic compound , is done 
amine (2) in suitable solvent . 

Widely be able to use those of public knowledge , for 
example sodium hydroxide , potassium hydroxide , sodium 
hydride , potassium hydride etc can beillustrated to other than 
basic compound which is used for for example 
above-mentioned Schotten-Baumann reaction , as basic 
compound which is used. 

In addition methanol , ethanol , propanol , butanol , 3- 
methoxy -1- butanol , ethyl cellosolve , methyl cellosolve or 
other alcohols , pyridine , acetone , water etc can be illustrated 
to other than the solvent which is used for for example 
above-mentioned mixed acid anhydride method as solvent 
which is used. 

amine (2) with as portion used of carboxylic acid halide , 
there not to beespecially limitation and be able to select 
appropriately inside widerange, it is good equimolar amount 
extent and preferably equimole -5 times molar amount extent 
to use the latter atleast, usually vis-a-vis former . 

said reaction at usually - is done 20 - 1 80 deg C extent and 
preferably 0-1 50deg C extent, reaction completes generally at 
5 min -30 time extent. 

[0261] 

Furthermore amide bond production reaction which is shown 
in above-mentioned reaction scheme -1 the carboxylic acid 
(3) with can execute amine (2), even with method whichreacts 
under existing of condensing agent of phenyl phosphine -2, 
2*-dithio di pyridine , diphenyl phosphinyl chloride , phenyl 
-N- phenyl phosphoramide chloridate , diethyl chloro 
phosphate , diethyl cyanophosphate , biphenyl phosphoric 
acid azido , bis (2 -oxo -3- oxazol dinyl ) phosphinic chloride 
or other phosphorus compound . 

[0262] 

As for said reaction, under existing of solvent and basic 
compound whi chare used with method which amine (2) reacts 
to theabove-mentioned carboxylic acid halide , usually - 20 - 
150 deg C extent, it is donewith preferably (MOOdeg C extent 
vicinity , reaction ends generally at 5 min -30 timeextent. 

amount used of condensing agent and carboxylic acid (3) 
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respectively at least equimolar amount extent and preferably 
equimole -2 -fold molar amount extent using is good vis-a-vis 
amine (2). 

[0263] 

[Chemical Formula 29 ] 
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[0264] 

[it* g. p. r 1 , r\ r\ r 8 si; X l*lWIBI=n 

®T)Hj/'()1'&£*? 0 r"» li s g&*£LT 

fifty juAy-ou:j-*S/llilMKlft7Juay-ou 
a, ft] 



[0265] 
[lb 30] 



CON 



[0264] 

{As for G, p, R<sup>l</sup>, R<sup>2</sup>, 
R<sup>3</sup>, R<sup>8</sup> and X in Formula same to 
description above. R<sup>10a</sup> shows lower alkanoyl 
group which has fact that it possesses the halogen atom as 
hydrogen atom , lower alkyl group or substituent . 
R<sup>l la</sup> from group which becomes halogen atom 
and hydroxy group as the substituent on lower alkanoyl 
group , phenyl ring which has fact that it possesses group 
which is chosen as substituent are times when it possesses 
group which is chosen from group which becomes amino 
group , nitro group , lower alkanoyl group substituted amino 
group and halogen atom which have times when it possesses 
lower alkyl group as lower alkyl group , phenyl group , lower 
alkoxy group , halogen atom substituted lower alkyl group , 
substituent , At same time in lower alkanoyl portion phenoxy 
lower alkanoyl group , lower alkoxy-substituted lower 
alkanoyl group , lower alkanoyl oxy substitution lower 
alkanoyl group , basis whichhas times when it possesses 
halogen atom as substituent } 

[0265] 

[Chemical Formula 30 ] 




[0266] 



[0266] 

On phenoxy lower alkoxy carbonyl group , quinolyl carbonyl 
group , quinolyloxy substitution lower alkanoyl group , 
quinoline ring from group which becomes lower alkyl group 
and oxo group as substituent lower alkoxy carbonyl group , 
benzo furil carbonyl group , benzoimidazolyl carbonyl group , 
tetrahydroisoquinolyl carbonyl group , phenyl lower alkoxy 
carbonyl group or phenyl lower alkenyl carbonyl group which 
has timeswhen it possesses halogen atom as bipyridinyl lower 
alkoxy carbonyl group , substituent which has fact that 
itpossesses group which is chosen from group which becomes 
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^>^;U«j»7;i/4r;U»XI*««7^4r;U 

r 15 ii«&7;u*;u*. fc?'je?;HB»7JU*/u 
3 

fc*to(4)£fc**(5)«>fi«l4fnEKJ6SM 
©<k**(2)tfl;*1fc(3)©fi(6i:RHt©*ftT 



[0267] 

<b^*(4)i:fc*«i(6a)«)SJtr*, -incia 

p/\V— ;k ;k ten-:?*/— ;Hia>i6 
«T;ua-;uH. BEB. SSif^k 7-fehx 
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the lower alkanoyl group , lower alkoxy carbonyl group and 
lower alkyl group as substituent is shown on tetrahydro 
quinolyloxy substitution lower alkanoyl group , pyridyl lower 
alkoxy carbonyl group , fluorenyl lower alkoxy carbonyl 
group , lower alkenyl oxycarbonyl group , tetrahydro 
naphthyloxy substitution lower alkanoyl group , piperidine 
ring which has times when it possesses the group which is 
chosen. 

R<sup>l lb</sup> on lower alkyl group , cycloalkyl group , 
phenyl ring are times when it possesses group which ischosen 
from group which becomes lower alkyl group and halogen 
atom as the substituent , At same time on phenyl lower alkyl 
group , phenyl ring which has times when it possesses 
hydroxy group in lower alkyl group portion amino carbonyl 
group , benzoyl lower alkyl group or lower alkyl sulfonyl 
group which has times whenit possesses group which is 
chosen is shown from group whichbecomes lower alkyl 
group , pyridyl lower alkyl group and phenyl lower alkyl 
group as phenoxy lower alkyl group , substituent which has 
fact thatit possesses lower alkyl group as substituent . 

X<sup>l</sup> shows halogen atom . 

M shows sodium , potassium or other alkali metal . 

R<sup>15</sup> shows lower alkyl group , pyridyl lower 
alkyl group or phenyl lower alkyl group . 

) 

compound (4) with reaction of compound (5) can do 
compound of theaforementioned reaction scheme -1 (2) with 
under condition which is similar to thereaction of compound 

(3). 

[0267] 

compound (4) with reaction of compound (6 a ), in suitable 
inert solvent , is donegenerally with presense or absence of 
basic compound . 

for example benzene , toluene , xylene or other aromatic 
hydrocarbons , tetrahydrofuran , dioxane , diethylene glycol 
dimethyl ether or other ethers , dichloromethane , 
chloroform , carbon tetrachloride or other halogenated 
hydrocarbons , methanol , ethanol , isopropanol , butanol , t- 
butanol or other lower alcohols , acetic acid , ethylacetate , 
acetone , acetonitrile , pyridine , dimethyl sulfoxide , 
dimethyl formamide , hexamethyl phosphoric acid triamide or 
these mixed solvent etc can be listed as inert solvent which is 
used. 
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X l,5-i/7-9 ! t^?n[4.3.0V*>-5(DBN). 1, 
[5.4.0] ^>-?-fe>-7(DBU), 1, 
4-v7-y : t*V^aC2.2.2]^-^^>(DABCO)l|(D 

lb £tt(4)fclb £fe(6a) 0 M£ t LX It s 
*l=H*tftt<l£l*«SB-caMJR*-*iliJ: 

@£. ff*L<I*H=&;U~lo fc^juMSffli* 

l££j£[*i§£ 0-200 deg C «£. #*L<li 0 
-170 deg C SSlzTfrfciWl, -flftl- 30 
75 B#f B 1flJS-eSl5l**l7-r4c 

ttfiJCSWlcliSHb-J-MJ^A. Rfc*'J*A 
[0268] 

fl;*1fc(4)ifl:*a(6b)©fil6l*, ^IBSISiC- 
9 l=fclt*ft^*(lt)tft^«K18)©fi*Ei:B* 



[0269] 

<b**(4)fcfl:*»(7)ifl!>E«i*» 

•So 

lb£$(7)<D<£fflmii. <b^*(4)ic»Lra« 

ISRSSI*,®^ 0-150 deg C,ff*L<liIiS~ 
100 deg C ttiS.lZXfttetiti, ffi^ 10 #~5 B# 

iw«sr=-c£jsi*»7-r5. 

[0270] 

1b^fe(4)i:1b^^(8)i:fl)SJ«:i±, ig*tt<b£ 
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In addition for example sodium carbonate , potassium 
carbonate , sodium hydrogen carbonate , potassium hydrogen 
carbonate or other carbonate , sodium hydroxide , potassium 
hydroxide or other metal hydroxide , sodium hydride , 
potassium , sodium , sodium amide , sodium methylate , 
sodium ethylate or other metal alcoholate , pyridine , 
N-ethyldiisopropylamine , dimethyl amino pyridine , 
triethylamine , 1, 5-diazabicyclo {4.3 . 0} nonene -5 (DBN ), 
1 and 8 -diazabicyclo ]5.4 . 0} undecene -7 (DBU ), land 4 
-diazabicyclo {2.2 . 2} octane (DABCO ) or other organic 
base etc can be listed as basic compound . 

compound (4) with compound (6 a) with as portion used , if 
there is notespecially limitation and should have selected 
appropriately in widerange, but it is good equimolar amount 
extent and preferably equimole -10 times molar amount 
extent to use the latter at least, vis-a-vis former . 

said reaction is done at usually 0 - 200 deg C extent and 
preferably 0~170deg C extent, reaction ends generally at 30 
minute - 75 hour extent. 

It is possible to add sodium iodide , potassium iodide or other 
alkali metal halogen compound , copper powder etc inside 
said reaction system . 

[0268] 

compound (4) with as for reaction of compound (6 b ), 
compound in thepostscript reaction scheme -9 (1 t ) with it is 
possible to be done under condition which is similar to 
reaction of compound (18). 

[0269] 

compound (4) with compound (7) with reaction, is done under 
existingof acid and in suitable solvent . 

for example acetic acid , trifluoroacetic acid or other organic 
acid , hydrochloric acid , sulfuric acid or other mineral acid 
etc can be listed as acid which is used here. 

solvent which is used with method which amine (2) reacts to 
carboxylic acid halide of aforementioned reaction scheme -1 
as solvent which is used, canbe used in each case. 

As for amount used of compound (7), it is good to make 
equimolar amount , preferably equimole ~3 times molar 
amount extentusually at least, vis-a-vis compound (4). 

said reaction is done with usually 0-150 deg C, preferably 
room temperature ~10.0deg Cvicinity , reaction ends atusually 
10 min ~5 hours extent. 

[0270] 

compound (4) with compound (8) with reaction, under 
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IBSJSjC-i (D*;UT|?>K/\5-fKlc7S>(2)* 

[0271] 

fc^ft(8)<Dffiffll:tLri*. ft^*(4)lc»L 
KSJfcliS^ 0-200 deg Cgft.»*L<l4S 

s~i5o deg c ea#ifi(Daa-e. am 5 #~3 

[0272] 

Mb 31] 



presense or absence , preferably absence of the basic 
compound , is done in suitable solvent or under solventless . 

As for solvent and basic compound which are used here, 
solvent and the basic compound which are used with method 
which amine (2) reacts to the carboxylic acid halide of 
aforementioned reaction scheme -1 can be used in each case. 

[0271] 

As amount used of compound (8), it is good usually to make 
equimole -5 times molar amount extentand preferably 
equimole ~3 times molar amount extent, vis-a-vis compound 
(4). 

said reaction is done usually 0 - 200 deg C extent, with 
temperature of preferably room temperature ~150deg C extent 
vicinity , requiring usually 5 min -30 time extent. 

It is possible to add three fluoridation boron ethyl ether or 
other borohydride to said reaction. 

[0272] 

[Chemical Formula 3 1 ] 
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CO 

R 1 I 
R 

(1 e) 



®HNR 4 R S (9) 
®S 7C K JE 




[0273] 

CxC+R^^RfimJlBf^CoGa (*] 

[0274] 
lit 32] 




[0273] 

{As for R<sup>K/sup> and R in Formula same to 
description above. As for Ga } 

[0274] 

[Chemical Formula 32 ] 
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0 0 

[0275] [0275] 

^tf^o It shows. 

Gb I* AsforGb 

[0276] [0276] ' 

lit 33] [Chemical Formula 33 ] 





[0277] [0277] 

£^"3~o It shows. 

Gc 14 AsforGc 

[0278] [0278] 

lit 34] [Chemical Formula 34 ] 



NR 1 R 5 NR* R 5 




[0279] [0279] 
£ ^:"^"o It shows. 
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ft*«S(le)«<b**(lf)l=#<fiJCI*a5Efi(5 
■5. 

H£&)-60~150 deg C, #£L<I*-30~100 deg C 

icr. ft 10 »B~i5 MMHE'efT&frh4. 

yif;n-f;k iMV^PtTjux— -rJK v 
[0280] 

<b*ifc(ie)*ft*ifc(ig)i=»<fiisi*» 

0Hb*XSL i^PP^X -^ppi^, ? 
pp/I-wua. Ba*ftft**a>/xoy>ftflHb* 

«xi*cjhA©s£»«w#*if&4v6. 
roa*©*»«>iift*i::m*&*i&ifc*Mi. m 

tt£fEf$.9ft£a~250 deg C, JT*L<I* 50 
-200 deg CfflUfcTfrfcjW'U HSU: 1-48 B# 
IHHIS-e£l6te**7-r*. 

*t*»(9)«>ttffl*i:LTI*, ttlctHB&ittlt 
ft*, a**t*»(le)l::»l,Td»Si:<i:ti»*;U 



1997-8-26 

Here as for X, Y, R<sup>4</sup> and R<sup>5</sup> same 
to description above. 

) 

It can do reaction which leads compound (1 e ) to compound 
(If) with reduction reaction . 

reduction method which uses hydrogenation and reduction 
agent is utilized ideally in this reduction reaction . 

You can list for example lithium aluminum hydride , 
hydrogenation boron lithium , sodium borohydride , diborane 
etc as hydrogenation and reduction agent which is used, 
amount used isrange of equimole , preferably equimole 
~15molar multiple at least vis-a-vis starting material 
compound . 

this reduction reaction , with usually approximately - 60 - 150 
deg C, preferably -30~100deg C, is done atapproximately 10 
min -15 time extent usually suitable solvent , for example 
water, making useof methanol , ethanol , isopropanol or other 
lower alcohols , tetrahydrofuran , diethyl ether , diisopropyl 
ether , diglyme or other ethers and these mixed solvent etc. 

Furthermore when lithium aluminum hydride and diborane 
are used as reductant , it isgood to use solvent of 
tetrahydrofuran , diethyl ether , diisopropyl ether , diglyme or 
other anhydride . 

[0280] 

Reaction which leads compound (1 e ) to compound (1 g ), is 
done in the solventless or suitable solvent , under absence of 
drying agent or under existing. 

for example methanol „ ethanol , isopropanol or other 
alcohols , benzene , toluene , xylene or other aromatic 
hydrocarbons , dichloromethane , dichloroethane , 
chloroform , carbon tetrachloride or other halogenated 
hydrocarbons , dimethylformarnide , dimethylacetamide , N- 
methyl pyrrolidone or other aprotic polar solvent or you can 
list these mixed solvent etc as solvent which is usedhere. 

As drying agent , desiccant , hydrochloric acid , sulfuric acid , 
boron trifluoride or other mineral acid , p-toluenesulfonic 
acid , acetic acid or other organic acid etc which is used for 
dehydration of for example molecular sieve or other 
conventional solvent can be listed. 

said reaction is done usually at room temperature ~250deg C, 
preferably 50~200deg C extent, reaction endsgenerally at 1 - 
48 hour extent. 

As amount used of compound (9), especially it is not 
restricted. Usually, it is good equimolar amount , preferably 
equimole -large excess to use at least vis-a-vis compound (1 
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e). 

In addition as amount used of drying agent , in case of 
desiccant whenusually large excess , acid is used, it is good to 
make catalyst amount . 

[0281] 

Be able to apply to reduction reaction which continues, 
various methods , it can dounder existing of catalyst in 
suitable solvent , by contact hydrogenation doing. 

for example water, you can list acetic acid , methanol , 
ethanol , isopropanol or other alcohols , hexane , cyclohexane 
or other hydrocarbons , diethylene glycol dimethyl ether , 
dioxane , tetrahydrofuran , diethyl ether or other ethers , 
ethylacetate , methyl acetate or other esters , 
dimethylformamide or other aprotic polar solvent or Itaru or 
other mixed solvent etc as the solvent which is used. 



In addition you can list for example palladium , palladium - 
black and palladium -carbon , platinum , platinum oxide , 
copper chromite , raney nickel etc as catalyst which is used. 

As for catalyst , generally 0.02 - 1 -fold amount it is good 
vis-a-vis the starting material compound to use. 

As for reaction temperature as for usually - 20 - 100 deg 
Cvicinity , preferably 0~70deg Cvicinity , hydrogen pressure 
it is good to makeusually 1-10 atmosphere , said reaction 
ends generally at 0.5 - 20 hourextent. 

[0282] 

Above-mentioned reduction reaction condition can be 
utilized, but reduction method which uses preferably 
hydrogenation and reduction agent is utilized ideally. 

You can list for example lithium aluminum hydride , sodium 
borohydride , sodium cyanoborohydride , diborane etc as 
hydrogenation and reduction agent which is used, amount 
used isrange of 0.1 molar multiple , preferably 0.1 molar 
multiple -10 times mole at least usually vis-a-vis compound 
(le). 

this reduction reaction , with usually approximately - 60 - 50 
deg C, preferably -30deg C~room temperature , is done 
atapproximately 10 min -5 hours extent usually making use 
of suitable solvent , for example waterand methanol , ethanol , 
isopropanol or other lower alcohols , tetrahydrofuran , diethyl 
ether , diglyme or other ethers , dimethylformamide or these 
mixed solvent etc. 

Furthermore, when lithium aluminum hydride and diborane 
are used as reductant , it isgood to use solvent of diethyl 
ether , tetrahydrofuran , diglyme or other anhydride . 
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[0283] 
lit 35] 



ether , tetrahydrofuran , diglyme or other anhydride . 
[0283] 

[Chemical Formula 35 ] 




R 5i X ! (10) 



R 16 COR 17 (1 1) 




[0284] 

Xli7KKSaBSi£SS77U+vuS^^-r 0 R 5a I* 

ji^us^-r „ r' 6 jw; R' 7 
ji^xii^Si^T^^^a^^-ro R 5b i*> 7i- 



R 0 H (1 2) 




CO 

R 

(1 1) 



[0284] 

{As for R<sup>l</sup> and R in Formula same to 
description above. R<sup>3a</sup> shows hydrogen atom or 
hydroxy group substituted lower alkyl group . 
R<sup>5a</sup> shows lower alkyl group which has fact that 
it possesses the hydroxy group as substituent . 
R<sup>16</sup> and R<sup>17</sup> show hydrogen atom 
or lower alkyl group respectively. R<sup>5b</sup> shows 
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benzoyl group which has fact that it possesses the halogen 
atom as substituent on phenyl ring . As for Gd } 

[0285] [0285] 

[lb 36] [Chemical Formula 36 ] 

NHR* NHR 4 





[0286] [0286] 

£7^0 It shows. 

Ge It AsforGe 

[0287] [0287] 

[it 37] [Chemical Formula 37 ] 




[0288] [0288] 

£ 7F"3" 0 It shows. 

Gf I* AsforGf 

[0289] [0289] 

Ut 38] [Chemical Formula 38 ] 




Page 409 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP1997221476A 



1997-8-26 





( R S1 



[0290] 

ZZT- X, Y % R\ R 5 \ R 3 " St/ R 5b lifTgElrH 



] 

1b£^(lh)<Hb£fe(10)i:roKl£l*, MEKIfc 
5C-2 lcfcM+^b£»(4)^b£1$!)(6)(D£i£,!:(5] 



[0291] 



1b£!fel(lh)<Hb£1$!l(l \)t(DS.mt. 



-JUS, 7-trh-MJVK PS, v^-y- 

7k*<b5sim±h'j^A. *mt*s7/mmi-v) 

^A, ?K^bT;US-'!7AUTOA^<7)7jc*1b 
[0292] 

a«S;S~200 deg CS£, »£L< I* 50-150 
deg C fIJgtt£A<jIST'fc<<j\J5]£li 1-10 B# 

*&<D{£ffl*lilb£fe(lh)Kttl-T*i&fi|g 



[0290] 
It shows. 

Here as for X, Y, R<sup>4</sup>, R<sup>5a</sup>, 
R<sup>3a</sup> and R<sup>5b</sup> same to description 
above. 

) 

compound (1 h ) with compound (10) with as for reaction, 
compound in theaforementioned reaction scheme -2 (4) with 
it is possible to be done under condition which is similar to 
reaction of compound (6). 

[0291] 

compound (1 h ) with compound (11) with reaction, is done in 
solventless or suitable solvent and under existing of 
reductant . 

for example water, methanol , ethanol , isopropanol or other 
alcohols , acetonitrile , formic acid , acetic acid , dioxane , 
diethyl ether , diglyme , tetrahydrofuran or other ethers , 
benzene , toluene , xylene or other aromatic hydrocarbons , or 
Itaru or other mixed solvent can be illustrated as the solvent 
which is used here. 



for example formic acid , ammonium formate , sodium 
formate or other aliphatic acid alkali metal salt , sodium 
borohydride , sodium cyanoborohydride , lithium aluminum 
hydride or other hydroge nation and reduction agent , 
palladium - black and palladium -carbon , platinum oxide , 
platinum black , raney nickel or other catalytic reduction 
agent etc can be illustrated as reductant . 

[0292] 

When formic acid is used as reductant , as for reaction 
temperature usually room temperature ~200deg C extent, 
preferably 50~150deg C extent vicinity being suitable, as for 
reaction it endsat 1-10 hours extent. 

amount used of formic acid large excess using is good 
vis-a-vis compound (1 h ). 
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[0293] 

li®^-30~100 deg C gjf . *?£L<I* 0-70 d 

eg c gfiA<aa-c*y.3o #-12 ewsit-e 
S5c£iJcD{£ffl»i±. fc£ft(ih)f::»LTatt » 

[0294] 

MlcJ8*a7c*«*ffll*4*£tt % il£?£E~20 
SKEgflL ff*L<li^E-10 EEgJt(D7lC* 

0#£TT%iI;£-3O~lOO deg C gfi.»*L 
<(4 0-60 deg C gj£CDSJtT*SJ£*tT^5(7) 
A<«fc<* 9tt 1-12 B*mg£-e£J6l±»7-r6o 



tt«a5c*la)ttffl*tLTttft^«l(lh)lC»L 

ra^ o.i-4o M%* » *l<i± 1-20 aa°/.g 

**«*«fl)*ffl*fcLrttft**(lh)lc»L 
[0295] 

;i/~*a»*£**<D#<fci*o 

[0296] 

fc£tt(lh)ifc£fc(l2)£G>fifcli % bUIHSIS 
jC-1 lCfc(t^^b^^(2)<tib^tl(3)i:<7)SJC<t 
B««)Kl6ft#TI=fTftlM»*. 



[0297] 
lit 39] 



1997-8-26 

[0293] 

In addition when hydrogenation and reduction agent is used, 
as for reaction temperature usually -30-100 deg C being 
extent and preferably 0-70deg C extent suitable, reaction 
completesat 30 minute - 12 hour extent. 

As for amount used of reductant , it is good usually to make 
equimole -20 times molar amount extentand preferably 
1-6-fold molar amount extent, vis-a-vis compound (1 h ). 

Especially when lithium aluminum hydride is used as 
reductant , it is desirable to use diethyl ether , dioxane , 
tetrahydrofuran , diglyme or other ethers , benzene , toluene , 
xylene or other aromatic hydrocarbons as solvent . 

[0294] 

Furthermore when catalytic reduction agent is used, usually in 
hydrogen atmosphere of ambient pressure -20atmosphere 
extent and preferably ambient pressure -lOatmosphere extent, 
or under existing of formic acid , ammonium formate , 
cyclohexene , hydrazine hydrate or other hydrogen provision 
agent , usually - it is good to react with temperature of 30 - 
100 deg C extent and preferably 0-60deg C extent, reaction 
ends at usually 1-12 hour extent. 

As amount used of catalytic reduction agent it is good to 
make usually 0. 1 - 40 weight %, preferably l-20weight % 
extent, vis-a-vis compound (1 h ). 

As amount used of hydrogen provision agent it is good 
usually to make large excess , vis-a-vis compound (1 h ). 

[0295] 

In addition as amount used of compound (1 1) it is good to 
make equimolar amount , preferably equimole -large excess 
usually at least, vis-a-vis compound (1 h ). 

[0296] 

compound (1 h ) with compound (12) with as for react, 
compound in theaforementioned reaction scheme -1 (2) with 
compound (3) with it can under reaction condition which is 
similar to reaction. 

[0297] 

[Chemical Formula 39 ] 
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R^X 1 (13) 




[0298] [0298] 

CxC* Rl , R 3 \ R. X &Xf X 1 \t. mtilzmCo {As for Rl, R<sup>3a</sup>, R, X and X<sup>l</sup> in 

Gg l£] Formula, same to description above. As for Gg } 

[0299] [0299] 

[it 40] [Chemical Formula 40 ] 




OH 



[0300] [0300] 

&7F~fro It shows. 

Gh I* AsforGh 

[0301] [0301] 

[lb 41 ] [Chemical Formula 41 ] 
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x XI* £ 7 Y 




[0302] 

C^T* X, Y &tf R 3a IifjIBlC|^i: o 

R 18 li,M&S<tLT<g&7;u*;ug£^-f£ 

g^S^7;U=l^vSXIi*-0-ACONR 6 R 7 (A. 

R 6 &tf r 7 teflrffiUiH 



r 18 its m^&tLnm7)i^m^thz 

;USX[*»-ACONR 6 R 7 (A.R 6 Atf R 7 lilHB 

] 

fc*tt(lk)£fb**(13)£<DKfcldU fflttJEft 

[0303] 
[it 42] 



[0302] 
It shows. 

Here as for X, Y and R<sup>3a</sup> same to description 
above. 

R<sup>18'</sup> amino substitution lower alkanoyl oxy 
group , lower alkoxy group , lower alkoxy carbonyl group 
substitution lower alkoxy group , carboxyl substitution lower 
alkoxy group or basis which has times when it possesses 
lower alkyl group as substituent 

-O- ACONR<sup>6</sup>R<sup>7</sup> shows (As for A, 
R<sup>6</sup> and R<sup>7</sup> same to description 
above. ). 

R<sup>18</sup> amino substitution lower alkanoyl group , 
lower alkyl group , lower alkoxy carbonyl group substituted 
lower alkyl group , carboxyl substituted lower alkyl group or 
basis which has thetimes when it possesses lower alkyl group 
as substituent -ACONR<sup>6</sup>R<sup>7</sup> shows 
(As for A, R<sup>6</sup> and R<sup>7</sup> same to 
description above. ). 

) 

compound (lk) with compound (13) with as for reaction, 
compound in theaforementioned reaction scheme -2 (4) with 
compound (6 a) with it is possible to bedone under condition 
which is similar to reaction. 

[0303] 

[Chemical Formula 42 ] 
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19 



0 
II 



(10 



^VGaN (R > 2 PCK > CD) n R 



20 



XI* 

1 © 



(R 61 ) , PCH, (D) R 20 » ! 




n 



R 



(15) 



R 

<lm) 



[0304] 



[0304] 



tS* R 1 > R, X 1 Ga l*mrtElw|^li: 0 Gi I*] {As for R<sup>K/sup>, R, X<sup>l</sup> and Ga in 



[0305] 
[lb 43] 



Formula same to description above. As for Gi } 
[0305] 

[Chemical Formula 43 ] 



(D) nR 



(D) nR 



21 



[0306] 

xatfYiifriBicHto 

nfiOXIil^TF-fo 

R 21 147i-;u»**-i-. 

] 

ib^%(le)<!:1b^^(14)XI±(15)i:C0S/Sfi^ 



[0306] 

It shows. 

As for X and Y same to description above. 

R<sup>19</sup> shows lower alkoxy group . 

R<sup>20</sup> shows hydrogen atom , lower alkoxy 
carbonyl group , lower alkoxyl or phenyl group . 

D shows lower alkylene group . 

n shows 0 or 1 . 

R<sup>2K/sup> shows phenyl group . 
) 

compound (1 e ) with compound (14) or (15) with reaction is 
done underexisting of basic compound and in suitable 
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A, £g*'JOA, TkJftfc-J-MJ^A. -fKI^A 
75h\ TkiMb-J-HJ^A. *Kfc*U->A. gt£ 
■J-MJ^A, gtStrt'J^A. RK*JRf h'J-^A 
*<7>&t&i£*> ^MJ^Aj^-K "tHJ^A 
if7-h, MOjU t-?MF->K*a>£«7^3 
J*^W* OA, n-^JI/'J^A, 7 
x-;uu^^A. 'J^0Av-fv^Dt°;U75K* 
(^TyU^^S^T'J-^U^OAXIiU^OA 
75KSL tfUS?>, tM'Jv>, */U>, h'Jx 
*;U75>. N > N-e/>^;U7- l J>»0)*ai*» 

— r;k xk^tKn^x 

-f A. A»»x— rJUSL h 

ft**H. eus?>.N f N-2?^;u7='J>»© 
7£>3I, N,N-S?^;U*JUA75h\ v>^;ux 
;u**vh\ ^**^u | J>»hU7SK«0)Sf 

v^n/^-;u*(D7;u3-;u®WA<*if&ti 



solvent . 

metallic sodium , metal potassium , sodium hydride , sodium 
amide , sodium hydroxide , potassium hydroxide , sodium 
carbonate , potassium carbonate , sodium hydrogen carbonate 
or other inorganic base , sodium methylate , sodium ethylate , 
potassium t-butoxide or other metal alcoholate , methyl 
lithium , n- butyl lithium , phenyl lithium , lithium diisopropyl 
amide or other alkyl and aryl lithium or lithium amides , 
pyridine , piperidine , quinoline , triethylamine , N, N- 
dimethyl aniline or other organic base etc can be illustratedas 
basic compound which is used. 



As solvent , if it is something which does not produce effect 
onreaction, in each case can use, but you can list for example 
diethyl ether , dioxane , tetrahydrofuran , monoglyme , 
diglyme or other ethers , benzene , toluene , xylene or other 
aromatic hydrocarbons , n- hexane , heptane , cyclohexane or 
other aliphatic hydrocarbons , pyridine , N, N- dimethyl 
aniline or other amines , N, N- dimethylformamide , dimethyl 
sulfoxide , hexamethyl phosphoric acid triamide or other 
aprotic polar solvent , methanol , ethanol , isopropanol or 
other alcohols etc. 



Kfcffiftli* S?£-80~l50 deg C, $T£L<f±-8 
(M20 deg C#iBit-?&<btf&<*-mzQ.5~\ 

[0307] 
lit 44] 



As for reaction temperature , it is good usually - to make 80 - 
150 deg C, preferably -80~l20deg Cvicinity reaction ends 
generally at 0.5 - 1 5 hour extent. 

[0307] 

[Chemical Formula 44 ] 






[0308] [0308] 

[S3 3 R 1 Rlf R \tm fElClHiCo Gj (±] {As for R<sup>K/sup> and R in Formula same to 

description above. As for Gj } 
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[0309] [0309] 

[lb 45] [Chemical Formula 45 ) 

(D) nR !D ' (D) nK Ui 

[0310] [0310] 

&7Ti~? 0 It Shows. 

Gk I* AsforGk 

[0311] [0311] 

lit 46] [Chemical Formula 46 ] 

CHj (D) n K lh CHj (D) n R 2<la 




[0312] [0312] 

£^"^*o It shows, 

Gl l± AsforGl 

[0313] [0313] 

[ it 47] [Chemical Formula 47 ] 



CK 2 (D) n COOH CH ? (D) ^COOH 





✓ \ 



[0314] [0314] 
£^"3~ 0 It shows. 



Page 416 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP1997221476A 



1997-8-26 



] 

ft^*(in)*ft^*(io)i=»<R(6ii, mtas 

£*-3 l=*»(+*ft**(le)«ft**(Ig)f=»< 

©#«/\py>ft«J*lDl7t*4:EJi6l**?iJI= 
[0315] 

Z(DS.m\t> MIS 0-50 deg C, #*UI£ 0 de 
g C-SSttffiKTfriEpMl, -«IC 1-10 ft|H 

H^u-io te=EJu, jff*L<iiH : t;ix~7 fS^u 

X 4<^U>***-r<t^*(ln)(D»*lCl*. 
(lo)ICjPxT.X tf&=CH-X'&$>it£Vlb£.f$. 

■So 

[0316] 

*t£»(io)*fl;**(ip)l=#<fil6l** SiSS 

Pit, *ift«a>BBiftiftg. £«®£&$fiK« 

KfcL-CI*«ji.l<ttll. fiklfc. JHt**«*0> 
MHM«. Bit. 3T« flix^/-|C/fit*©*« 
B***if*ci:j6«T?#, £fcJ£»ttib£1»£ 



Here as for X, Y, D and n same to description above. 
R<sup>20a</sup> shows lower alkoxy carbonyl group . 

) 

As for reaction which leads compound (1 n ) to compound (1 
o ), it isdone under condition which is similar to reduction 
reaction condition when compound (1 e )in aforementioned 
reaction scheme -3 is led to compound (1 g ). 

When utilizing reduction method which uses hydrogen - 
reduction agent with said reduction reaction , when the nickel 
chloride or other metal halide is added inside said reaction 
system , it advances reaction profitably. 

[0315] 

In addition, it is possible even by fact that compound (In) 
isreduced making use of metal magnesium -methanol to lead 
to compound (1 o). 

this reaction is done with usually 0-50 deg C, preferably 
Odeg C~room temperature vicinity , reaction 
completesgenerally at 1 - 10 hours extent. 

As for metal magnesium , it is good usually equimole ~10 
times mole , preferably equimole ~7 times molar amount to 
use vis-a-vis the compound (In). 

When it is a compound (In) where X shows methylene 
group , X basis=CH- forms also compound which is in 
addition to compound (1 o ) where X is methylene group 
under above-mentioned reaction condition „ but these 
compound can be separated easily. 

[0316] 

With in or solventless suitable solvent , it can execute reaction 
whichleads compound (1 o ) to compound (1 p ), under 
existing of acid or base characteristic compound . 

for example water and methanol , ethanol , isopropanol or 
other lower alcohols , acetone , methylethyl ketone or other 
ketones , dioxane , tetrahydrofuran , ethyleneglycol dimethyl 
ether or other ethers , acetic acid , formic acid or other fatty 
acids , Itaru or other mixed solvent etc can be listed as the 
solvent which is used. 

It can list for example hydrochloric acid , sulfuric acid , 
hydrobromic acid or other mineral acid and formic acid , 
acetic acid , aromatic sulfonic acid or other organic acid etc as 
acid , in addition as basic compound , for example sodium 
carbonate , potassium carbonate or other metal carbonate and 
sodium hydroxide , potassium hydroxide , calcium 
hydroxide , lithium hydroxide or other metal hydroxide etc it 
can list. 
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!££/SI±,jI^;S~200 deg CfISs*f*L< 
deg C a«lCT»ai=JHT u - 
10 #-25 «IBa*tf»7r*. 

[0317] 

SJHtLTI*, WES(Ea-2 I=felt4<b^*(4) 
£fc£tt(6a)£fl>RJ£-eflJl*&*l5»»£l*** 

3^ 0-70 deg C. ff £1X1* 0-50 
deg Ctti&V* 1-10 B#IHfrfc*.l*'<H^ 

[0318] 

Ut4S] 



It advances said reaction, usually ideally at room temperature 
~200deg C extent, and preferably room temperature ~150deg 
C extent ends generally at 10 min -25 time extent. 

[0317] 

In addition compound (1 p ) is produced even by fact that 
compound (1 o ), is treated in suitable solvent and under 
existing of dimethyl sulfide -aluminum chloride or other 
dialkyl sulfide -Lewis acid . 

As solvent , compound in aforementioned reaction scheme -2 
(4) with compound (6 a) with solvent which is used with 
reaction can be used in eachcase. 

this treatment, with usually 0-70 deg C, preferably 0~50deg 
Cvicinity ,1-10 hours it shouldhave done. 

[0318] 

[Chemical Formula 48 ] 




HN 



(1 q) 

[0319] 

[0320] 
Kb 49] 




(1 r) 

[0319] 

{As for R<sup>l</sup> and R in Formula same to 
description above. As for Gm } 

[0320] 

[Chemical Formula 49 ] 
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Xti 




[0321] 

Gn (± 
[0322] 
[ft 50] 



ACONR 6 r' 
R 3> 




\ 



[0321] 
It shows. 
As for Gn 
[0322] 

[Chemical Formula 50 ] 



Xti ft 




ACONR 6 R 7 

n 



[0323] 

o 

r 22 ii*;u7P^>«JMS«7;u*^»* S-T . 

R 3 \ R\ R\ AJStfY lifFtBlCglCo 

] 

ft^*(lq)tft**(16)i:a>seiit(HBSJCSC 
-1 l::fcN+Sft£»K2)Hb£*l(3)£<DKJ££H 

[0324] 
[ft 51] 



[0323] 
It shows. 

R<sup>22</sup> shows carboxy substituted lower alkyl 
group . 

As for R<sup>3a</sup>, R<sup>6</sup>, R<sup>7</sup>, 
A, X and Y same to description above. 

) 

compound (1 q ) with compound (16) with as for reaction 
compound in theaforementioned reaction scheme -1 (2) with 
compound (3) with it is possible to bedone under condition 
which is similar to reaction. 

[0324] 

[Chemical Formula 5 1 ] 
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CO 

R 1 I 

CO 




(R 8 ) p 



* (DO 



R 



(l«) 



R ll. x l 

(17) 



XI* 

(R 124 ) 2 o 



. CO 



R l I 



CO 



(1 8) 



CO 




(R 8 ) p OH 



(A) — C H R 
m 



U u) 



(1 1) 




(R 8 ) p OR 121 
t 

(A) - C H R 
m 



13 



[0325] 

CiC+ G, p. R' % R 8 . X 1 , A. m&tf R 13 l*fufElC 
■T*Ct(Dfc*^x^.;H£«7;U*y^j!U*XI* 

7x=.;ua±rc«ift*i:Lr««7;u*^«* 
^T^c<tcofc*^>y^;M£^7;u+^*^ 
s1-o R l2a (±ffi«&7;u;b/^S£ s-r o ] 



fc£*(is)£fc£tt(lt)lc#<fifcl** «UEK 



[0326] 

*-2 lCfel+*fl:^«(4)i:^^*(6a)i:a)fi(6i: 



[0325] 

{As for G, p, R<sup>K/sup>, R<sup>8</sup>, 
X<sup>K/sup>, A, m and R<sup>l3</sup> in Formula same 
to description above. R<sup>9a</sup> on phenyl ring on 
benzoyl group , phenyl ring which has times when itpossesses 
lower alkyl group as substituent shows benzoyl lower alkyl 
group which has factthat it possesses lower alkyl group as 
substituent on phenyl lower alkanoyl group or phenyl ring 
which has times when it possesses lower alkyl group as 
substituent . R<sup>l2a</sup> shows lower alkanoyl 
group . } 

As for reaction which leads compound (l s ) to compound (l 
t ), it ispossible to do under condition which is similar to 
reaction whichleads compound (l e ) in aforementioned 
reaction scheme -3 to compound (If). 

[0326] 

compound (It) with compound (17) with as for reaction, 
compound in theaforementioned reaction scheme -2 (4) with 
compound (6 a) with it is possible to dounder condition 
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[0327] 

fc**(lt)ifc**(18)±©Kl6li. m%&JL 
—Jim aMft«7;m— ;W8k v>fi^^A7 

±EfiJCii*fc»lt*a)»«*, JoSi£if<7)& 



[0328] 

<b^«B(18)<Dttffl*J*lilil*JRfil=»Lr* 
*;u«~*iM«£*;KtfJ:<. £J£f*a^ 0-2 
00 deg C #*L<lt 0-150 deg C 8ft 

tic, 0.5-20 ttmaa-exttTO. 

[0329] 

[0330] 
lit 52] 



which is similar to reaction. 
[0327] 

compound (It) with compound (18) with reaction, is done in 
solventless or suitable solvent , under existing of basic 
compound or under absence and under preferably existing. 

for example aromatic hydrocarbons , methanol , ethanol , 
propanol or other lower alcohols , dimethylformamide , 
dimethyl sulfoxide or other other things and chloroform , 
methylene chloride or other halogenated hydrocarbons , 
acetone , pyridine etc which are mentionedearlier can be used 
here as suitable solvent . 

for example triethylamine , pyridine or other organic base , 
sodium hydroxide , potassium hydroxide , sodium hydride etc 
can be illustrated as basic compound . 

In addition as for above-mentioned reaction it is possible also 
toexecute in acetic acid or other solvent and under existing of 
sulfuric acid or other mineral acid . 

[0328] 

portion used of compound (18) vis-a-vis starting material if 
equimolar amount -large excess it shouldhave made, reaction 
under usually 0 - 200 deg C extent and preferably 0-150deg C 
extent, completes at 0.5 - 20 hour extent. 

[0329] 

To be produced by for example below-mentioned reaction 
scheme it is possible the compound (2 a ) as starting material . 

[0330] 

[Chemical Formula 52 ] 
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Rj&a-i o 



CO 

R 1 H 



(2) 



0 (R 8 ) p 



00 



(19) 7 
^ R I 



c = o 




(R 8 ) p 



(2 0) 2 




c«=o 




(R 8 ) P 



NH 



2 



(4) 



[0331] 

[St* G. p. R 1 S.U R 8 ttlMBlcBi:. ] 

<b**(2)Hb*1fc(l9)fc«>KJ6l4. MIBSJS 
S-l l=fclf*fl:**l(2)i:fl:*ft(3)i:a>fi»&4: 

[0332] 

fc**(20)Sfc**(4)r=W<fiJiSl4.«jttf(l) 
^XI*(2)Saft3FStt»!(l+, £JItL<l4:& 



[0331] 

{As for G, p, R<sup>K/sup> and R<sup>8</sup> in 
Formula same to description above. } 

compound (2) with compound (19) with as for reaction, 
compound in theaforementioned reaction scheme -1 (2) with 
compound (3) with it is possible to bedone under condition 
which is similar to reaction. 

[0332] 

Reaction which leads compound (20) to compound (4) 
reduces makinguse of catalytic reduction catalyst in for 
example (1) suitable solvent , or is done by reducing the acid 
or metal or metal salt and alkali metal hydroxide , sulfide , 
ammonium salt etc mixture etc in the(2) suitable inert 
solvent , metal or metal salt and as reductant using. 
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[0333] 

R»x*;u % S8>f;Hfoixf^g, n,n- 
♦t*tt«lJ15EttJllttLTttffilAI</^^^A. 



««H*Ui*lS»lc»LT-ttlc 0.02-1 ffiCS 

fiJ6fflSl4S«-2(M50 deg C ftit, #£L< 
I* 0^100 deg Cttifi,**EttJMH~10ftff 

*rsa>*<<fc<. m&&\t-mz 0.5-10 n$ms 
*fc»si5^i**i*»(D»*ajpLrt<bi^. 



[0334] 

*fc(2)©*flrf&JHl**»*, ft. SIR* «tL< 
C:l*0~80 deg CttiEL 0.5-10 ftWJgfifiJS* 



[0335] 

u*«»o)(3)ii«*.tfTEKJsaicj:y«a 

[0336] 



solvent , metal or metal salt and as reductant using. 
[0333] 

When reducing catalyst of (1) is used, for example water and 
acetic acid , methanol , ethanol , isopropanol or other 
alcohols , hexane , cyclohexane or other hydrocarbons , 
dioxane , tetrahydrofuran , diethyl ether , diethylene glycol 
dimethyl ether or other ethers , ethylacetate , methyl acetate or 
other esters , N, N- dimethylformamide or other aprotic polar 
solvent etc oryou can list these mixed solvent etc as solvent 
which is used, you can list for example palladium , palladium 
- black and palladium -carbon , platinum , platinum oxide , 
copper chromite , raney nickel etc as catalytic reduction 
catalyst which is used. 



As for catalyst generally 0.02 - 1 -fold amount it is good 
vis-a-vis the starting material to use. 

As for reaction temperature as for usually - 20 - 150 deg 
Cvicinity , preferably 0-100deg Cvicinity , hydrogen pressure 
it is good to makeusually 1-10 atmosphere , said reaction 
ends generally at 0.5-10 hours extent. 

In addition it is possible to add hydrochloric acid or other acid 
to said reaction. 

[0334] 

In addition when method of (2) is used, iron , zinc , tin or tin 
(II ) chloride and mixture of hydrochloric acid , sulfuric acid 
or other mineral acid , or iron , iron (I ) sulfate , zinc or tin 
and sodium hydroxide or other alkali metal hydroxide , 
ammonium sulfide or other sulfide , ammonia water , 
ammonium chloride or other ammonium salt it is used as 
reductant . 

for example water and acetic acid , methanol , ethanol , 
dioxane etc can be illustrated as inert solvent which is used. 

As condition of above-mentioned reduction reaction , if it 
should have selectedappropriately with reductant which is 
used, when for example tin (II ) chloride and hydrochloric 
acid it uses, as reductant profitably it is good to do 0 - 80 deg 
Cvicinity , 0.5-10 hours extent reactions. 

reductant equimolar amount , equimole -5 times molar 
amount is usually used at least vis-a-vis the starting material 
compound . 

[0335] 

To be produced by for example below-mentioned reaction 
scheme it is possible the(3) of starting material . 

[0336] 
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Ut 53] 

Rjsa;- 1 1 



[Chemical Formula 53 ] 



R 



23 



e 




cox 



1 



R Z4 X 2 
(2 2) 



R 



23 



( R ) P 

(2 1) 



8 




COR 



24 



COOH 
* COR 24 




(R° ) p 

(2 3) 



R 



23 




R 25 H 
(2 5) 



DX 



R 



23 



C R ) p 

(3 a) 

COOH 



S 



CR° ) p 

(24) 




D R 



25 



(R ) P 

(2 6) 




DR 



25 



26 



R^COX" R 
(2 7) 



% „23 



(R ) p 

(3b) 

COOH 



ft 




DCOR 



26 



(R° ) p 

(2 8) 



8 




DCOR 



25 



(R ) p 

(3 c) 



R 



23 




R 2T X 2 
(3 0) 



OH 



R 



29 



COOH 



i 




OR 



2? 



( R ) P 

(2 9) 

[0337] 



8 



(R u ) P 
(3 1) 

[0337] 



8 




OR 



27 



(R° ) p 

(3 d) 



[xt* p. R\ D X' li|fJfBlC|Hi: o R 24 ifPi. {As for p, R<sup>8</siip>, D and X<sup>K/sup> in 

— JUlf ±l-B$lik<tLT<S^7;i'4rVUfi$-^'"3~ Formula same to description above. R<sup>24</sup> shows 
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&c<t©fc£?x~ ;MS$7;u*;i/a£^-f <, x 
*;U7f?-;ua^^ 0 r 25 ii % y^-)im±izm 

?x~ ;u*$^-r o R 27 l±. 7x~ ;ug±icg& 

l/«ft»*LT{S«7^*^»£*-r5C£© 
fc67SV««ft«7;u*;u»fc4R*yatf 
tifc»**-r«Cta)fc*75y*^r.;u»4 

fi$S7;u+;uS. X(±^x- ;u»±i::«iMW: 



WU*jUA75K«A<*lf&*i5. 

7-f>/^v^A(Pd(PPh 3 ) 4 ]. fti/^vOA 
[Pd(OCOCH 3 ) 2 ]> ttft/<7S/^ACPdCl 2 ]. tfX 
hU7x— ;U7t%X7-0-^U5/^PUK[Ni(PP 

;Hb*«i*ffll*-e#*o 



ISJkJEfi, JIS 0-70 deg C, Jl?£L<l£ 0-50 
deg C ttifilCTfTfciMU -»IC 1-80 Btfelfl 

]S(cr$l7-r4c 

[0338] 

<b^»(24)XI4fc^«(27)(Dttfflai*. 1b^^ 
(21)XI4fc^*(22)l=»LT. 

^;Us #SL<l±3|*;u~2 f&^HSfttr* 

ftS&©{£fflm<tLTI±, 0.01 flMFEJUa 
ft. #*L<li 0.03-0.3 fif* JU*8ft t-TiO) 

[0339] 

fc<M(l(24)fcft*«(25)fc©fil6atfft**(2 
9)ir^b^^l(30)i:©SlSfi.fjIBSlS5C-2 fcfc 



phenyl lower alkyl group which has fact that it possesses the 
lower alkyl group as substituent on phenyl ring . 
X<sup>2</sup> shows halogen atom . R<sup>23</sup> 
shows lower alkoxy carbonyl group . R<sup>25</sup> shows 
phenoxy group which has fact that it possesses the lower alkyl 
group as substituent on phenyl ring . R<sup>26</sup> shows 
phenyl group which has fact that it possesses the lower alkyl 
group as substituent on phenyl ring . As for R<sup>27</sup>, 
On phenyl ring as substituent as halogen atom , lower alkoxy 
carbonyl group and substituent group whichbecomes amino 
substituted lower alkyl group which has times when it 
possesses lower alkyl group as lower alkyl group and 
substituent group which becomes amino carbonyl group 
which hastimes when it possesses group which is chosen 
phenyl lower alkyl group , whichhas times when it possesses 
group which is chosen or benzoyl lower alkyl group which 
has fact that it possesses halogen atom as substituent is shown 
on phenyl ring . } 

compound (21) with compound (22) with reaction and 
compound (24) with the compound (27) with reaction, in 
suitable solvent , is done under coexisting of the zinc and 
catalyst . 

You can list 1 and 2 -dimethoxyethane , diethyl ether , 
tetrahydrofuran , dioxane or other ethers , acetonitrile , 
dimethylformamide etc as solvent which is used here. 

As catalyst , for example tetrakis triphenyl phosphine 
palladium {Pd (PPh<sub>3</sub> ) <sub>4</sub> }, 
palladium acetate {Pd (OCOCH<sub>3</sub> ) 
<sub>2</sub> }, palladium chloride {PdCl<sub>2</sub> }, 
bis triphenyl phosphine nickel dichloride {Ni 
(PPh<sub>3</sub> ) <sub>2</sub>Cl<sub>2</sub> } or 
other various palladium compound and nickel compound can 
be illustrated. 

said reaction is done with usually 0-70 deg C, preferably 
0~50deg Cvicinity , ends generally at 1- 80 hour extent. 

[0338] 

compound (24) or as for amount used of compound (27), it is 
good to make equimole , preferably equimole -2-fold molar 
amount extent usually at least, compound (21) or vis-a-vis 
compound (22). 

As amount used of catalyst , it is good usually to make 0.0 1 
times -equimole extent and preferably 0.03-0.3 times molar 
amount extent. 

[0339] 

compound (24) with compound (25) with reaction and 
compound (29) with the compound (30) with as for reaction, 
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if*fc£*(4)tfl:£*(6a)a>fiJ6iE«0>fc 

[0340] 

lb£$)(23), (26). (28)XI±(31)$^H-?^b^ 
!fel(3a)» (3b), (3c)Xli(3d)IC#<S)Sli. H?TtB 
KJSjC-7 l=fcl**ftfc1fc(lo)*fc6*S(lp)l=# 

■So 

[0341] 
Kb 54] 



compound in aforementioned reaction scheme -2 (4) with it is 
possible to be done under condition which is similar 
toreaction of compound (6 a ). 

[0340] 

compound (23), (26), (28) or (31 ) respective compound (3 
a ), (3 b ), (3 c ) or asfor reaction which is led to (3 d ), it is 
possible to be doneunder condition which is similar to 
reaction which leads compound (1 o ) in aforementioned 
reaction scheme -7 to compound (1 p ). 

[0341] 

[Chemical Formula 54 ] 




MgX 



2 



R 3C CHO 
(33) 



8 




14 CHR 30 
I 



( R ) p OH' 
(3 4) 




(R 8 ) P 0 
(3 5> 



COOK 
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[0342] 

-Top. R*&isx 2 \mmz®c 0 ) 



h5tKa^5><l <0x— x JUS, "<>trx h;u 
$/*p^*itt/*a>ffittftfc** 

lb£^(33)CD{£ffl«i:LTIi. fc^*(32)lz» 

±fBJEJ£l*S« -70-50 deg C. *?£L<l*-30 
deg 0-««»ittlcrfTftWl, HttlC 1-50 ft 

[0343] 

ft^*(34)*<k^*(35)IC*<fiJ6li % BStt 

^PP?P>^K t°Uv-^Av^PP^P>-fh 
vK-^if U^PUK. i^PAis «*P A 

^bV>tf>.2,3-v^PP-5 9 6.vv7'/-l,4-^ 
> % /*y>(DDQ)**«*-C#* 0 

B, IfB. hU^U*PBB*0>*«B. >*y 

A. ^pp^>ap©MP^><bKft**S. 
Th5tKP77>* 5iWH-fik 

JkJfcli. XHt 0-100 deg C 8fiL *?*L<[* 0~ 
70 deg C MKTfrftttfU 1~7 ftffl 



[0342] 

{R<sup>28</sup> and R<sup>29</sup> in Formula show 
lower alkyl group respectively. R<sup>30</sup> shows 
phenyl group which has fact that it possesses the lower alkyl 
group as substituent on phenyl ring . As for p, 
R<sup>8</sup> and X<sup>2</sup> same to description 
above. } 

compound (32) with compound (33) with reaction is done in 
suitable solvent . 

Also solvent habit gap which is used with Grignard reaction 
as solvent which is used here, is usable , but for example 
diethyl ether , dioxane , tetrahydrofuran or other ethers , 
benzene , toluene or other aromatic hydrocarbons , pentane , 
hexane , heptane , cyclohexane or other saturated hydrocarbon 
etc can be illustrateddesirably. 

As amount used of compound (33), it is good to make 
equimole , preferably equimole ~2-fold molar amount usually 
atleast, vis-a-vis compound (32). 

Above-mentioned reaction with usually - is done 70 - 50 deg 
C, preferably -30deg C~room temperature vicinity , 
endsgenerally at 1 - 50 hours extent. 

[0343] 

Reaction which leads compound (34) to compound (35), is 
done in the suitable solvent and under existing of oxidant . 

[pirijiniumukurorokuromeito ] 
[pirijiniumujikurorokuromeito ] or other chromic acid 
pyridinium salt , dimethyl sulfoxide -oxalyl chloride , 
dichromic acid , sodium dichromate , potassium dichromate 
or other dichromate , permanganic acid , potassium 
permanganate , sodium permanganate or other permanganic 
acid salt , manganese dioxide , 2, 3- dichloro -5, 6- [jishiano ] 
- 1 and 4 -benzoquinone (DDQ ) etc can be illustrated hereas 
oxidizer that can be used . 

In addition for example water, formic acid , acetic acid , 
trifluoroacetic acid or other organic acid , methanol , ethanol 
or other alcohols , chloroform , dichloromethane or other 
halogenated hydrocarbons , tetrahydrofuran , diethyl ether , 
dioxane or other ethers , dimethyl sulfoxide , 
dimethyl formamide or these mixed solvent can beillustrated 
as solvent which is used. 

As for oxidant , it is good equimole , preferably equimole 
~25-times molar amount to use at least usuallyvis-a-vis 
starting material . 

Reaction, is done at usually 0 - 100 deg C extent, and 
preferably 0~70deg C extentends generally at 1 - 7 hours 
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[0344] 

»«t*. 7;u^Hb*a>SttTi^bft4*i(35)* 
7iu*;uftLfc*. »&*i5<b£*fl£*D*fl« 

f *A\ XI*1b^«(35)*ttttftJ*»*f «C 
fclcJsyfTJfcMi*. 

[0345] 

«7;u*;nb*UfcLTi*. SHbwu»«>/\p 
yxbr^u^tWaR-e**. 

7;U*JHbtt.a*SS~200 deg C*»*L< 
deg C iCTfrftttfU -flHC 1-30 

»#Hi8SicT»7"r*o 

h^tKP^V, x^u>yua-;uv^;ux 

**<D/\ayMbflHb**£. 

h\ ^*+M*;UU>i£MJ75h\ 74zh>. 74z 

h=MJ;k -hP>*>«0att»a*«*-e# 
7;u*;Mb«f*. fc*«(35)lZ»LTa«*a 

[0346] 

iHbU^A, *»b+hy>A, *IMb*y> 
a, *iMb/<u^A*©*»tt<b**xii* 

KMVOttll. 
T\ 7k. x£/— -f y:?Ptf;u7 

jua— ;HS©7;u=>— ^ffi. 7-tzK>, t^jux 

RSI£I±, attSa~200 deg C, *tf*L<(*^ 
;S~150 deg C ttifilCTilfrU -jftll 0.5-20 

[0347] 

ib^^(35)$E^iP7K^«?-r^si£t. ±tam 



extent. 
[0344] 

Reaction which leads compound (35) to compound (3 e ) after 
alkylation doing compound (35) in suitable solvent and under 
existing of alkylation agent , the hydrolysis does compound 
which is acquired, or is done by hydrolysis doing compound 
(35) directly. 

[0345] 

When compound (35) is done alkylation , methyl iodide or 
other alkyl halide etc can be illustratedas alkylation agent 
which is used. 

alkylation is done usually with room temperature ~200deg C, 
preferably room temperature ~150deg C, ends generally at 1 - 
30hour extent. 

for example dioxane , tetrahydrofuran , ethyleneglycol 
dimethyl ether , diethyl ether or other ethers , benzene , 
toluene , xylene or other aromatic hydrocarbons , 
dichloromethane , chloroform , carbon tetrachloride or other 
halogenated hydrocarbons , methanol , ethanol , isopropanol 
or other lower alcohols , dimethylformamide , dimethyl 
sulfoxide , hexamethyl phosphoric acid triamide , acetone , 
acetonitrile , nitromethane or other polar solvent can be 
illustrated as solvent which is used. 



As for alkylation agent , it is good equimolar amount , 
preferably equimole ~8 times molar amount to use usually at 
leastvis-a-vis compound (35). 

[0346] 

In each case be able to apply reaction condition of 
conventional hydrolysis to hydrolysis reaction which is done 
continuously, concretely under for example sodium 
carbonate , potassium icarbonate , lithium hydroxide , sodium 
hydroxide , potassium hydroxide , barium hydroxide or other 
basic compound or hydrochloric acid , sulfuric acid or other 
mineral acid , acetic acid or other organic acid or other 
existing, water and methanol , ethanol , isopropyl alcohol or 
other alcohols , acetone , methylethyl ketone or other 
ketones , dioxane , ethyleneglycol dimethyl ether or other 
ethers , acetic acid or other solvent or it is done in mixed 
solvent of those. 

It advances said reaction, usually with room temperature 
~200deg C, preferably room temperature ~150deg Cvicinity , 
ends generally at0.5 - 20 hour extent. 

[0347] 

It can do also reaction which hydrolysis does compound 
(35)directly, under condition which is similar to 
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c©*£<7)fiJSB$|BH4 1-30 B#IBgj£t«© 
[0348] 

*fcfc**J(33)*«il, Jfclfc, fllttffattifc* 

T. ±IBiQ7K»fl?i:|5|«<Djt««, 5J65S. 5 
j^Mi=Tto*#»-r*;:i:l::J:o-c i Mb*ft 
(3e)£#£Ci:A<T*#4o 



[0349] 

ffi*B»«Mb£*(32)tt«;i.tfTiafil6SC-13 



[0350] 
[lb 55] 

RJSi-1 3 
COOH 




NH 2 -[-R 28 
OH 

(3 7) 



above-mentioned hydrolysis condition . 

As for reaction time in this case it is good to make 1 - 30 hour 
extent. 

[0348] 

In addition compound (35) under sulfuric acid , hydrochloric 
acid , nitric acid or other mineral acid , acetic acid , aromatic 
sulfonic acid or other organic acid or other existing, with 
solvent , reaction temperature , reaction time which issimilar 
to above-mentioned hydrolysis compound (3 e ) can be 
acquired evenby fact that hydrolysis it does. 

[0349] 

To be produced with method which is shown in for example 
below-mentioned reaction scheme -13 it is possible 
compound (32) of starting material . 

[0350] 

[Chemical Formula 55 ] 




MgX 



2 



[0351] 

[xt+ p. R 8 . R 28 . R 29 & tf X 2 liflfHIZplCo ] 



1b£*(36)£*b£*(37)i:0£j£l±* fuHHJ&JS 

ft^»(37)0)ffiffljli:LTttfc^«(36)l=»L 
[0352] 

fc<Mh(38)*ft**(39)fc»fiJ6l*, mSLlf*> 



[0351] 

{As for p, R<sup>8</sup>, R<sup>28</sup>, 
R<sup>29</sup> and X<sup>2</sup> in Formula same to 
description above. } 

compound (36) with compound (37) with as for reaction, 
compound in theaforementioned reaction scheme -1 (2) with 
compound (3) with it is possible to bedone under condition 
which is similar to method which uses theinside carboxylic 
acid halide of reaction. 

As amount used of compound (37) it is good to make 
equimole , preferably equimole -2-fold molar amount at 
least, vis-a-vis compound (36). 

[0352] 

compound (39) with as for reaction, in solvent , with usually 
such as for example diethyl ether , tetrahydrofuran , dioxane , 
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sal n-^+^>. *>^D^*-y->» 

0flBtt&ftfc7kXS«$&'t>.att 0-150 de 
g Cs»*L<li 0-100 deg C ttififcT, 0.5-5 



monoglyme , diglyme or other ethers , benzene , toluene , 
xylene or other aromalic hydrocarbons , n- hexane , heptane , 
cyclohexane or other aliphatic hydrocarbons 0-150 deg C, 
preferably 0~100deg Cvicinity , to do 0.5 - 5 hours extent by 
reacting it ispossible compound (38). 



ft**(39)fl>ttffl*l*fc*tt(38)l=»Lr» '> 

[0353] 
lit 56] 

Eft;*- 14 



As for amount used of compound (39) it is good to make 
equimole , preferably equimole -1.5 times molar amount 
extent atleast, vis-a-vis compound (38). 

[0353] 

[Chemical Formula 56 ] 




© 



11 



R 31 CHO 
(4 0) 



CH 2 P (R-) 
X 1 e 



(R ) P 



(3 9 A) 




CH=CHR 



31 



(R* ) P 



C41) 




CH=CHR 



(3 f ) 



31 



[0354] 

C it* P . R\ R 2 \ R 21 Rtt X 1 tMGI=ni:. R 3 ' 
(i7x^v^S±l-/^Py*>IS^$ : t■r•^)Ci:<D 



fc*tt(39A)ifc*fc(40)£«>EJ6li. BfifBS 
lSit-6 l=fclt*ftd*(le)i:ft^*(14)XI4(l 
5)©Sf6<tl^*iO^#Tlcff^^tL4C^A<-e 



[0354] 

{As for p, R<sup>8</sup>, R<sup>23</sup>, 
R<sup>2K/sup> and X<sup>K/sup> in Formula same to 
description above. R<sup>31 </sup> shows phenyl group 
which has fact that it possesses the halogen atom on phenyl 
ring. } 

compound (39 A ) with compound (40) with as for reaction, 
compound in theaforumentioned reaction scheme -6(1 e ) 
with compound (14) or it is possible to be doneunder 
condition which is similar to reaction of (15). 
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[0355] 

*b£*(4i)*«;£1fe(30fc»<£JStt* h5ISS 
l::fcM+£ib£^(io)£1b£$)(ip)lc#< 

[0356] 
[it 57] 

Sfc5£- 1 5 



[0355] 

As for reaction which leads compound (41) to compound (3 
f ), it ispossible to be done under condition which is similar to 
reactionwhich leads compound (1 o ) in aforementioned 
reaction scheme -6 to compound (1 p ). 

[0356] 

[Chemical Formula 57 ] 



23 




R 33 -B (OH) 
(4 3) 



COOH 




[0357] 

CS+p* R 8 Si;R 23 lifllBlc|5ii: 0 R 32 ii/\ny 
-hn». «MiLT««7^*/-OU»** 

vi> 7i-;u*at;«»*i:LT«ift7;u* 
>u»S#f 4ct<Dfc475y«»ft»7;u3* 

fc£to(42)£<b£*(43)i:a>fiJt;ii * 
ttTXIi*#ttT. Sftttib^ftAtfttttO) 

lcfcM+4fb*ft(38)£fl;*»(39)£<DfiJ6^ 

<b^ft(2)tft^*(3)©fiCa)9%*JU*>il 



[0357] 

{As for p, R<sup>8</sup> and R<sup>23</sup> in Formula 
same to description above. R<sup>32</sup> shows lower 
alkyl sulfonyloxy group or halogen atom which has times 
when itpossesses halogen atom . R<sup>33</sup> on phenyl 
ring as substituent shows phenyl group which has factthat it 
possesses group which is chosen from group whichbecomes 
amino substitution lower alkoxy group which has times when 
itpossesses lower alkyl group as amino group , hydroxy 
group , lower alkanoyl oxy group , halogen atom substitution 
lower alkoxy group , phenyl group and substituent which have 
times when it possesses lower alkanoyl group as lower alkyl 
group , lower alkoxy group , phenyl lower alkoxy group , 
nitro group , substituent . } 

compound (42) with compound (43) with reaction, in suitable 
solvent , underexisting of lithium chloride or other lithium 
compound or under absence , is done under existing of basic 
compound and catalyst . 

compound in aforementioned reaction scheme -13 as solvent 
which is used here,(38) with compound (39) with solvent 
which was illustrated withreaction can be used in each case. 

As basic compound , compound in aforementioned reaction 
scheme -1 (2) with basic compound which was illustrated 
with method which uses inside carboxylic acid halide 
ofreaction of compound (3) can be used in each case. 

As catalyst , tetrakis (triphenyl phosphine ) palladium , 
palladium chloride or other palladium compound can be 
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&£J£ld\iI«MS~200 deg C. ff^UliM 
ffi~150 deg C ttjftlCTfrfcfrtU 1-10 

*fc«»EI±, i><D*<J:l^ 
[0358] 

ft**(44)*ft*«(3g)l=J[KSJi6l4. filfajg 
fSit-7 lCfcltftft^*(lo)*ft^*(lp)l=»< 

So 

[0359] 
lit 58] 



listed. 

said reaction is done usually with room temperature ~200deg 
C, preferably room temperature ~150deg Cvicinity , ends 
generally at 1 -10 hours extent. 

As for basic compound and lithium compound , it is good 
equimole , preferably equimole -2-fold molar amount to use 
at leastvis-a-vis compound (42). 

In addition as for catalyst , catalyst amount it is good to use. 
[0358] 

As for reaction which leads compound (44) to compound (3 
g ), it ispossible to be done under condition which is similar to 
reactionwhich leads compound (1 o ) in aforementioned 
reaction scheme -7 to compound (1 p ). 

[0359] 

[Chemical Formula 58 ] 
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00 

CO 



R lle OH (4 5) 




1 

NHR 



(R ) p 
10a 



(4) 



R ,ld CHO 
(46) 



00 



R I 



CO 




(R 8 ) P 
10a 



(1 x) 



N-R 
I 

CH 2 R 



lid 



00 



CO 




(R* ) P 

N-R l0> 
I 



R 



lie 



(1 v) 



00 



R 



CO 




CR 8 ) p 

lit 



NHR 



(1 w) 



[0360] 

[ G. p. R\ R 8 &Zf R 10a liHtjffifCfsICo R llc 

I*. 15 IE R Uc lc»Dir. ;uS±|cgg|S 



[0360] 

{As for G, p, R<sup>K/sup>, R<sup>8</sup> and 
R<sup>10a</sup> in Formula same to description above, 
phenoxy lower alkyl group which has fact that it possesses 
lower alkyl group as substituent is shown on phenyl lower 
alkyl group , benzoyl lower alkyl group , or phenyl ring where 
R<sup>l lc</sup> on phenyl ring aretimes when it possesses 
group which is chosen from group whichbecomes lower alkyl 
group and halogen atom , as substituent has times when 
atsame time it possesses hydroxy group in lower alkyl group 
portion . R<sup>l ld</sup> on phenyl ring shows phenyl 
group which has fact that itpossesses group which is chosen 
from group which becomes the lower alkyl group and halogen 
atom as substituent in addition to aforementioned 
R<sup>llc</sup>. } 

compound (4) with compound (45) with reaction is produced 
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*»»tfft*ft(4S)f*, <b**(4)l=»LT-t*t 
«MMKfc**^u»«, ff*L<(± 1-3 <g=E 

ii«-20~100 deg C. Sf *L<li-20~ 
50 deg C KTSfTU -»(= 1-30 BtPslT'Elfc 

[0361] 

R ,0a &m*xt\+x/\av^m**irr*z.k 
j6-r*<b**(iw)i=#<ci*fc#*. 



COTS/SI*. ttE-«3*(l)lcfcl^r R 9 A<7x 

tt--3*-r-&7xr. J ;ua^*-r'(b^^CDiD7K 
»«SJ£i:l^«(7>*#Tlcff^t>^-5ci:*<T? 

[0362] 

SC-3 l=fclt*ftfcft(le)£(lg)l::#<KJSi:fil 



<ttftJk »*UI* 1-3 «t;u*tf *© 

[0363] 
[ft 59] 



1997-8-26 

for example diethyl azo dicarboxylate , dibutyl azo 
dicarboxylate or other dialkyl azo dicarboxylate , byl and 1 
'-azo di carbonyl di (piperidine ) or other dialkyl azo 
dicarboxy amides and reacting under existing of trialkyl 
phosphine , triaryl phosphine or other phosphate . 



for example tetrahydrofiiran ,1,2- dimethoxy ethane , diethyl 
ether , diisopropyl ether , diglyme or other ethers , benzene , 
toluene or other aromalic hydrocarbons or you can list these 
mixed solvent etc as solvent which is used. 

It is good vis-a-vis compound (4) dialkyl azo dicarboxylate , 
as for phosphate and the compound (45), each one at least 
equimole extent and preferably 1-3 times mole extent to use. 

With usually - it advances said reaction, 20- 100 deg C, 
preferably -20~50deg C, reactionends generally in 1 - 30 
hours. 

[0361] 

When R<sup>10a</sup> it is a compound (1 v) which shows 
lower alkanoyl group which has thefact that it possesses 
halogen atom as substituent , it is possible to leadto 
compound (1 w ) which corresponds by hydrolysis doing said 
compound . 

To be done under condition which is similar to hydrolysis 
reaction of compound which shows phenyl group where 
R<sup>9</sup> at least one has lower alkanoyl oxy group on 
the phenyl ring in postscript General Formula (1) it is possible 
this reaction. 

[0362] 

compound (4) with compound (46) with as for reaction, it is 
possible tobe done under condition which is similar to 
reaction which leads compound (1 e ) in aforementioned 
reaction scheme -3 to () g ). 

As for amount used of compound (46), it is good to make 
equimole , preferably 1-3 times molar amount atleast, 
vis-a-vis compound (4). 

[0363] 

[Chemical Formula 59 J 
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1 7 




X 1 CH 



X 2 c 



70 



(4a) 



<R»)p < 47 > 
NH, 



'2 




(1 y) 




[0364] 



-2 lCj3lt*fc^«!l(4)i:<t&tt(6a)a)fiJ6fcH« 



[0365] 
lit 60] 

ficjs^;- i 8 



[0364] 

{As for G, p, R<sup>K/sup>, R<sup>8</sup>, 
X<sup>l</sup> and X<sup>2</sup> in Formula same to 
description above. } 

compound (4 a) with as for reaction of compound (47), 
compound in theaforementioned reaction scheme -2 (4) with 
it is possible to be done under condition which is similar to 
reaction of compound (6 a ). 

[0365] 

[Chemical Formula 60 ] 



00 



CO 



(48) 




R^X 1 (49) 



(R* ) P 
OH 



[0366] 

CxC* G. p, R 1 . R 8 Rtf X 1 ttlMBICWt. R 34 




(1 z) 



(R 5 ) P 
OR» 



[0366] 

{As for G, p, R<sup>K/sup>, R<sup>8</sup> and 
X<sup>l</sup> in Formula same to description above. 
R<sup>34</sup> on lower alkyl group , lower alkanoyl 
group , phenyl ring as substituent as halogen atom , lower 
alkoxy carbonyl group and substituent fromgroup which 
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)\,7\t-)\,&tj:zm&m**itz&$G?z>zt 



ft^«B(48)tft^1fc(49)tfl!>fi(6li, ffJfHKlfc 
S-2 l=telt*ft^«B(4)t<b#1ll(6a)a)SlttH 



[0367] 

[lb 6i] 

KJ63&-1 9 



becomes amino substituted lower alkyl group which has times 
when itpossesses lower alkyl group as lower alkyl group and 
substituent shows phenyl lower alkyl group , or the 
pyrrol idinyl substituted lower alkyl group which has times 
when it possesses group which is chosenfrom group which 
becomes amino carbonyl group which has times when 
itpossesses group which is chosen. } 

compound (48) with compound (49) with as for reaction, 
compound in theaforementioned reaction scheme -2 (4) with 
it is possible to be done under condition which is similar to 
reaction of compound (6 a). 

[0367] 

[Chemical Formula 61 ] 



00 



l 

CO 
CIA) 



R J5 H (5 0) 




(R* ) p 
CHO 




Cl B) 



<R B ) p 



CH tt R 



35 



[0368] 

g. p. r 1 xt; r 8 fifreicni^ r 35 ityx. 



3-3 (ctelt61b^«(lc)*ft^«l(lg)lc3i<JE 



fc£tt(50)<D£ffll;tt. <b^*(iA)lc»LT, 

[0369] 
[ft 62] 



[0368] 

{As for G, p, R<sup>l</sup> and R<sup>8</sup> in 
Formula same to description above. R<sup>35</sup> shows 
anilino group which has: fact that it possesses the lower alkyl 
group as substituent on phenyl ring . } 

compound (1 A ) with compound (50) with as for reaction, it 
is possible tobe done under condition which is similar to 
reaction which leads compound (1 e ) in aforementioned 
reaction scheme -3 to compound (1 g ). 

As for amount used of compound (50), it is good to make 
equimolar amount , preferably equimole ~5 times molar 
amount atleast, vis-a-vis compound (1 A ). 

[0369] 

[Chemical Formula 62 ] 
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R 3? MgX 2 
(5 2) 




(5 1) 



CR 8 )q R9 
(5 3) 



COOH 




(3 h) 



[0370] 

R 37 lift«7^*^***r 0 R\ R 2 

\ R 2 \ R 9 &tf X 2 ttffflBlzH Co q (* 0 Xtt 1 

<b*tt(51)Hb£*(52)i:a>fifcli. ffJtBJKJE 
xU2 lrfelt-6<b^»(32)tft*»(33)0)fiJC 



<b**(52)<D«ffl*l4ftft*(51)lcS*LT*ft 



[0371] 



[0370] 

{R<sup>36</sup> in Formula shows lower alkoxy group or 
halogen atom . R<sup>37</sup> shows lower alkyl group . 
As for R<sup>8</sup>, R<sup>28</sup>, R<sup>29</sup>, 
R<sup>9</sup> and X<sup>2</sup> same to description 
above, q shows 0 or 1 . } 

compound (5 1) with compound (52) with as for reaction, 
compound in theaforementioned reaction scheme -12 (32) 
with it is done under condition which issimilar to reaction of 
compound (33). 

As for amount used of compound (52) it is good to make 
equimole , preferably equimole ~2-fold molar amount atleast, 
vis-a-vis compound (51). 

[0371] 
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lit 63] 

1 



( R ) p 



[Chemical Formula 63 ] 




(^\b (OH) 
W (55) 




(R 9 ) p 



(R 38 ) r 



(5 4) 



(5 6) 




(R uw ) r 



( R ) p 



(3 i) 



[0372] 

[ R 8 . p. R 32 Xtf R 23 l±BtJlHlc^i: o R 38 lt % 

* % - ha*. «**tLT«tt7;u*y'Ou* 
£*-f £c<!:<7)fc£75yS. 7i- ;u*xii» 
&S<tLT<£&7;u*;u*£*1-3c£0)fc6 

I* 2 **-T 0 ] 

fc£1lK54)Hb£»(55)i<DKl6tt, ffriBKJC 
5*- 1 5 lCfcl*Sfc*to(42)£fc6»(43)<DKJ£ 

[0373] 

1b^^(56)^1b^^(3i)fZ^<SJSt. BUtBJSlS 

s-i5 <Dit£mu)£it£^g)\^m<&ittm 

[0374] 



[0372] 

{As for R<sup>8</sup>, p, R<sup>32</sup> and 
R<sup>23</sup> in Formula same to description above. 
R<sup>38</sup> shows amino substitution lower alkoxy 
group which has fact thatit possesses lower alkyl group as 
amino group , phenyl group or substituent which has 
timeswhen it possesses lower alkanoyl group as lower alkyl 
group , lower alkoxy group , phenyl lower alkoxy group , 
hydroxy group , lower alkanoyl oxy group , halogen atom 
substitution lower alkoxy group , nitro group , substituent . r 
shows 0, 1 or 2. } 

compound (54) with compound (55) with as for reaction, 
compound in theaforementioned reaction scheme -15 (42) 
with it is done under condition which issimilar to reaction of 
compound (43). 

[0373] 

Also reaction which leads compound (56) to compound (3 i ), 
is doneunder condition which is similar to reaction which 
leads compound (44) of aforementioned reaction scheme -15 
to compound (3 g ). 

[0374] 
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K3 

(5 7) 



X / 

8 > _ 



(R w ) P 

(5 8) 





x z 



8 



CR° ) p 

C3 8) 




(57) 



R 



R 3S ' X 1 
(5 9) 



R 



O ' K 19' 

OR" 



(R ) P 



(6 0) 



CH 2 > s 




57,296) 



JP1997221476A 
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[0375] 

CiC+ r 2 \r 2 \r\ Ps x' Rif x 2 itmmz® 

Co s I* 0-5 (Dm&ZTjkto R39' IZimTJl* 

xC-12 ICfclf5*bStt(32)ift;£tt(33)<Z>fiJ6 
[0376] 

*b£tt(58)i*b£tt(59)£<Bfil6l4* fTSBSJS 
5EE-2 lCj3lt4<b**(4)i:fc*«l(6a)(DSKi:H 



[0377] 

5C-6 l=feMt4ft**(le)i<b**(14)Xlift* 
«B(l5)i:a)fil6i:H«a)ftfrTlcfi3Ej:^*i*o 

fls£tt(57)0>ttfli* [* % <b^«g(38)(Z»LT'> 
ft<t*«^;U.#*L<«4»^iU~1.5 fS^ua 

[0378] 

1b^^(58)X(i^b^^(60)^<b^^(3j)(C#< 
7-r^tel4.|trfHJ5iSiC-7 lcJ3lt4fc*»(lo) 

[0379] 

<b6*K3j)*ft^*(3k)iw»<fiiti*, mres 

j£*E-3 ICtelt*fc^«S(le)*<b*»(lg)IC»< 



[0380] 
lit 65] 



[0375] 

{As for R<sup>28</sup>, R<sup>29</sup>, R<sup>8</sup>, 
p, X<sup>l</sup> and X<sup>2</sup> in Formula same to 
description above, s shows integer 0 - 5. R39' shows lower 
alkyl group . } 

compound (32) with compound (57) with as for reaction, 
compound in theaforementioned reaction scheme -12 (32) 
with it is done under condition which issimilar to reaction of 
compound (33). 

[0376] 

compound (58) with compound (59) with as for reaction, 
compound in theaforementioned reaction scheme -2 (4) with 
it is done under condition which issimilar to reaction of 
compound (6 a ). 

[0377] 

compound (38) with compound (57) with as for reaction, 
compound in theaforementioned reaction scheme -6 (1 e ) 
with compound (14) or compound (15) with it isdone under 
condition which is similar to reaction. 

As for amount used of compound (57), it is good to make 
equimole , preferably equimole -1.5 times molar amount 
atleast, vis-a-vis compound (38). 

[0378] 

compound (58) or as for reaction which leads compound (60) 
to the compound (3 j ), besides reaction time ends generally at 
1 - 50 hours extent, itis done under condition which is similar 
to reaction which leads compound (1 o ) in aforementioned 
reaction scheme -7 to compound (1 p ). 

[0379] 

As for reaction leading compound (3 j ) to compound (3 k ), 
contact hydrogenation which is in midst of reacting which 
leads compound (1 e ) in theaforementioned reaction scheme 
-3 to compound (1 g ) it is done under condition whichis 
similar to method which is done. 

[0380] 

[Chemical Formula 65 ] 
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(6 1) 



CR 39 ) 



(62) 




49 



CR 39 ) 



(R° ) p 



(6 3) 



CR 39 ) 



(R 8 ) p 



(3k) 



[0381] 

o t I* 0-3 (D»ft* S-T • R 49 \t*sTJ 

[0382] 
[lb 66] 



[0381] 

{As for R<sup>8</sup>, p and X<sup>2</sup> in Formula 
same to description above. R<sup>39</sup> shows lower 
alkyl group , phenyl group , lower alkanoyl group , halogen 
atom , phenyl lower alkyl group or oxo group . t shows 
integer 0-3. R<sup>49</sup> shows cyano group , lower 
alkoxy carbonyl group or carboxyl group . Basis} 

[0382] 

[Chemical Formula 66 ] 
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[0383] 

\t^{6\)t\t^m{6i)t(D^\t . missis 

[0384] 

r 49 ^>7/»xi4«*7JU3^>*;u7|?-;i/ 

*-ea5*ft**(63)0)*^. <b£!&)(63)£<b£ 
*(3K)l::ilKEJ£te. frlBfiJta-7 0Mb£ft(l 
o)^^b^%i(ip)lc»<s^ct[^«cD^#Tlcff 



[0385] 
lit 67] 



[0383] 

monocycle of saturated or unsaturated 5-member -1 1 member 
ring which 1 - 4 possesses nitrogen atom , oxygen atom or 
sulfur atom or heterocyclic group of binary ring is shown. 

) 

compound (61) with compound (62) with as for reaction, 
compound in theaforementioned reaction scheme -2 (4) with 
it is possible to be done under condition which is similar to 
reaction of compound (6 a ). 

[0384] 

When it is a compound (63) where R<sup>49</sup> is cyano 
group or lower alkoxy carbonyl group , thereaction which 
leads compound (63) to compound (3 K ) is done under the 
condition which is similar to reaction which leads compound 
(1 o ) of theaforementioned reaction scheme -7 to compound 
Op). 
[0385] 

[Chemical Formula 67 ] 
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[0386] 

g. r 1 , r\ p at; r 103 tttmEicmi:. r ,1c 

;u^y-<;uS^^*ro R 40 f£v ;u^±[zg 
»*i:LTffi«7JU*;u*. 7i- ffi*»7 

*lfc»S*-r*Ci:<Dfc57x- JUS, «$ft7JU 

u>«±ic«jftai:LT««T;!/*;u*ai;^ 

5Th J 7tKP+/U;uaxl*T-hvtKP^5 1 
;u***-To R llf It. 3?x-;na±(z«SiSi:L 

vS, /\PY>K*«««tt7;u*JU*.«ift 

/ft, fi«7;i/*/^f;u*«*75y». -hp* 

tKP*yy;u^*S/««««7^*y-f;u*x 



xC-2 lcfclt^1b^rft(4)i:1b^^(6a)i:0SlS<t 



[0386] 

{As for G, R<sup>K/sup>, R<sup>8</sup>, p and 
R<sup>10a</sup> in Formula same to description above, 
R<sup>l le</sup> shows lower alkanoyl group which 
possesses halogen atom as substituent . R<sup>40</sup> on 
phenyl ring as substituent from group which becomes the 
amino group , lower alkanoyl group substituted amino group , 
nitro group and halogen atom which have times when it 
possesses lower alkyl i^roup as lower alkyl group , phenyl 
group , lower alkoxy group , halogen atom substituted lower 
alkyl group , substituent on phenyl group , lower alkyl group , 
lower alkanoyl group , quinolyl group , quinoline ring which 
has times when it possesses the group which is chosen shows 
tetrahydro quinolyl group or tetrahydro naphthyl group which 
has timeswhen it possesses group which is chosen from group 
whichbecomes lower alkyl group and oxo group as 
substituent . As for R<sup>l lf</sup> } On phenyl ring as 
substituent group which becomes amino group , lower 
alkanoyl group substituted amino group , nitro group and the 
halogen atom which have times when it possesses lower alkyl 
group as lower alkyl group , phenyl group , lower alkoxy 
group , halogen atom substituted lower alkyl group , 
substituent on phenoxj' lower alkanoyl group , lower 
alkoxy-substituted lower alkanoyl group , lower alkanoyl oxy 
substitution lower alkanoyl group , quinolyloxy substitution 
lower alkanoyl group , quinoline ring which has timeswhen it 
possesses group which is chosen group which becomes lower 
alkyl group and oxo group as substituent tetrahydro 
quinolyloxy substitution lower alkanoyl group which has 
times when it possesses group which is chosen or tetrahydro 
naphthyloxy substitution lower alkanoyl group is shown. } 

compound (1 C ) with compound (63) with as for reaction, 
compound in theaforernentioned reaction scheme -2 (4) with 
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RI*fl)*ftTI=fT*Ct3*t*. 
[0387] 

R ,,f A<€ift7^*y-f;U7|-4ri/a»(£«7/l'* 
y^ug^&£ft£fci(iD)£fljtB£j£jC-7 let; 
(t*ft*«B(lo)*<b**(lp)I=3»<SJ6i:ra* 

*ft**(lD)l=»<Ct*<TJ*«. 

[0388] 
[ft 68] 

2 5 




CO-R 

(4) (IE) 



compound (6 a) with it is done under the condition which is 
similar to reaction. 

[0387] 

Reacting under condition which is similar to reaction which 
leads compound (1 o ) in compound (ID) where 
R<sup>l lf</sup> is lower alkanoyl oxy substitution lower 
alkanoyl group aforementioned reaction scheme -7 to 
compound (1 p ), R<sup>l lf</sup> whichcorresponds it is 
possible to lead to compound (ID) which is a lower alkanoyl 
group which possesses hydroxy group as substituent . 

[0388] 

[Chemical Formula 68 ] 



[0389] [0389] 

CxE* R\ G. R\ p RlS R ,0a tefififEl^lSo R 49 {As for R<sup>K/sup>, G, R<sup>8</sup>, p and 

lixh^fcKP^V^/'J JUftX(±fi] R<sup>10a</sup> in Formula same to description above. As 

for R<sup>49</sup> tetrahydroisoquinolyl group or basis} 

[0390] [0390] 

lit 69] [Chemical Formula 69 ] 



Page 445 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP1997221476A 



1997-8-26 




[0391] 

] 

<b£1*(4)£fl:£tt(iE)i=W<fij6ii, (i)SMi 

[0392] 

(l)<DJSJ^ICfct^T, ffiffi$4l«»MI&tf«ft 
/\5<fKl=7S:/(2)e£££l*«£ft-Cffllt& 

ffiffi 0-200 deg C. #£L<I* 0-18 

o deg c tt&KT, i~io mmmmzx^jt 



[0391] 
it shows. 
) 

Reaction which leads compound (4) to compound (1 E ) is 
executed the reaction product which compound (4) with 
carbonylation agent after reacting, next isacquired with in and 
description above (2) suitable solvent in (1) suitable solvent 
and under existing of basic compound under existing of basic 
compound compound (65) with by reacting. 

[0392] 

solvent and basic compound which are used with method 
which amine (2) reacts to carboxylic acid halide of 
aforementioned reaction scheme -1 at time ofreacting of (1), 
as solvent and basic compound which are used, can beused in 
each case. 

carbonyl diimidazole , phosgene , die phosgene , urea , tri 
phosgene etc can be illustrated as carbonylation agent which 
is used. 

As for amount used of carbonylation agent , it is good to 
make usually 0.05 - the equimole , preferably 0.1 -equimolar 
amount , vis-a-vis compound (4). 

said reaction, with usually 0 - 200 deg C, preferably 
0~180deg Cvicinity , ends at 1 - 10 hours extent. 
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[0393] 

mt£*i*. m»iH(i)(DfijE6"cffl^fc*aai; 

*fc(l)fc(2)©Rl6tt, #mt*Zk1t<V>#v 
ft^*(65)(DffifflJil4. fc**(4)lc» LTil 

KKJ£l4»fliSSS~150 deg C. #*L<I**S 
S-120 deg C ttifilCT, 0.5-5 BtfflSSl-T 

[0394] 
lit 70] 



[0393] 

At time of reacting of (2), solvent and basic compound which 
areused in each case can use solvent and basic compound 
which are used withreaction of aforementioned (1). 

In addition reaction of (1) and (2) can also do with one pot 
without separating. 

As for amount used of compound (65), it is good usually to 
make the equimole -5 times mole , preferably equimole 
-3 molar amount , vis-a-vis compound (4). 

said reaction at usually with room temperature ~150deg C, 
preferably , room temperature ~120deg Cvicinity , ends 0.5 - 
5 hours extent. 

[0394] 

[Chemical Formula 70 ] 



EJ&3-2 6 




R A X 1 (66) 




[0395] 

ca+ r\ r 2 . r\ r *tf x 1 immzmCo R A 

I4**JRT Sin© R A £*to ] 



ib*»(lF)£fc£tt<66)£<DKJ6fi. flufBSIfc 

[0396] 
[^ 71] 



[0395] 

{As for R<sup>l</sup>, R<sup>2</sup>, R<sup>3</sup>, R 
and X<sup>l</sup> in Formula same to description above. 
R<sup>A'</sup> shows R<sup>A</sup> other than hydrogen 
atom . } 

compound (IF) with compound (66) with as for reaction, 
compound in theaforementioned reaction scheme -2 (4) with 
compound (6 a) with it is done under the condition which is 
similar to reaction. 

[0396] 

[Chemical Formula 7 1 ] 
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1 



"<2 



(R 8 ) P 
NHCOOC 



00 



R 1 I 
CO 



H 2 CH 2 X 



1 




<R B ) P 
O 

N — lj 



(1H) 

[0397] 

[it* R 1 , G, K\ p Xtf X' ttlWEI^Hi:. ] 

fcfc*(lH)£fcfc*(lI)ia§<fiJS(*. hIIIES 
lcfcMf&ft£^(4),bft£!|$!)(6a)<t<DKlS 
£H*tf>ftftT(=fT«PMi*. 



[0398] 
[ft 72] 

2 8 

(DC 



(1 I) 



[0397] 

{As for R<sup>l</sup>, G, R<sup>8</sup>, p and 
X<sup>l</sup> in Formula same to description above. } 

As for reaction which leads compound (1 H ) to compound (1 
I ), the compound in aforementioned reaction scheme -2 (4) 
with compound (6 a) with it is doneunder condition which is 
similar to reaction. 

[0398] 

[Chemical Formula 72 ] 



) 



R**OH (6 



7) 



1 



C O 



<5 



8 

NHR 




CR' ) P 
Hi 



(R ) P 
1 Qa 



N-R 
I 

COOR 



44 



(4) 



[0399] 

(xt* R\GsR\p&V R ,0, (*1WlBI=Rli:.R* 



(1 J) 



[0399] 

{As for R<sup>l</sup>, G, R<sup>8</sup>, p and 
R<sup>10a</sup> in Formula same to description above. 
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S % 7x=jH6»7/U*/U«, tf' Ji?/HS«7 

fc»£W1-£ctCDfcStf'<'JiJ-;M£l»7^ 

fls£W(4)£tefc*(67)£«>EJCH\ 

St-25 lCfel+*fc*«(4)*<b*ft(lE)l=#<fi 

(EtH«ilfl!)ftftTI=fi**5*l4. 

[0400] 
[lb 73] 



R<sup>44</sup> on lower alkyl group , phenoxy lower alkyl 
group , phenyl lower alkyl group , pyridyl lower alkyl group , 
fluorenyl lower alkyl group , lower alkenyl group or 
piperidine ring which has times when itpossesses halogen 
atom as substituent shows bipyridinyl lower alkyl group 
which has factthat it possesses group which is chosen from 
group whichbecomes lower alkanoyl group , lower alkoxy 
carbonyl group and lower alkyl group as substituent . } 

compound (4) with compound (67) with as for reaction, it is 
done under condition which is similar to reaction which leads 
compound (4) inaforementioned reaction scheme -25 to 
compound (IE). 

[0400] 

[Chemical Formula 73 ] 




) - - ao 



N MN. (6 8) T^N' 

R 1 f R l I 

R R 

(IK) (ID 

[0401] [0401] 

[it* R 1 JSilS R 14 HUlSlCl^ICo Go 14] {As for R<sup>l</sup> and R in Formula same to 

description above. As for Go } 

[0402] [0402] 

[it 74] [Chemical Formula 74 ] 

[0403] [0403] 

£ 7jk~$~ 0 It shows. 

[0404] [0404] 
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g p li 

[0405] 
[lb 75] 



R ! 'R U 



As for Gp 
[0405] 

[Chemical Formula 75 ] 



r s, r" 



[0406] 

zzv r\ xRitY imm^mto 

r 45 f*S/7y«*te«™*;u** *t c 

r 46 ttxh7yu;H«»ffi«7;u*;u*ts 

to 

] 

<b6*(iK)«b*«(iL)lc»<KJ6l4, ffiiSfc 
*fc^»(68)tfil6*1**CilCj:UfT«^*l 



[0406] 
It shows. 

Here as for R<sup>3a</sup>, X and Y same to description 
above. 

R<sup>45</sup> shows cyano substituted lower alkyl group . 

R<sup>46</sup> shows tetrazolyl group substituted lower 
alkyl group . 

M shows sodium , potassium or other alkali metal . 



) 

Reaction which leads compound (1 K ) to compound (1 L ), is 
done the compound (1 K ) in suitable solvent and under 
existing of basic compound compound (68)with by reacting. 



AxMrvh\ TKSHb^MJ^A. *B:TMJ^ 



for example chloroform , dichloromethane , dichloroethane , 
carbon tetrachloride or other halogenated hydrocarbons , 
methanol , ethanol , isopropanol or other alcohols , benzene , 
toluene , xylene or other aromatic hydrocarbons , dioxane , 
diethylene glycol dimethyl ether , diethyl ether , 
tetrahydrofuran or other ethers , dimethylformamide , 
dimethylacetamide , N- methyl pyrrolidone , acetic 
anhydride , acetonitrile . dimethyl sulfoxide , hexamethyl 
phosphoric acid triamidc or other polar solvent etc can be 
illustrated as solvent which is used here. 



for example sodium hydroxide , potassium hydroxide , 
sodium carbonate , sodium hydrogen carbonate , potassium 
hydrogen carbonate , potassium carbonate , sodium 
methoxide , sodium ethoxide , sodium hydride , metallic 
sodium , metal potassium , sodium amide or other inorganic 
base , N, N- dimethyl aniline , piperidine , pyridine , 
triethylamine , sodium acetate , potassium acetate or other 
organic base etc can be illustrated as basic compound which is 
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1b£»(68)<7){$ffl*l*. fc**S(lK)l=atLT'> 

f£SJ£l*ffl£SS~200 deg C, #£L<I* 50- 
150 deg C ftiSl=T, 1-40 B#|Blfi*l=T|*7 

[0407] 
[lb 76] 

RJESC- 3 0 



used here. 

As for amount used of compound (68), it is good to make 
equimole , preferably equimole ~5 times molar amount 
atleast, vis-a-vis compound (IK). 

said reaction at usually with room temperature ~200deg C, 
preferably 5(M50deg Cvicinity , ends 1 - 40 hour extent. 

[0407] 

[Chemical Formula 76 ] 




CO (70) 
R 4 *OH (7 1) 




[0408] 

CxE* R\ p. R'&tfR 23 littGlzniS. R 47 li/N 



1b£$)(69). -»<bft*(70)fttffc£*(71)<D 

sea. X3&*tt4ittttAtf ttSttibfttt 

li.lMEKJta-i fcfcit*<b£*(2)£fls** 

ttsjea. a**»~2oo de g a »SL<r*s 

£-150 deg CttifilCT, l~10B#f B 1liSlc$l7 

^b^^(70), <b£tt(7i)ai;ttifcii. fc^«i(6 



[0408] 

{As for R<sup>8</sup>, p, R<sup>9</sup> and 
R<sup>23</sup> in Formula same to description above. 
R<sup>47</sup> shows lower alkyl sulfonyloxy group which 
has fact that it possesses the halogen atom . R<sup>48</sup> 
shows lower alkyl group . } 

compound (69), carbon monoxide (70) and reaction of 
compound (71) is done the catalyst in suitable solvent and by 
under existing of basic compound reacting. 

compound in aforementioned reaction scheme -1 as solvent 
and basic compound whichare used here, (2) with among 
reactions of compound (3), solvent and basic compound 
which were illustrated with method which uses carboxylic 
acid halide can be used in each case. 

As catalyst , palladium acetate , 1.3- bis (diphenylphosphino ) 
propane (dppp ) etc can be illustrated. 

said reaction, in usually with room temperature ~200deg C, 
preferably room temperature ~150deg Cvicinity , ends 1-10 
hours extent. 

compound (70), compound (71) and as for catalyst , it is good 
large excess to use usually respectively vis-a-vis compound 
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[0409] [0409] 

lit 77] [Chemical Formula 77 ] 
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CH, 




B (OH) 



R 50_ R 32 
(7 2) 



(R ) P (7 5) 




B (OH) 



C H 




CO OH 




SO 



1 



R"-X 
(7 7) 





57,296) 



(R p ) p (7 8) 



JP1997221476A 

[0410] 

est* K^itmmm^.mmm^imn^ 

S£ 1-3 fli*LT^Ttck^o)$^-roR 32 .R 2 

\ K\ p. X 1 JgLlf X 2 l±fjf3lC|^li: o ] 



iC-2l lcfclt?>1b^^(54)i:^^%i(55)i:(DS 



[0411] 

1b^!fe(74)^^^%(3m)IC#<J5)Sli. ME£ 
l£2£-7 ICfclf^b£tt(lo)£lb£^(lp)l::»< 



[0412] 

sC-21 lcfc[t^1b^tl(54)i:^b^^(55)i:a)S 



[0413] 

lb£%(76)£ 1b^^I(3m)IC»<J5)SI*, 236 

**tt<b£»<D#£TXi**#ttT 

S-12lZfc(t^<b^^(34)^^b^Jfel(35)IC«<S 



* fcftffl^n^^Stt^b^ifelirLTf*. 
TkiMb^-hU^ A. *mb*u-^A, 7K*1b^-K 

m&fcits 0-150 de g c s*. »*l<i* 

0-120 deg C Saicrff Jbtt. -SSIC 1-7 B# 
[0414] 

ft^*(77)fr&<b^*(79)**<fiJ6(i. lb£ 



1997-8-26 

[0410] 

{R<sup>50</sup> in Formula shows monocycle of 5 - 1 1 
member rings of the saturated or unsaturated which 1 - 4 
possesses nitrogen atom , oxygen atom or sulfur atom or 
heterocyclic group (As substituent becomes lower alkyl 
group , phenyl group , lower alkanoyl group , halogen atom , 
phenyl lower alkyl group and oxo group 1 - 3 it is possible to 
said heterocyclic group to have possessed group which is 
chosen from groupwhich. ) of binary ring. As for 
R<sup>32</sup>, R<sup>23</sup>, R<sup>8</sup>, p, 
X<sup>K/sup> and X<sup>2</sup> same to description 
above. } 

compound (72) with compound (73) with as for reaction, 
compound in theaforementioned reaction scheme -21 (54) 
with compound (55) with it is done under the reaction 
condition which is similar to reaction. 

[0411] 

As for reaction which leads compound (74) to compound (3 
m ), it isdone under reaction condition which is similar to 
reaction which leads the compound (1 o ) in aforementioned 
reaction scheme -7 to compound (1 p ). 

[0412] 

compound (72) with compound (75) with as for reaction, 
compound in theaforementioned reaction scheme -21 (54) 
with compound (55) with it is done under the reaction 
condition which is similar to reaction. 

[0413] 

Reaction which leads compound (76) to compound (3 m ), is 
done in the suitable solvent , under existing of basic 
compound or under absence and underexisting of oxidant . 

As for solvent and oxidant which are used here, solvent , 
oxidant which issimilar to reaction which leads compound 
(34) in aforementioned reaction scheme -12 to compound (35) 
can be illustrated. 

As for amount used of oxidant , it is good to make equimole , 
preferably equimole ~4-fold molar amount at least,vis-a-vis 
compound (76). 

In addition for example sodium hydroxide , potassium 
hydroxide , sodium hydride etc can be illustrated as basic 
compound which isused. 

said reaction, is done at usually 0 - 150 deg C extent, and 
preferably 0~120deg C extent ends generally at 1 - 7 hours 
extent. 

[0414] 

Reaction which leads compound (79) from compound (77), 
after in the suitable solvent and under existing of basic 



Page 454 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP1997221476A 

T* il$-80~50 deg C. *f *L<li-80 deg C~ 

SjB<*ifii=T-ttic o.5~5 mmmfemmuz 

«(78)tRl64**Ct(=J:yfTWi*. 



ft**(77)a>«aRicttffl**i***tt<k* 

*fcft**(78)t«)fil6B»l=ttffl**l*tt*tt 

Jna/C. ffMKSI&St-l lcfc(+4fc^1fc(3)«>* 
;U7t?>K/\7*K£75>(2)£0£j£T?ffll*i&*i 

<b * *(7 7) (7) AS B#R lb £ *(7 8)<fc © 5 IS 
B$<Dttftt£ft:&1fca)ttfflftli. 1b£f3j(77)IC 

(77)ftlflb*1ll(78)0>ttJfl*f*. HU&tt-l 
1 lcfclt*fc^«(21)tft^»(22)i:fl!)SJ6tH 
*<OfiJ£fcf<m=fT:Mi4. 



SEfiJSIi. Jiffi 0-150 deg C, tf$L<(* 0-10 
0 deg C ttifilC-Cfffrtl, -)tt(= 1-10 BfPelH 

[0415] 

ft**(79)£ fc*»(74)l::»<fi«l;J\ 



1997-8-26 

compound , with usually - 0.5 - 5 hours extent treating 
compound (77) generally 80 - 50 deg C, preferably -80deg 
C~room temperature vicinity , in similar solvent , under 
existing of zinc , zinc chloride or other zinc compound , 
catalyst and basic compound , is done compound (78)by 
reacting. 

for example methyl lithium , n- butyl lithium , phenyl 
lithium , lithium diisopropyl amide or other alkyl and you can 
list aryl lithium or lithium amides etc as basic compound 
which is used when treating compound (77). 

In addition carboxylic acid halide and amine of compound (3) 
in theaforementioned, reaction scheme -1 in addition to 
diisopropyl ethylamine compound (78) with as basic 
compound which is used when reacting, (2) with basic 
compound which is usedwith reaction can be used in each 
case. 

When treating compound (77) and compound (78) with as for 
amount used of basic compound when reacting, it is good to 
make equimole , preferably equimole ~2-fold molar amount 
usually atleast, vis-a-vis compound (77). 

In addition as for amount used of zinc compound , it is good 
to make the equimole , preferably equimole ~2-fold molar 
amount usually at least, vis-a-vis compound (77). 

solvent and catalyst , and catalyst , compound which are used 
(77) and as for the amount used of compound (78), compound 
in aforementioned reaction scheme -1 1 (21) with compound 
(22) with it is done under reaction condition which is similar 
toreaction. 

said reaction is done with usually 0-150 deg C, preferably 
0~100deg Cvicinity , ends generally at 1- 10 hours extent. 

[0415] 

Reaction which leads compound (79) to compound (74) is 
done byreducing in suitable solvent , making use of catalytic 
reduction catalyst . 

You can list for example water and acetic acid , methanol , 
ethanol , isopropanol or other alcohols , hexane , cyclohexane 
or other hydrocarbons , dioxane , tetrahydrofuran , diethyl 
ether , diethylene glycol dimethyl ether or other ethers , 
ethylacetate , methyl acetate or other esters , N, N- 
dimethylformamide or other aprotic polar solvent or these 
mixed solvent etc as the solvent which is used. 



In addition you can list for example palladium , palladium - 
black and palladium -carbon , platinum , platinum oxide , 
copper chromite , raney nickel etc as catalytic reduction 
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m^mmt. aj*is#nc»LT-ttico.o2-i 

£JSS)gl*S?£-20~150 deg C ttjfi, ST£L< 
1*0-100 deg CttilL*J)SEI*a?S 1-10 SUE 
<h-rS<DA<cJ:<. RfiJtl4-ttl= 0.5-10 fl#^S 

[0416] 
[lb 78] 

£J55£- 3 2 



catalyst which is used. 

As for such catalyst , generally 0.02 - 1 -fold amount it is 
good vis-a-vis starting material to use. 

In addition it is possible to add sodium acetate etc inside 
reaction system of said reaction. 

As for reaction temperature as for usually - 20 - 150 deg 
C vicinity , preferably CMOOdeg Cvicinity , hydrogen pressure 
it is good to makeusually 1-10 atmosphere , said reaction 
ends generally at 0.5 - 10 hours extent. 

[0416] 

[Chemical Formula 78 ] 



£0 



Or. 



(R 39 ) t 



N A NH 
(81) 



Z 



CO 



<5 



(R* ) P 



CCH 2 X 
II 

o 



(8 0) 



[0417] 

[it*. R\ G, R\ p, X\ R 39 S.U t ttOTHlcH 



[0418] 
[it 79] 



fx 



I 

CO 



(R 8 ) p 



-A (R 38 ) I 



(1M) 

[0417] 

{In Formula, as for R<sup>l</sup>, G, R<sup>8</sup>, p, 
X<sup>l</sup>, R<sup>39</sup> and t same to description 
above. } 

compound (80) with compound (81) with as for reaction, 
compound in theaforementioned reaction scheme -2 (4) with 
compound (6 a) with it is done under the reaction condition 
which is similar to reaction. 

[0418] 

[Chemical Formula 79 ] 
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(4 a) 



0 0 

II II 

R 51 -C (CH 2 ) C-R 5Z 
(82) 



(R 8 ) P 



NH, 




(IN) 



[0419] 

Cilt*, R\ G. R 8 &tf p f*HUtHIC|plC 0 R 51 frit 



;m-;u!g, 7-trh>. >^Ux?MU>rh>3£<7) 
^h>S. v**+K>> xK5tKP^>, x^u 

4c/lfe*0aaifc«j^if&*v&. 

fc^«(82)0)ffifflJitt. lb£^(4a)|::*fLT>I 

R£l£l±»«iSS~200 deg C gfi. »£L< 
deg C fIJtlCTjffSlCilfrU - 

saiz o.5~5 winaa-enT-r*. 

[0420] 

±fB-ffije(i)i^^T.R 1 fam&v&zit 



[0419] 

{In Formula, as for R<sup>l</sup>, G, R<sup>8</sup> and 
p same to description above. R<sup>5 l</sup> and 
R<sup>52</sup> show lower alkyl group respectively. } 

compound (4 a) with compound (82) with it can execute 
reaction, in the suitable solvent and under existing of acid . 

You can list for example water and these mixed solvent etc of 
methanol , ethanol , isopropanol or other lower alcohols , 
acetone , methylethyl ketone or other ketones , dioxane , 
tetrahydrofuran , ethyleneglycol dimethyl ether or other 
ethers , acetic acid , formic acid or other aliphatic acid , as the 
solvent which is used here. 



In addition you can list for example hydrochloric acid , 
sulfuric acid , hydrobromic acid or other mineral acid , formic 
acid , acetic acid , aromatic sulfonic acid or other organic acid 
etc as acid which is used. 

As for amount used of compound (82), it is good to make 
equimole , preferably equimole ~2-fold molar amount 
usuallyat least, vis-a-vis compound (4 a ). 

It advances said reaction usually ideally at room temperature 
~200deg C extent, and preferably room temperature ~150deg 
C extent ends generally at 0.5 - 5 hours extent. 

[0420] 

In above-mentioned General Formula (1), compound where 
R<sup>l</sup> is the hydroxy group can also obtain 
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*0)/\py>ftK<b**S, 7-bh-hU;u» 

KtLT[*«Atf . «t« mm. jub**i*» 

(DSLmm. = Jfi<b7;us^A, 

RKJ£li»1jiSffl~l50 deg c,»*L<li^ 
S-120 deg C (CT^illZilftU ~f&\Z 0.5-1 

5 fcnwurcnT-r*. 

[0421] 

±E-*«(i)fcfci>T. R 9 A^x-;na±|c37 

«±l3*B**'><j:<i:t-o*f*7x^;i/ 
»t*-rft^*lci|<ci:6<-C#4o 



— )\, % x£/— ju, -f v^P/ V— ;Hf<D7JUa 
-;u£S> IHfc. PSxf^k fh7 
tKP^>, yif;n-fjk v^'fASf 
<7)X-t-;uS, Kl/-tf>. H;UX> % +yL/Vf 

05?SSi^1b7K«^l|Xliz^bC7);i^?tj« 
iMTcfflirLTI*. /^v^AS, /^v^Aj£ 

UMb&«* a ml sskil ^^~x^>r 

lOMI±07K*IISIg:*, 31^-30-100 deg C, 
*T*L<liO~60 deg C <DSfiT?fTfcfr*V&o 



ft o.imo n% % »*l<i* 0.1-20 aa%i:-r 



compound where R<sup>l</sup> which corresponds is lower 
alkoxy group dealkylation by reacting. 

this dealkylation reaction is done under existing of acid in 
suitable solvent . 

for example water and these mixed solvent etc of methanol , 
ethanol , isopropyl alcohol or other lower alcohols , dioxane , 
tetrahydrofuran or other ethers , dichloromethane , 
chloroform , carbon tetrachloride or other halogenated 
hydrocarbons , acetonitrile or other polar solvent , acetic acid 
or other organic acid , can be listed as the solvent . 

for example hydrochloric acid , sulfuric acid , hydrobromic 
acid or other mineral acid > boron trifluoride , aluminum 
chloride , boron tribromide or other Lewis acid , sodium 
iodide , potassium iodide or other iodide , above-mentioned 
Lewis acid and mixture etc of iodide can belisted as acid . 

It advances said reaction usually ideally with room 
temperature ~150deg C, preferably room temperature 
~120deg C, endsgenerally at 0.5 - 15 hour extent. 

[0421] 

In above-mentioned General Formula (1), when it is a 
compound which shows the phenyl group where 
R<sup>9</sup> at least one has phenyl lower alkoxy group 
on phenyl ring , it ispossible to lead to compound which 
shows phenyl group where R<sup>9</sup> which 
corresponds by catalytic reduction doing this compound at 
least one has hydroxy group on phenyl ring . 

said catalytic reduction is done under existing of reductant in 
suitable solvent . 

for example water and methanol , ethanol , isopropanol or 
other alcohols , acetic acid , ethylacetate , dioxane , 
tetrahydrofuran , diethyl ether , diglyme or other ethers , 
benzene , toluene , xylene or other aromatic hydrocarbons etc 
or these mixed solvent etc can beillustrated as solvent which 
is used here. 

As reductant , palladium black , palladium-carbon , platinum 
oxide , platinum black , platinum carbon , raney nickel or 
other catalytic reduction catalyst can be used. 

said reaction, usually in hydrogen atmosphere of ambient 
pressure ~20atmosphere , preferably ambient pressure 
-lOatmosphere , of usually - isdone with temperature 30 - 100 
deg C, preferably 0~60deg C. 

As amount used of catalyst , it is good to make usually 0. 1 - 
40 weight %, preferably 0.1 ~20weight %,vis-a-vis starting 
material compound . 
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[0422] 

In above-mentioned General Formula (1), when it is a 
compound where compound or R<sup>9</sup> which shows 
phenyl group where R<sup>9</sup> at least one has the 
lower alkanoyl oxy group on phenyl ring shows lower 
alkanoyl oxy group , It is possible to lead to compound where 
compound or R<sup>9</sup> whichshows phenyl group 
where R<sup>9</sup> which corresponds by hydrolysis 
doingthese compound at least one has hydroxy group on 
phenyl ring shows hydroxy group . 

With in or solventless suitable solvent , it can execute this 
hydrolysis , underexisting of acid or base characteristic 
compound . 

for example water, methanol , ethanol , isopropanol or other 
lower alcohols , acetone , methylethyl ketone or other 
ketones , dioxane , tetrahydrofuran , ethyleneglycol dimethyl 
ether or other ethers , formic acid , acetic acid or other fatty 
acids , and these mixed solvent etc can be listed as the solvent 
which is used. 

It can list for example hydrochloric acid , sulfuric acid , 
hydrobromic acid or other mineral acid and formic acid , 
acetic acid , aromatic sulfonic acid or other organic acid etc as 
acid , in addition as basic compound for example sodium 
carbonate , potassium carbonate or other metal carbonate and 
lithium hydroxide , sodium hydroxide , potassium hydroxide , 
calcium hydroxide or other metal hydroxide etc it can list. 

It advances said reaction usually ideally at room temperature 
~200deg C extent, and preferably room temperature ~150deg 
C extent ends generally at 0.5 - 25 hour extent. 

[0423] 

In above-mentioned General Formula (1), when it is a 
compound where R<sup>8</sup> is lower alkoxy group , to 
lead to compound where R<sup>8</sup> which corresponds 
the dealkylation by reacting is hydroxy group it is possible 
this compound . 

In addition when it is a compound (1) which shows phenyl 
group where the R<sup>9</sup> at least one has lower 
alkoxy group on phenyl ring , it is possible to lead to 
compound which is a phenyl group where R<sup>9</sup> 
which corresponds in thesame way dealkylation by reacting, 
at least one has hydroxy group on phenyl ring . 

this dealkylation reaction is done under existing of acid in 
suitable solvent . 

for example water, methanol , ethanol , isopropyl alcohol or 
other lower alcohols , dioxane , tetrahydrofuran or other 
ethers , dichloromethane , chloroform , carbon tetrachloride or 
other halogenated hydrocarbons , acetonitrile or other polar 



Page 459 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP1997221476A 



1997-8-26 



(DttiftS. = *<b*^*. *<b7;U5-*i^ 
= JMb^m^Oju-fxlL 3Hb-*-HJ*A % 

KJ£/Slii§ , ®MS~150 deg c,jff£L<fi^ 
;£~120 deg Clcr»5SlCjtfTU-«ftlC 0.5-1 

[0424] 

-ftaoiaMb^tticfcivc.R 11 t<yj:zL)um 
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[0425] 

-»SC(l)<Dft^*lCj3L^T.R 9 A<**X(4* 
**0***?*lft**?XH:ttMI[?e i~ 

4 mtt&ffiQxittffluo 5 m~\ i &m<Dm 
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*0>*^ C0Mb6*£-«a R 42 X(10b)(xt 
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<7)£<*Tlc£j£$l*T. *tl£-f £ R 9 0**9 

=jiHK*7;u*;u*xiift*7Ju*y*ju* 

4<**Lfc****»**-r-&<b^ftlw*<C 



solvent , acetic acid or other organic acid , or these mixed 
solvent can be listed as solvent . 



for example hydrochloric acid , sulfuric acid , hydrobromic 
acid or other mineral acid , boron trifluoride , aluminum 
chloride , boron tribromide or other Lewis acid , sodium 
iodide , potassium iodide or other iodide , above-mentioned 
Lewis acid and mixture etc of iodide can belisted as acid . 

It advances said reaction usually ideally with room 
temperature ~150deg C, preferably room temperature 
~120deg C, endsgenerally at 0.5-15 hour extent. 

[0424] 

In compound of General Formula (1), when R<sup> 1 K/sup> 
it is a compound which shows phenoxy lower alkanoyl group 
which at least one possesses amino group as substituent on the 
phenyl ring , compound which is displayed with this 
compound and General Formula 
R<sup>4K/sup>X<sup>l</sup> (10 a ) (In Formula, 
R<sup>41</sup> shows lower alkyl group . As for 
X<sup>l</sup> same to description above. )or compound 
which is displayed with General Formula 
R<sup>16</sup>COR<sup>17</sup> (1 1) (In Formula, as 
for R<sup>16</sup> and R<sup>17</sup> same to 
description above. ), compound in reaction scheme -4 (1 h ) 
with compound (10) or reacting under the condition which is 
similar to reaction of compound (11), R<sup>l l</sup> which 
corresponds can lead to compound which is a phenoxy lower 
alkanoyl group which the at least one possesses amino group 
which possesses lower alkyl group as substituent on phenyl 
ring. 

[0425] 

In compound of General Formula (1), when with monocycle 
of saturated or unsaturated 5-member ~1 1 memberring where 
R<sup>9</sup> 1 - 4 has nitrogen atom , oxygen atom or 
sulfur atom of substituted or unsubstituted or heterocyclic 
group of binary ring, it is a compound where heterocyclic 
group has had amino group of the secondary in skeleton , 
compound which is displayed this compound with the General 
Formula R<sup>42</sup>X (10 b ) (In Formula, as for X 
same to description above. R<sup>42</sup> shows lower 
alkyl group , phenyl lower alkyl group or lower alkanoyl 
group . ) or compound which is displayed with General 
Formula R<sup>16</sup>COR<sup>17</sup> (1 1) (In 
Formula, as for R<sup- 16</sup> and R<sup>17</sup> same 
to description above) and, compound in reaction scheme -4 (1 
h ) with compound (10) or compound (11) withreacting under 
condition which is similar to reaction, to amino group of 
secondary of heterocycle residue of R<sup>9</sup> which 
corresponds, is possible thefact that it leads to compound 
which possesses heterocycle residue which the lower alkyl 
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[0427] 



'So 
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group , phenyl lower alkyl group or lower alkanoyl group 
substitutes. 

In addition, compound in compound which is displayed with 
General Formula R<sup>43</sup>OH (12a) 
(R<sup>43</sup> shows lower alkanoyl group . ), reaction 
scheme -1 (2) with compound (3) with reacting under 
condition which is similar to reaction, it is possible to lead to 
compound which possesses heterocycle residue which lower 
alkanoyl group substitutes in amino group of secondary of 
heterocycle residue of R<sup>9</sup> which corresponids. 

[0426] 

Among compound (1) of this invention , compound which 
possesses acidic group can form pharmacologically 
acceptable salt basic characteristic compound and salt . 

As this basic compound , it is possible to illustrate for 
example sodium hydroxide , potassium hydroxide , lithium 
hydroxide , calcium hydroxide or other metal hydroxide , 
sodium carbonate , sodium hydrogen carbonate or other alkali 
metal carbonate salt or bicarbonate ion , sodium methylate , 
potassium ethylate or other alkali metal alcoholate etc. 

In addition, in compound (1) of this invention , compound 
which possesses basic in conventional pharmacological can 
form salt in acceptable acid and easy. 

As this acid , for example sulfuric acid , nitric acid , 
hydrochloric acid , hydrobromic acid or other inorganic acid , 
acetic acid , p-toluenesulfonic acid , ethane sulfonic acid , 
citric acid , maleic acid , rumaric acid , citric acid , succinic 
acid , benzoic acid or other organic acid can be illustrated. 

Also Itaru or other salt and compound of free form (1) with 
regarding to this invention in same way, you can use as active 
ingredient compound . 

Furthermore, configurational isomer , optical isomer is 
included in above-mentioned compound (l),but in same way 
you can use also Itaru etc as active ingredient compound . 

[0427] 

compound which is made objective which is acquired by 
method whichis shown in above-mentioned each reaction 
scheme can be separated frominside reaction system by 
conventional separation means , furthermore can refine. 

As this separation and purification means , for example 
distillation method , recrystallization method , column 
chromatography , ion exchange chromatography , gel 
chromatography , friendship chromatography , preparative 
thin layer chromatography , solvent extraction method etc 
canbe adopted. 
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[0428] 

As for active ingredient, compound which is acquired in this 
way, being effective as the vasopressin antagonist , oxytocin 
antagonist and vasopressin work working agent , as for these 
chemical of the said , it is used with form of general 
pharmaceutical formulation . 

formulation is manufactured making use of filler , extender , 
binder , attaching moisture agent , disintegrating agent , 
surfactant , lubricant or other diluent or vehicle which usually 
is used. 

As this pharmaceutical formulation be able to select various 
form , making representative ones,you can list tablets , pill , 
powder , liquid , suspension , emulsion , granule , capsules , 
suppository , injectable (liquid , suspension etc) etc according 
to treatment objective . 

When it forms in form of tablets , various ones which are 
wellknown from until recently with this field as carrier can be 
usedwidely. 

As example, for example lactose , sucrose , sodium chloride , 
fructose , urea , starch , calcium carbonate , kaolin , 
crystalline cellulose , silicic acid or other vehicle , water, 
ethanol , propanol , single syrup , fructose solution , starch 
liquid , gelatin solution f carboxymethyl cellulose , shellac , 
methylcellulose , potassium phosphate , polyvinyl pyrrolidone 
or other binder , drying starch , sodium alginate , agar 
powder , laminarin powder , sodium hydrogen carbonate , 
calcium carbonate , polyoxyethylene sorbitan fatty acid 
esters , sodium lauryl sulfate , stearic acid monoglyceride , 
starch , lactose or other disintegrating agent , sucrose , 
stearin , cocoa butter , hydrogenated oil or other breakdown 
inhibitor , quaternary ammonium salt group , sodium lauryl 
sulfate or other absorption promotor , glycerin , starch or 
other humectant , starch , lactose , kaolin , bentonite (DANA 
7 1.3. la. 1-2 ), colloidal silicic acid or other adsorbent , 
purified talc , stearate , boric acid end, polyethylene glycol or 
other lubricant etc can be used. 



Furthermore it can designate tablets as tablets , for example 
sugar-coated tablet , gelatin capsule , stomach-soluble coated 
tablet , film-coated tablet or double pill , multilayer pill 
whichadministers conventional coating according to need. 

When it forms in form of pill s those of prior public 
knowledge can beused widely with this field as carrier . 

As example, for example fructose , lactose , starch , cacao 
butter , hardened vegetable oil , kaolin , talc or other vehicle , 
gum arabic powder , traganth powder , gelatin , ethanol or 
other binder , laminarin , agar or other disintegrating agent etc 
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can be used. 

When it forms in form of suppository , those of prior public 
knowledge can beused widely as carrier . 

As example, esters , gelatin , semisynthetic glyceride etc of 
for example polyethylene glycol , cacao butter , higher 
alcohol , higher alcohol can be listed. 

capsules , mixing with various carrier which usually 
illustrated the active ingredient compound at description 
above in accordance with conventional method being filledin 
hard gelatin capsule , flexible capsule etc, it is manufactured. 

When it is manufactured, as injectable , liquid , emulsion and 
suspension to bedone, be able to use those which common use 
are done entirely in the this field as diluent disinfection that at 
same time it is a blood and a isotonic to be desirable, when it 
forms in these form , for example waterand ethyl alcohol , 
macrogol , propylene glycol , ethoxylated isostearyl alcohol , 
polyoxy conversion isostearyl alcohol , polyoxyethylene 
sorbitan fatty acid esters etc can be used. 

Furthermore, in case of this solution of isotonicity 
ismanufactured in pharmaceutical formulation to be possible 
to contain salt , fructose or the glycerin of satisfactory 
amount , in addition it is possible to add conventional 
solubilizer , buffer , anesthetic etc. 

Furthermore according to need colorant , preservative , 
fragrance , flavor agent , sweetener etc and it is possible also 
to contain other drug in pharmaceutical formulation . 

[0429] 

Especially it is not limited as quantity of active ingredient 
compound which itshould contain in pharmaceutical 
formulation of this invention , is appropriately selectedfrom 
broad range , but it is good usually to make approximately 1 - 
70 weight %, preferably approximately 5-50 weight % in 
formulation composition . 

[0430] 

As for administration method of pharmaceutical formulation 
of this invention as for especiallyrestriction it is not, it is 
prescribed with method which to theextent etc of age , gender 
other condition , disorder of various formulation type , patient 
responds. 

In case of for example tablets , pill , liquid , suspension , 
emulsion , granule and capsules , oral dosage it is done. 

In addition in case of injectable or mixing with fructose , 
amino acid or other conventional supplemental liquid with the 
alone , intravenous administration it is done, furthermore 
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[0431] 

1 B^y^lkga L J.^0.6-50mgfSS<!:^ 

tytflfy 10~1000mg CDf&HT^3r£*v50)#a 
[0432] 

immmi 

iB^**i«*«iia»<b^«a)«jfia)fc«)a)iiR 



[0433] 
SAM 1 



intramuscular , intradermal , subcutaneous or intraperitoneal 
administration is done with the according to need alone . 

In case of suppository intrarectal administration it is done. 

[0431] 

dose of this invention pharmaceutical formulation is selected 
appropriately extent etc of age , gender other condition , 
disorder of administration method , patient by, but usually 
quantity of the active ingredient compound , making per day 
body weight per kg , approximately 0,6 - 50 mg extent is 
good. 

In addition it is desirable in formulation of dosage unit form 
for active ingredient compound tobe contained in range of 
approximately 10 - 1000 mg . 

[0432]' 

[Working Example (s ) | 

In order below, furthermore to explain this invention in detail, 
inaddition you list Production Example of above-mentioned 
active ingredient compound , you list the Formulation 
Example of this invention pharmaceutical formulation , with 
Production Example of starting material compound for 
producing the active ingredient compound which is combined 
next in said formulation as Reference Example , 
furthermorelist Test Example of active ingredient compound 
as Working Example . 

[0433] 

Formulation Example 1 



7-^PP-5-C(4-X^U-1-fcf^i/-^)*;i/7K-^ 



<seq> (4 -ethyl - 1- piperazinyl ) carbonyl 7 -chloro - 5- 



<seq>2 -methoxy - methyl *- 1- 



4- (2->^;U^x"JU) K> 



4 - (2 -methylphenyl ) [ben ] 



1 5 O 
g 

150 g 



[zoiru ]) - 2, 3 and 4 and 5 -tetrahydro - 1H- benzo azepine 



Avicel (tradename , Asahi Chemical Co. Ltd. (DB 69-067-2662 ) 
supplied ) 



40g 



40 g 
30g 
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corn starch 



magnesium stearate 



30 g 
2g~~ 



2g 



[hidorokishipuropirumechiruseruro ] 



— X 



[su] 



10g 



10g 



^Ux^uv^Ua— 6000 



polyethylene glycol - 6000 



3g 



3g 



castor oil 



40g 



40 g 



ethanol 



40g 



40 g 



-^attX^T'^gtv^v^A^g^WS 
RIOmm 0**-e*T&-f 

^toftfc&8]£fcKP*v:7pe;u*f;i/-fe;i/n 
-X, /-K'JX^U>yUa-;U-6000» tVvjffiR 

[0434] 

mim 2 

7-$no-5-{CN<2^/x*jU7S/xf^U)^-*y 
;u-75/]*;u7K-;u>t;u}-i-(3,4>v>k+v^ 

>!/-f;U)-2 t 3,4 f 5--rh9tKP-lH-K>!/7*tf 
> 150g^X>^ l.Og 



this invention active ingredient compound , Avicel , corn 
starch and magnesium stearate after mixture grinding, 
pill-making are donewith [kine ] of sugar coat RIOmm . 

tablets which it acquires sheath is done with film coating 
agent whichconsists of hydroxypropyl methylcellulose , 
polyethylene glycol -6000, castor oil and ethanol , film-coated 
tablet is produced. 

[0434] 

Formulation Example 2 

7 -chloro -5- {{N- (2 -diethyl aminoethyl ) -N- methylamino } 
carbonyl methyl } - 1 - (3 and 4 -dimethoxy benzoyl ) - 2, 3, 4 
and 5 -tetrahydro -lH-benzo azepine 150gcitric acid l.Og 

















33. 5g 


lactose 


33.5 g 
















70. Og 


phosphoric acid [nikarushiumu ] 


70.0 g 


^UP-^>7F-68 














30. Og 
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pluronic F- 68 


30.0 g 
















1 5. Og 


sodium lauryl sulfate 


15.0 g 
















1 5. Og 


polyvinyl pyrrolidone 


15.0 g 


7K r JX^U>^ij3— ;K*;UtK9^X1 500) 


4. 5g 


polyethylene glycol (carbo wax 1500 ) 


4.5 g 


tK'Jx^UX/'J^— M*JU^7^X6000) 


45. Og 


polyethylene glycol (carbo wax 6000 ) 


45.0 g 


=i->x$-^ 














30. Og 


corn starch 


30.0 g 












3. Og 


Drying sodium stearate 


3.0 g 










3. Og 


Drying magnesium stearate 


3.0 g 
















as 


ethanol 


suitable amount 



[0435] 

±BSft1K No.60 Z^J-i/UtolV JKUtf 

— ;utfPUK>^ ^M^y^x 1500 &tf fi| 600 



this invention active ingredient compound , citric acid , 
lactose , dicalcium phosphate , pluronic F-68 and sodium 
lauryl sulfate are mixed. 

[0435] 

Above-mentioned mixture wet type granulation is done with 
alcohol make solution which includes sieve , polyvinyl 
pyrrolidone , carbo wan. 1500 and same 6000 with 
No.60screen . 

Adding according to need alcohol , it designates powder as 
paste lump . 

Until corn starch is added, uniform particle is formed, mixture 
is continued. 



Page 466 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP1997221476A 



1997-8-26 



No. 10 **"J->£iliR*tK blsllz 
A*U 100 deg C<D*-Zf>V 12-14 ftfflttJS 

ft«tt : F*No.l6X^«J->'e-5,*l\ 
[0436] 

Stt0JIHl::T*yA£ttCTft. 

tt«**±icA<a.ov»ic-r*fc«>ic3S(-T 



[0437] 
KftJfll 3 



Passing No.lOscreen , you insert mixture in tray , 12 - 14 
hoursdry with open of 100 deg C. 

dried particle it mixes with No.l6screen including sieve , 
drying sodium lauryl sulfate anddrying magnesium stearate , 
with pill making machine compresses in desired shape . 

[0436] 

Above-mentioned core is treated with varnish , talc is done 
dispersing , absorption of moisture vapor is prevented. 

undercoating sheath is done in periphery of core . 

varnish sheath of satisfactory number of times is done 
because for oral administration . 

Completely to be round and furthermore undercoating and 
smooth sheath areapplied tablets in order to make smooth . 

Until desired color texture is acquired, coloration sheath is 
done. 

After drying, polishing coated tablet , it makes tablets of 
uniform gloss . 

[0437] 

Formulation Example 3 



7-<7PP-5-[(4 






<seq>4 7 -chloro - 5- 


-methyl- 1 


-piperazinyl ) carbonyl 




MrV-4- 


(2, 




<seq>2 - [me ] </seq>methyl *- 1- 


[tokishi ] - 4 - 


<seq>2, 


4 -di chloro benzyl 






2, 3, 4 




5— r 


h^tKD-1H-K> 


amino ) benzoyl * 




2 and 3 and 4 


5-[te] 


[torahidoro ] - 1 H- [ben ] 
































5 g 


[zoazepin ] 


5g 




OOO 


) 
) 


















0. 3g 


<seq>molecular weight :4 polyethylene glycol 


000 


0.3 g 
































O. 9g 


sodium chloride 


0.9-g 
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polyoxyethylene - [sorubitanmonooreee ] 



JP7 



0. 4g 



0.4 g 



meta sodium bisulfite 



0. 1g 



0.1 g 



methyl- paraben 



0. 18g 



0.18 g 



O. 02g 



propyl - paraben 



0.02 g 



injectable distilled water 



1 



O. Oml 



0.0 ml 



1b^hU^A£«#Lfc*<b80 deg C-e±lB<D 
»6*tfc»»* 40 deg C *TOMJU **W 

[0438] 
##0] 1 

4--?pp>f;i/$Iii^;uxf;i/ 26.36 g 

* 1,2-V^h+Vl$> 700ml IC5M¥U **» 

ttivc o-h;U3jMVU*n'JK26.5g £*TLfc. 

Ri6»**ii**»±T?3i»n.»«-e3 sfei 



While above-mentioned paraben , agitating meta sodium 
bisulfite and sodium chloride , itmelts in distilled water of 
above-mentioned approximately half with 80 deg C. 

solution which it acquires is cooled to 40 deg C, active 
ingredient compound , of the this invention next polyethylene 
glycol and polyoxyethylene sorbitan mono oleate , are melted 
in above-mentioned solution . 

Next in solution it manufactures in volume of final including 
injectable distilled water , making use of suitable filter paper 
sterilization doing by slerile filtration doing,it manufactures 
injectable . 

[0438] 

Reference Example 1 

4 -chloromethyl methyl benzoate ester 2636% were melted in 
1 and 2 -dimethoxy ethane 700ml , under cooling agitating on 
the ice water bath zinc dust 20.6g and bis triphenyl phosphine 
palladium dichloride 5g were added. 

Consequently o-toluoyl chloride 26. 5g was dripped. 

On ice water bath 3 -day period it agitated reaction mixture 
with 3 hours , room temperature . 

insoluble matter was filtered, residue was washed 
ethylacetate . 

In mother liquor it extracted with ethylacetate including 
sodium bicarbonate-saUirated water . 

sequential you washed organic layer with sodium 
bicarbonate-saturated water , 0.5Nhydrochloric acid , 
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P^X^;U:n-^+)->=50:l~10:l)^. HUX> 



[0439] 

2.77g 20ml f=B;SU ^;St? i mm 

rplli^^h'J^A^^-h 5.54g 
giST* 1 HtmjftttLfe. 

*. 0.5N ttB. fltfDd&*-CH*% 



77-f-(»aa;n-^^-9->:B»X^JU=30:l)-e 

ML*:. 

tO«)lcy^;u 4-{2-?ppx i ? : W<:/7x— h 
C>x<*)A<. ^t^r>^;u 4-(2-<7ppx^u;u) 

vX(*l*2.15g. h?>X(*l* 1.42g, f-f+lte 

[0440] 

##01] 3 

*T)l> 4-(2-'j7PPX : ? 1 'J;U)'Ol/X— h-(H7> 
X(*)1.42g, SNftRlb'J-hU^A 1.6ml RXfMf 
S—)l20m] £SST?3 ftffl. &1>T?2 ftSMlDSft 

L^»*Hlfllttl=Lfc. 



cmt* i6 bihh**. «f tuA&*n-r«& 4- 

36g ftbtlfco 
[0441] 
##01 4 



1997-8-26 

saturated saline , after magnesium sulfate 
drying concentrated, after silica gel column chromatography 
(eluate : ethylacetate :n- hexane =50:1-10:1 ), recrystallization 
did with toluene -n- hexane , 4 -acquired { (2 -methyl 
benzoyl ) methyl } methyl benzoate ester 1 5g. 

[0439] 

Reference Example 2 

4 -methoxycarbonyl benzyl triphenyl phosphonium chloride 
19.1g and suspension it designated sodium methylate 2.77g as 
methanol 20ml , 1 hour agitated with room temperature . 

Including o-chloro benzaldehyde 5g, with room temperature 
furthermore 1 hour it agitatedwith room temperature 
including 1 hour after stirring sodium methylate 5.54g. 

reaction mixture after concentrating, in residue was extracted 
with the ethylacetate including water. 

sequential you washed organic phase , with water, and 0.5 
Nhydrochloric acid , saturated saline after magnesium sulfate 
drying concentrated. 

insoluble matter was filtered in residue including diethyl ether 
-n- hexane . 

mother liquor after concentrating residue was refined with 
silica gel column chromatography (eluate ;n- 
hexane : ethylacetate =30:1 ). 

methyl 4- (2 -chloro styryl ) benzoate (cis isomer ), 
continuously methyl 4- (2 -chloro styryl ) benzoate (trans 
isomer ) liquated inbeginning. 

cis isomer 1.42 g, in each case acquired 2.15 g, trans isomer 
as white powder . 

[0440] 

Reference Example 3 

methyl 4- (2 -chloro styryl ) benzoate (trans isomer ) 1 .42 g, 
5Nsodium hydroxide 1.6ml and methanol 20ml 3 hours , 2 
hours heating and refluxing weredone next with room 
temperature . 

It removed methanol with vacuum , in residue with 
concentrated hydrochloric acid itmade next acidity including 
water. 

When 1 6 hour after stirring , precipitated crystal are filtered 
with room temperature , 4 - (2 -chloro styryl ) benzoic acid 
1 .36 g it acquired as white powder . 

[0441] 

Reference Example 4 
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4-?n^£*#ig 7.2 g Mf¥*-)WaW 20 
mi £ i RlUUinfft93Ktt2ftttU *l=»*(=h;u 

CO 4-?p^£AS1I$p'JK* 2-T5y-2-^ 

;U-1-^D/V— ;U 5.1ml, HJX^U7£> 10ml 
Xl/^PPjt^ 70ml <D;I^fe*IC. jfctfTF 

G®m 0.5N-i£i^S&*Qa£|£7K§fhJ-MJ^A 



«at*S?f PP>4«> 50ml l=»*U 7k,UT. 
^--;U^piJK 7.8ml ^JSTLfcc 

»C3 B*IIIHI*Mk*ftl=U 5N-JMMM+U 



*i/^A!S:*|f St, 2-(4-^ r P ; E7x^;U)-4,4- 
5?^;U-2^-4r"y-!/U>A<*lfiatt»i:Lr 8.3 
5g fS^tvfco 

bpl62-164 deg C/22mmHg. 

[0442] 

##0J5 

V^-v^A 526mg Xtf&JtT-h^fcKP^V 
50ml £J)PS&ii3iET 2-(4-^ r P ; E7x-;U)-4,4-v 
>^U-2-**1^./'J> lg <Dft*rh7fcKn:77 
>(10ml)j§;^|-;TSTL7io 

(4-'5 r P : E7i-;i,)-4,4-v> i 3 1 Jl,-2-?|-^'+J- , / , J> 
4g fcSJSTU:. 

*fl)*30.5MJM*tt, *«l=Lr.o-h^7;U7fc: 

K 2.16ml £SfcTLfc. 

7k^T* 1 KM. SST? 2 ftfflfltttft, IfelDttft 
*«Jf£ lN-11tt.flBfDftlft**-*-MJ4ii 

J*^*-y->:BilX^;u=4~2: 1 )l=«fcy 2-{4-C 1 

-(2->^;U7i-;L.)-i-tKP+-»5 L ;u] - 7i- 

<tLT 3.07g »fc. 
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4 -bromo benzoic acid 7.2g and 1 hour heating and refluxing 
later it concentrated thionyl chloride 20ml , next 
itconcentrated for second time in residue including toluene . 

this 4- bromo benzoic acid chloride 2 -amino -2- methyl -1- 
propanol 5.1ml , triethylamine 10ml and under ice cooling 
was dripped in mixture of the dichloromethane 70ml . 

reaction mixture dichloromethane was extracted with room 
temperature including 3 hours after stirring , ice . 

sequential you washed organic phase with 0.5 N- 
hydrochloric acid , saturated aqueous sodium bicarbonate , 
saturated saline , after magnesium sulfate drying 
concentrated. 

residue was melted in dichloromethane 50ml , under ice 
cooling , thionyl chloride 7.8ml was dripped. 

With room temperature it made 3 hours after stirring ice 
cooling , added 5 N- solium hydroxide water gradually and 
made the alkalinity . 

When dichloromethane it extracts, water wash , magnesium 
sulfate drying does organic layer , 2 - (4 -bromophenyl ) - 4 
and 4-dimethyl -2- oxazoline 8.35 g it acquired as colorless 
oil. 

bp 162-164deg C/22mmHg . 
[0442] 

Reference Example 5 

magnesium 526mg and dry tetrahydrofuran 50ml under 2 
heating and refluxing - (4 -bromophenyl ) - 4 and 4 -dimethyl 
-2- oxazoline 1 g weredr ipped to dry tetrahydrofuran (10 ml ) 
solution . 

Heating was stopped, 2 - (4 -bromophenyl ) - 4 and 4 
-dimethyl -2- oxazoline 4g were dripped with the rate of 
extent reflux of doing slow. 

At that occasion o-tolualdehyde 2.16ml was dripped to 30 
minute after stirring , ice cooling . 

With ice cooling it discontinued reaction with 1 hour , room 
temperature including 2 hours after stirring , saturated 
ammonium chloride water, ethyl acetate extraction did. 

sequential you washed organic layer with 1 N- hydrochloric 
acid , saturated aqueous sodium bicarbonate , saturated 
saline , after magnesium sulfate drying concentrated. 

3.07 g it acquired with [shirirogerukaramukuromatogurafii ] 
refining (eluate ;n- hexane rethylacetate =4-2:1 ) 2 - {4 - {1 - 
(2 -methylphenyl ) - 1 -hydroxymethyl } phenyl } - 4 and 4 
-dimethyl -2- oxazoline as white powder . 
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[0443] 

, H-NMR(200MHz,CDCl 3 ) Sppm:1.35(6H,s), 2. 
24(3H,s), 3.04(lH,d,J=4Hz), 4.08(lH,s), 5.99(1 
H,d,J=4Hz), 7.03-7.55(6H,m), 7.76-7.94(2H, 
m) 0 

[0444] 

2-{4-[l-(2-/^U^x-;U)-l-tKP^rV> : ? L ;U] 
•PJL-WAA-Vttjls-I-**-*)-*/ 1 )^ 3.0g, " 

mt^y^iy 2o g &i/v£pp>$> somi £^ 

(2->T;UK>V k ^;U)^x-;U]-4,4-v^5 1 ;U-2- 
**^/'J>£ 2.86g*Sfc<> 

[0445] 

1 H-NMR(200MHz,CDCl 3 ) 6 ppm: 1 .40(6H,s), 2. 
33(3H,s), 4.14(2H,s), 7.12-7.54(4H,m), 7.76-7. 
92(2H,m), 7.95-8. 14(2H,m) 0 

[0446] 

##0«7 

2-[4-(2->5 1 ;i/K>y^;upx~;U]-4,4-vy5 1 
;U-2-**Wj> 2.86g Rtf 4.5M £B 150ml 

£ 4-(2-y^;u^>i/^;u)SJ&SiSA<afe«»* 

£LT 2.23g«b*lfco 
[0447] 

, H-NMR(200MHz,CDCl 3 ) 5ppm:2.37(3H,s), 7. 
19-7.58(4H,m), 7.80-8.03(2H,m), 8.10-8.35(2H, 
m), 10.4(lH,brs) o 

[0448] 

##0»]8 

7JUa>a35T, 3->h*v-4-hU?;i~t-P>9 1 
0)HUX> 200ml JgJfc'V ^h^+X(h'J^x- 

;u^^-x^>)/^v^A o.9 g ^iP^.^Slc 

(2->^U?x" 3.2g. U^O A 

on u k l.oig jttf 2m aa-j-Hj ^ 1 1 . 

9ml £JP;L. 100 deg C \ZX 2 rtPelji JtLfco 



[0443] 

<sup>K/sup>H-nmr (200 MHz , CDCKsub>3</sub> );de 
ppm :1.35 (6 H, s ), 2.24 (3 H, s ), 3.04 (1 H, d, J=4Hz ), 4.08 
(1 H, s ), 5.99 (1 H, d, J=4Hz ), 7.03 - 7.55(6 H, m ), 7.76 - 
7.94 (2 H, m ). 

[0444] 

Reference Example 6 

2 - {4 - {1 - (2 -methylphenyl ) - 1 -hydroxymethyl } phenyl } 
- 4 and 4 -dimethyl -2- oxazoline 3.0g, manganese dioxide 
20g and it mixed dichloromethane 50ml with room 
temperature , 2 hours , after that 3 hours heating and refluxing 
did with room temperature . 

When insoluble matter is done celite filtration and chloroform 
after washing, the mother liquor is concentrated, 2 - {4 - (2 
-methyl benzoyl ) phenyl } - 4 and 4 -dimethyl -2- oxazoline 
2.86 g wereacquired as pale yellow oil . 

[0445] 

<sup>K/sup>H-nmr (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.40 (6 H, s ), 2.33 (3 H, s ), 4.14 (2 H, s ), 7.12 - 7.54 
(4 H, m ), 7.76 - 7.92(2 H, m ), 7.95 - 8.14 (2 H, m ). 

[0446] 

Reference Example 7 

2 - {4 - (2 -methyl benzoyl ) phenyl } - 4 and 4 -dimethyl -2- 
oxazoline 2.86g and 4.5 Mhydrochloric acid 150ml were done 
8 -hour heating and refluxing . 

When it cools to room temperature , it filters precipitate 
including water,4 - (2 -methyl benzoyl ) benzoic acid 2.23 g it 
acquired as white powder . 

[0447] 

<sup>l</sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :2.37 (3 H, s ), 7.19 - 7.58 (4 H, m ), 7.80 - 8.03 (2 H, 
m ), 8.10 - 8.35 (2 H, m ),10.4 (1 H, brs ). 

[0448] 

Reference Example 8 

Under argon stream , 3 -methoxy -4- trifluoromethyl 
sulfonyloxy methyl benzoate ester 5g to toluene 200ml 
solution , including tetrakis (triphenyl phosphine ) palladium 
0.9g,5 min it agitated with room temperature . 

To there, including (2 -methylphenyl ) boric acid 3.2g, lithium 
chloride 1.0 lg and 2 Msodium carbonate aqueous solution 
1 1.9ml , 2 hours it agitated withlOO deg C. 

Including water, palladium was filtered celite , filtrate 
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y;u*5A£p^h^7-f— (^UJ;fc;n-<Mr-9- 
>-WKx^^:n-'N+-9->=l:10)IC#L,4.07g 

;uxxx;u£;fitM^<!:LT<#fc„ 

[0449] 

'H-NMR(200MHz,CDCl 3 ) 8 ppm:2.12(3H,s), 3. 
82(3H,s), 3.95(3H,s), 7.02~7.48(5H,m), 7.63(1 
H,d,J= 1 .5 1Hz), 7.7 1 (1 H,dd,J=l .5Hz,7.74Hz)„ 



[0450] . 

mmmm 22, 23 35-64 oit^^m 

[0451] 
#%0IJ9 

7;U=f>HfflftT. 2-(4-7i-;U-2-^h^ri/7i 
- ;U)-4,4-v>^;U-2-^-9-yj> 3.00g 
tK^7> 30ml (cgfttt, *»±l=T*»«* 

^P5K-xh5tKP75>jt;*8.0ml^^l^ 
TUfco 

STFllTtt* WM\zKL 16 B#F s 1Jt#Lfco 



£»5«*SflE*»±l=T)**lliMrF, fi&*Qi£ 
fc7>*-^A7K;§;$30ml£JjQ7L, £ai=HL 



7KB cfcyKigx^ju-ettfcboomi x 2)L 
*OT*fcfr1*,tt»*tt*ft$*(l00mlx2) 

P Vh-y (5§ til ft P P y^>:n-^+-9- 
>=1:2-»1:1)I=T*«U *«£*EB*flL 2- 
(4-7x^.;U-2-n-^Pt°;U7i— 7L.)-4,4-v>^;U- 

2-**-y-^/'j>**ifeawtt»»tLr. 2.8i g 

[0452] 

l H-NMR(200MHz,CDCl 3 )(Spp m :0.98(3H,t ) J=l 
1.3Hz), 1.39(6H,s), 1.52-1.77(2H,m), 2.99(2H, 
dd,J=7.5Hz,J=9.5Hz), 4.08(2H,s), 7.30-7.51(5H, 
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wasextracted with diethyl ether . 

After water wash drying, vacuum distillation it did ether 
layer , attached on silica gel column chromatography 
(eluate ;n- hexane *ethylacetate :n- hexane =1:10 ), it 
acquired 3 -methoxy -4- (2 -methylphenyl ) methyl benzoate 
ester of 4.07 g as oil . 

[0449] 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :2.12 (3 H, s ), 3.82 (3 H, s ), 3.95 (3 H, s ), 7.02 - 7.48 
(5 H, m ), 7.63 (1 H, d, J=l .51Hz ), 7.71(1 H, dd, J=l .5Hz , 
7.74Hz ). 

[0450] 

Postscript Working Example 2 2, 2 3 and compound 35-64 
was acquired making use of the suitable starting material , to 
similar to Reference Example 8. 

[0451] 

Reference Example 9 

Under argon atmosphere , 2 - (4 -phenyl -2- methoxyphenyl ) 
- [tetorahidofuran ] in ;J0 ml it cooled agitated 4 and 
4-dimethyl -2- oxazoline 3.00g after melting and on ice bath . 

Approximately 2 mole/liter -n- propyl magnesium bromide 
-tetrahydrofuran solution 8.0ml were dripped gradually with 
same temperature . 

After end of dropping addition , you reset to room 
temperature and 16 hours agitated. 

reaction mixture for second time under cooling agitating, after 
resettingto room temperature including saturated ammonium 
chloride aqueous solution 30ml , organic layer fraction 
collection was done on the ice bath . 

Furthermore, from water layer it extracted (30 ml X 2 ) with 
ethylacetate . 

It adjusted organic layer , dried after saturated saline washing 
(100 ml X 2 ) and on the magnesium sulfate . 

solvent after vacuum distillation , residue was refined with 
silica gel column chromatography 

(eluate ;dichloromethane :n- hexane =1:2*1:1 ),solvent 2.81 g 
was acquired after vacuum distillation , 2 - (4 -phenyl -2- n- 
propyl phenyl ) - 4 and 4-dimethyl -2- oxazoline as colorless 
and transparent viscous oil . 

[0452] 

<sup>K/sup>H-nmr (200 MHz , CDCKsub>3</sub> );de 
ppm :0.98 (3 H, t, J=11.3Hz ), 1.39(6 H,s), 1.52- 1.77 (2H, 
m ), 2.99 (2 H, dd, J=75Hz , J=9.5Hz ), 4.08 (2 H, s ), 7.30- 
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m), 7.52-7.63(2H,m), 7.78(lH,d,J=6.5Hz) 0 
[0453] 

10 

m&M 30ml JkWmM 10ml ©S^5*IC 2-(4 
-7x-^-2-n-^Pt°;L/^x~;U)-4,4-v>^;U-2- 
2.70g BRSj(9 B*|H|x3) 

v£PP>$>:>$/-;U==50:l)U 

4-7x- ;U-2-n-^P tf JU£A*B£ m&ftftt 
LT.1.67g fffco 

[0454] 

mpl07.5~108.5 deg C c 
[0455] 

11 

2-(4-^P^E-2^5 L ;U7x-;i/H > 4-vy : ? 1 ;U-2-^- 
*WJ> 5g ©K«-Th5tKD75> 40ml m 
fflZ % -70 deg C ICT, l.eMn-^^U'J^^A 1 
4.0ml <D n-^>Mf;lTLfco 

HSST? 30 V^P^+it/> 2.1ml 

£STU *tf>£* 1 B*lfflflM*Lfc. 

ttJML *8E£*EBSU »StSS/U*^;u 

>^y-;U=100:l-*60:l)IZ#L.7 7 -feh>-n-^ 
■tf-XCTfUSiSU 2-[4-(l-fcKP*$/-l-$/0P 

**!/'J>*4.29g»fc. 
[0456] 

l H-NMR(200MHz,CDCl 3 ) 5 ppm: 1.14-1. 98(1 1H, 
m), 1.38(6H,s), 2.57(3H,s), 4.05(2H,s), 7.19-7. 
45(2H,m), 7.72(lH,d,J=8.1Hz) 0 

[0457] 

#*« 12 

2-[4-(l-tKP+V-l-V^P^vVl/)-2-^>/U^ 
i^;U]-4.4-S/^;U-2-**-S-!/y> 4.29g <DWt 
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7.51 (5 H, m ), 7.52 - 7.63 (2 H, m ), 7.78 (1 H, d, J=6.5Hz ). 
[0453] 

Reference Example 10 

3 -day period (9 hours X 3 ) heating and refluxing it made 
mixed solution of concentrated hydrochloric acid 30ml and 
glacial acetic acid 10ml 2 -(4 -phenyl -2- n- propyl phenyl ) - 
including 4 and 4 -dimethyl -2- oxazoline 2.70g. 

reaction mixture after vacuum concentration and on ice bath 
was cooled in approximately 1/2. 

It filtered precipitated crystal , silica gel column 
chromatography refining (eluate ;dichloromethane 
*dichloromethane :methanol =50:1 ) did this precipitated 
crystal , after the vacuum distillation , residue crystal 
recrystallization did solvent with n- hexane , 1 .67 g itacquired 

4 -phenyl -2- n- propyl benzoic acid as colorless needle . 

[0454] 

mpl07.5~108.5deg C. 
[0455] 

Reference Example 1 1 

2 - (4 -bromo -2- methylphenyl ) - 4 and 4 -dimethyl -2- 
oxazoline 5g in dry tetrahydrofuran 40ml solution , - with 70 
deg C, n- hexane solution ofl.6 Mn -butyl lithium 14.0ml was 
dripped. 

After 30 minutes agitating, it dripped cyclohexanone 2.1ml 
with same temperature , 1 hour agitated that way. 

Including water, after vacuum distillation doing 
tetrahydrofuran , it extractedwith diethyl ether . 

diethyl ether layer after drying, vacuum distillation it did 
solvent with anhydrous magnesium sulfate , the residue it 
attached on silica gel column chromatography 
(eluate ;dichloromethane :methanol =100:1*60:1 ), 
recrystallization did with acetone -n- hexane , 2 - {4 - (1 
-hydroxy -1- cyclohexyl ) - 2 -methylphenyl } - 4.29 g 
acquired 4 and 4 -dimethyl -2- oxazoline . 

[0456] 

white powder 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.14-1. 98 (1 1 H, m ), 1.38 (6 H, s ), 2.57 (3 H, s ), 4.05 
(2 H, s ), 7.19 - 7.45 (2 H, m ), 7.72(1 H, d, J=8.1Hz ). 

[0457] 

Reference Example 12 

2 - {4 - (1 -hydroxy -1- cyclohexyl ) - 2 -methylphenyl } - 4.4 
-dimethyl -2- oxazoline 4.29g 2 day reflux it made acetic acid 
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M 40ml %&\Z \0%i§M 20ml £ JP;u 2 B NHS 
^4r*=^2-^;uSAff 2.61g f»fc. 



[0458] 

'H-NMR(200MHz,CDCl 3 ) (5 ppm: 1 .55-1 .93(4H, 
m), 2.13-2.31 2.32-2.56(<& 2H,=& m), 2.66 
(3H,s), 6.17-6.34(lH,m), 7.15-7.42(2H,m), 7.9 
0-8.18(lH,m) e 

[0459] 

##0J 13 

4-*>$n^=Hz-JU-2-.>^,Jl/£jftSIg 2.61g O 
JL$S-)l 30ml atXPKx^^U 30ml ftftlc 
5%/<7i^A-ft* 0.4g £jQ;u 7Km#Hm 
T. *a#ET 30 ttltftLfc, 



SA&ttKU T-feK/n-^* 
SfejfLT. 2.27g <D 4-v^P 

[0460] 

mpl29~130 deg C 
[0461] 

14 

N-y^-IUtf^UK^ 5ml IC 4-^x^Hf^iJ>v 
> 0.5g, p-^UfrPK^/^HJJU 0.37g Stf@t 
lt*U^A0.78g£?gfl?U 120 deg CT*5B#ffl 

filSfclcMIx*^ 50ml £Jn;L, 

ffl&U *ET-Cft»LT 4-7i-;H-(4-->7 
SPx^.)^**)*?^ 0.39g SfeS+ttirLT 

[0462] 

mpl67~169 deg C„ 
[0463] 

&%m is 



1997-8-26 

40ml solution including 10% hydrochloric acid 20ml . 

crystal which it precipitates was filtered, after water wash , 
drying, 4-cyclohexeny) -2- methyl benzoic acid 2.61 g were 
acquired. 

[0458] 

white powder 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.55- 1.93 (4 H, m ), 2.13 - 2.31 and 2.32 - 2.56 (Each 2 
H, each m ), 2.66 (3 H, s ), 6.17 -6.34 (1 H, m ), 7.15 - 7.42 (2 
H,m), 7.90 -8.18(1 H, m ). 

[0459] 

Reference Example 1 3 

4 -cyclohexenyl -2- methyl benzoic acid 2.61 g under 
hydrogen atmosphere , ambient temperature ambient pressure 
lower 30 minutes it agitated in the ethanol 30ml and 
ethylacetate 30ml solution including 5% palladium -carbon 
0.4g. 

celite it filtered palladium -carbon , solvent of filtrate after the 
vacuum distillation , it filtered crystal , crystallization did 
with acetone -n- hexane , washed,2.27 g acquired 4 
-cyclohexyl -2- methyl benzoic acid . 

[0460] 

white powder 
mpl29~130deg C. 
[0461] 

Reference Example 14 

4 - [fenirupiperinjin ] it melted 0.5 g, p- fluorobenzonitrile 
0.37g and potassium carbonate 0.78g in N- methyl piperidone 
5ml , 5 hours agitated with 120 deg C 

You washed after drying you filtered due to magnesium 
sulfate , in reaction mixture including ethylacetate 50ml , with 
purified water , under vacuum concentrated. 

It filtered insoluble crystal dried under vacuum and it 
acquired in the residue which it acquires including methanol , 
(4 -cyanophenyl ) piperidine 0.39g, 4 -phenyl -1- as white 
needle . 

[0462] 

mpl67~169deg C. 
[0463] 

Reference Example 1 5 
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4-7x^;U-l.(4-*>T/"7i-;U)tf^'Ji?> 0.39g 
IZffiM 10ml $.lfm&& 10ml $-iPX-C 5 BfPtlj 

UT 4-7i=.;i/-l-(4-*;U^4r*>7x=.;i/)bf'<'J 
Sfc/ 0.39g afe»*tti:l,T#fc. 

[0464] 

mp257~259 deg C(ttft?)„ 

[0465] 

♦*« 16 

7f^^e^5i?> lOOg ;U 500ml l^fr 

U 3^bX^;u 19.8ml £fc*lC;j§TLfc 0 

Ltz. 

Ls l-x^vu^t^v^ 50g £»fc. 
[0466] 

bp86~88 deg C/37mmHg 

1 H-NMR(200MHz,CDCl 3 ) <5 ppm: 1 .06(3H,t,J=7. 
2Hz), 1.68-1.93(2H t m), 2.54(2H,q,J=7.2Hz), 2. 
63-2.76(7H,m), 2.87-3.01(2H,m) o 

[0467] 

##« 17 

;u-2--& □ □ - 1 - h U 7;ut p ^ux;u* 

-;U^V^<>-tf > 35g 0 ;U^UA75K 
300ml &ffiz % -IMbftJfcSllftT, 
v^A 1.1 7g, 1.3-eX(v^x-;U7nX7^y)^P 
4.29g. x£/— ;U 91.5ml Xtf HJX^I/7 
29.0ml £JJP;L, 80-90 deg C T? 6 B^r^ADUft 

ft»x^;U;n-^*i#-l/=l:100)ICftL, 4-?xx 
J^PP$Iflxfi^ 20.9g,*fta« 

[0468] 

1 H-NMR(200MHz,CDCl 3 ) d ppm: 1 .42(3H,t,J=7. 
0Hz), 4.42(2H,q,J=7.0Hz), 7.28-7.78 7.85- 
8.18(± 8H,m) 0 



4 -phenyl -1-5 hours reflux it made (4 -cyanophenyl ) 
piperidine 0.39g including acetic acid 10ml and the 
concentrated hydrochloric acid 10ml . 

It concentrated reaction mixture , it filtered insoluble crystal 
in residue including diethyl ether -methanol , dried under 
vacuum and it acquired (4 -carboxy phenyl ) piperidine 0.39g, 
4 -phenyl -1- as white powder . 

[0464] 

mp257~259deg C (Disassembly). 
[0465] 

Reference Example 16 

homo piperazine lOOg was melted in ethanol 500ml , ethyl 
iodide 19.8ml was dripped gradually. 

overnight after agitating, filtering insoluble matter with room 
temperature , itremoved. 

After removing solvent under vacuum , it refined 
withdistillation, acquired 1 -ethyl homo piperazine 50g. 

[0466] 

colorless oily 

bp 86~88deg C/37mmHg 

<sup>l</sup>H-nmr (200 MHz , CDCKsub>3</sub> );de 
ppm :1.06 (3 H, t, J=7.2Hz ), 1.68 - 1.93 (2 H, m ), 2.54 (2 H, 
q, J=7.2Hz ), 2.63 - 2.76 (7 H, m ), 2.87 -3.01 (2 H, m ). 

[0467] 

Reference Example 17 

4 -phenyl -2- chloro -1- trifluoromethyl sulfonyloxy benzene 
35g in dimethylformamide 300ml solution , 6 hours heat and 
stir it did with 80 - 90 deg C under the carbon monoxide 
atmosphere , including palladium acetate 1.1 7g, 1.3- bis 
(diphenylphosphino ) propane 4.29g, ethanol 91.5ml and 
triethylamine 29.0ml . 

trace adding n- hexane to reaction mixture including water, 
itextracted with ethylacetate . 

ethyl acetate layer after water wash drying, residue it attached 
on silica gel column chromatography (eluate ;n- hexane 
♦ethylacetate :n- hexane =1 : 1 00 ),it acquired 4 -phenyl -2- 
chloro ethyl benzoate as 20.9 g, colorless oil . 

[0468] 

<sup>l</sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1 .42 (3 H, t, J=7.0Hz ), 4.42 (2 H, q, J=7.0Hz ), 7.28 - 
7.78 and 7.85 -8.18 (All 8 H 5 m). 
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[0469] [0469] 

iS^i&£ij#E-Jjfl#4£:ffll V B»Jl2###IJ 17 tl^fi Making use of suitable starting material , being similar to 
l-TTS5(7> < ibn'#l$"^S/ro aforementioned Reference Example 17, itacquired 

below-mentioned compound . 

[0470] [0470] 

[* 1] [Table 1 ] 
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4-^Af-CH 3 
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R« : 2-CI 


R23 : 
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mm* 










R» : 
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R23 : 
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m : 






[0471] 




[0471] 


2] 




[Table 2 ] 
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#^09 21 
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4-N~VcH 2 -/~^\ 

> f \ — / 
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[0472] [0472] 
[S3] [Table 3] 
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23 








lit; xi l 

R9 : 
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R8 


: 2-NO2 


R23 : 


-COOCH3 




r 


0$ : 








##01 24 








R9 : 
P : 


J 

NH 

1 


R8 


: 2-Cl 


R23 : 


-COOCH3 






m 








25 








mm 

R9 : 
P 


CI 

1 


RB 


: ' 2-CH3 


R23 : 


-COOCH3 






*§ B a B ^ : 
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[0473] [0473] 



[84] 




[Table 4] 


##W 26 






R5> : 


4— f N 




P : 


1 


R* : 2-CH 3 


RM : 


-COOCH 3 




la : 


infers** 




##0J 27 






flHS 

R9 : 






P : 


i 


R« : H 


R23 : 


-COOCH 3 




mm : 


96-98t: 
£«£ 




[0474] 




[0474] 


[»5] 




[Table 5 ] 
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##00 28 
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[0475] 




[0475] 





[«6] [Table 6] 
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[0476] [0476] 
[«7] [Table 7] 
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[0477] [0477] 
[* 8] [Table 8 ] 
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mm 36 

R9 



1 R* : 2-OCH 3 



R23 : -COOCH3 

: mm 



37 
R> 



1 R« : 2-OCH 3 



R23 ; -COOCH3 



38 
R9 



1 R* : 2-OCH3 



R23 : -COOCH3 

m : 



57,296) 
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[0478] [0478] 
[S 9] [Table 9 ] 
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39 
R9 : 



R9 



4 -Q" CH3 



p : 2 R8 : 3, 5-di-OCH 3 

R23 : -COOCH3 

im : mi. 



R23 : -COOCH3 

mm mm 



R8 : 3-OCH3 



##09 41 

mm 

R9 



CH 3 



R23 : -COOCH3 



R6 : H 



57,296) 
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[0479] [0479] 
[S 10] [Table 10] 
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[0480] [0480] 

[Table 11] 
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[0481] [0481] 
[S 12] [Table 12] 
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[0482] [0482] 
[8 13] [Table 13 ] 
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[0483] [0483] 
14] [Table 14 ] 
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[0484] [0484] 
[^15] [Table 15] 
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[0485] [0485] 
16] [Table 16] 
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[0486] [0486] 
[*17] [Table 17] 
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[0487] 




[0487] 





JSS^£±i^JSf4$ffll X N H'Jlfi#%0 1 ] 3^ 7 % 10 X Below-mentioned compound was acquired making use of 
l± 12 <t|p]4i(::L"CTfE0Mb ca 103$f#fco suitable starting material , tosimilar to aforementioned 

Reference Example 3, 7, 1 0 or 1 2. 

[0488] [0488] 

t*18] [Table 18] 
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[0489] [0489] 
[*19] [Table 19] 
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[$ 20] [Table 20 ] 
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[0491] [0491] 
[$21] [Table 21] 



Page 510 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP1997221476A 



1997-8-26 



mm 74 








R9 : 








P : 


1 


R8 


2-N0 2 


MM : 

mm : 


199 - 201 1; 






#W 75 








R* : 


0 

JL 

4-rr n-ch 3 






P : 


l 


R8 


2-Cl 


: 


Sift 






76 










0 

A ,CH 3 

4-isr N-CH^fr 

\ / CH 3 




- 


P 


l 


R« 


: 2-Cl 


mm : 









Page 51 1 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP1997221476A 1997-8-26 

[0492] [0492] 
[$ 22] [Table 22 ] 
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[g 23] [Table 23 ] 
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[Table 40 ] 
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[0511] [0511] 

2IS&tfjj£)S#4£ffll\ mrifl###] 17 <t|s]f$ Below-mentioned compound was acquired making use of 

IcLTTISCD-lb^^^^fco suitable starting material , tosimilar to aforementioned 

Reference Example 1 7. 

[0512] [0512] 
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1H-NMR (CDC1 3 , 200MHz) 5ppm: 
3.97 (3H, s). 7.48-7.62 (3H, m), 
7.81 (lH.dd, J=8.0Hz, J=0.8Hz), 
7.98-8.17 (2H, m), 8.34(lH,dd, 
J=8.0Hz, J=2.2Hz), 9.28 ( 1 H, dd, 
J=2.2Hz, 0.8Hz). 


133 


CH 3 


1H-NMR (CDCI3, 200MHz) 8ppm: 

2.38 (3H, s), 3.98 (3H, s), 7.19-7.50 
(4H. m). 7.50 (1 H. dd. J=0.8Hz. 
J=8.0Hz), 8.35 (1H, dd, J=8.0Hz, 
J=2.0Hz). 9.30 (1H. dd. J=0.8Hz. 2.0Hz) 


134 


cH3 ° 2c -0~0 


St.*: iio-inr 



[0513] [0513] 

BSfttB^JS^ffltV flfB###) 3, 7. 10 X Below-mentioned compound was acquired making use of 
l± 12 £Hti[CLTT!E<D4b£tt£f#fco suitable starting material , tosimilar to aforementioned 

Reference Example 3, 7, 1 0 or 1 2. 

[0514] [0514] 
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[0515] [0515] 

17 tl^l^f Below-mentioned compound was acquired making use of 
iZLZTf&CDitn tt£Wfco suitable starting material , tosimilar to aforementioned 

Reference Example 17. 

[0516] [0516] 
[« 43] [Table 43] 
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[0586] 
»#« 77 

'H-NMR^OOMHz^MSO-de) 6 ppm:3.3-3.41(2 
H,m), 3.75-3.95(2H,m),.4.39(2H,s), 7.2-7.45(5 
H,m), 7.5(lH,dd,J=9Hz,J=2.2Hz), 7.84(lH,d,J- 
9Hz), 7.88(lH,d,J=2.2Hz) 0 

[0639] 



1 

4-lh*$/-2-*h*i/SA*« 0.33g &&it*t 
-Jls 10ml Kit^U 30 »P B 1iD^iS3£Lfco 

C0t<D£3&ETlC;l$g& % HH> 20ml £flD 

^b^lfc 4-xh=H/-2o*h*v*>7^U$a»J 
K£i?*PD*4C/ 10ml IC;§^Lfc&. tK;§±-C 



[0586] 

Reference Example 77 

<sup>l</sup>H-nmr (200 MHz , DMSO 
-d<sub>6</sub> );de ppm :3.3- 3.41 (2 H, m ), 3.75 - 3.95 (2 
H, m ), 4.39 (2 H, s ), 7.2 - 7.45 (5 H, m ), 7.5 (1 H, dd, 
J=9Hz , J-2.2Hz ),7.84 (1 H, d, J=9Hz ), 7.88 (1 H, d, 
J=2.2Hz ). 

[0639] 

Working Example 1 

It melted 4 -ethoxy -2- methoxy benzoic acid 0.33g in thionyl 
chloride 10ml , 30 minute heating and refluxing did. 

Again this after concentrating, under vacuum it concentrated 
under vacuum including toluene 20ml . 

4 -ethoxy -2- methoxy benzoyl chloride where it acquires 
after melting in dichloromethane 10ml , on ice bath were 
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0 deg C IZftfilLsl-tmU-S-tN-^fr-W-il- 
*s^)\,7^J^=f-)V)T^J}i})\,ft~)\,*=f- fr- 
it ,4,5-T-h^t KP-lH-^>77-tf t°> 0.5g £JP 

*.fco 

ttlvC* MJx^U7=> 0.6ml £JDtL ^<D*S 

PP>^>:>^/-;U=50:K5:l)ICTffiSiLfco 
o.imi ^n^.3aET(cilffi-r^c<tlCcty 7-* 

□ P-5-[N->5 1 ;U-N-(2-vX^ 1 ;U7 r Syx^;U)T 

sy]*;u^-;u^;u-i-(2->h+i/-4-xh^rv 

^> % y-f;U)-2,3,4,5-T-|-5tKP.lH.^077-tf 
e>a>*IW£ftfe*£»*£LTttfc(0.2 

g)o 

[0640] 

1 H-NMR(200MHz,DMSO-d 6 ) 6 ppm:0.98-2.06(l 
3H,m), 2.61 -4.88(2 lH,m), 6.18-7.45(6H,m), 1 
0.42-1 L52(lH,m) 0 

[0641] 

mmm2 

Omi sjn A. 2 KFp1inSftJ13ELfc 0 

ttfc*3j-^u*B*U 4-v^P^+v;uK>^/ 
-f;u*pyK*#fc. 

5-xh+v*;u7K— ;u>^-;i/-7-^pp-2,3 s 4,5-T- 

h^t KP-lH-K>!/74f t°> 2.2g (Dv<>PP>£ 
> 50ml ;g&|Ct: U v> 3.3g £ to*, Sfcl^Kft 

»re**au»Lfc. 

**** aa-** at?k 

;u*5A^PTh^^-f— (»B*;S/^PP>* 
»l::T««LT. 5-xh+i>*;U7Hx ;uy^jU-7 
-^PP-l-(4-v^P^+v;uK>^^;U)-2,3,4,5- 
xh7fcKP-lH--<>774? fcf > 4g £*#fc 0 

[0642] 

1 H-NMR(200MHz 5 CDCl 3 ) 5 ppm: 1 .27(3H,t,J=7. 



1997-8-26 

cooled in 0 deg C, 7 -chloro -5- {N- methyl -N- (2 -diethyl 
aminoethyl ) amino } carbonyl methyl -2, 3, 4, 5-tetrahydro 
-lH-benzo azepine 0.5g was added. 

Consequently, 2 hours it agitated with that way temperature 
including triethylamine 0.6ml . 

In reaction product with dichloromethane after extracting, it 
dried with sodium carbonate including water. 

It refined with silica gel column chromatography 
(eluate ;dichloromethane :methanol -50:1-5:1 ). 

It melted oil which it acquires in ethanol , 7 -chloro -5- {N- 
methyl -N- (2 -diethyl aminoethyl ) amino } carbonyl methyl 
-1- (2 -methoxy -4- ethoxy benzoyl ) - 2, 3, 4 and 5 
-tetrahydro -IH-benzo azepine designating acetate as 
colorless amorphous ones, by concentrating under vacuum 
including concentrated hydrochloric acid 0. 1 ml , it acquired 
(0.2 g). 

[0640] 

<sup>K/sup>H-nmr (200 MHz , DMSO 
-d<sub>6</sub> );de ppm :0.98-2.06 (13 H, m ), 2.61 - 4.88 
(21 H, m ), 6.18 - 7.45 (6 H, m ), 10.42 - 1 1.52(1 H, m ). 

[0641] 

Working Example 2 

2 hours heating and refluxing it did in 4 -cyclohexyl benzoic 
acid 2g including thionyl chloride 20ml . 

thionyl chloride was removed, 4 -cyclohexyl benzoyl chloride 
were acquired. 

5 -ethoxy carbonyl methyl -7-chloro -2, 3, 4, 5-tetrahydro 
-lH-benzo azepine 2.2gto dichloromethane 50ml solution 
overnight it agitated with room temperature including 
pyridine 3.3g, under ice cooling agitating ahead 4 -cyclohexyl 
benzoyl chloride including next. 

In reaction mixture it extracted with dichloromethane 
including water. 

You washed with dilute hydrochloric acid , after water wash , 
dried with magnesium sulfate . 

Removing solvent under vacuum , refining residue which 
itacquires with silica gel column chromatography 
(eluate ;dichloromethane ), 5 -ethoxy carbonyl methyl 
-7-chloro -1- (4 -cyclohexyl benzoyl ) - it acquired 2, 3, 4 and 
5-tetrahydro - lH-benzo azepine 4g. 

[0642] 

colorless oily 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
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1Hz), 1.20-2.20(14H,m), 2.30-2.50(1 H,m), 2.60 
-3.05(3H,m), 3.10-3. 35(lH,m), 4.10-4.40(2H, 
m), 4.45-4.65(1 H,m), 6.57(1 H,d,J=8.4Hz), 6.96 
(lH,d,J=8.1Hz), 7.00(2H,d,J=8.0Hz), 7.10-7.35 
(3H,m) 0 

[0643] 

5-Xh^rV*;U^~;U>T;U-7-^DP-l-(4-V^ 
P^+v^>V-r;U)-2,3,4,5- J rh^tKP-lH- 
^>7Tift°> 2g <Dx£/-;U 20ml IZ 5N 
*ft<b*HJ*A*»» 5ml tlPjl.MKT 

£ p P- 1 .(4- v£ p/\*5/yuK> ;U)-2,3 ,4,5- 
[0644] 

1 H-NMR(200MHz,CDCl 3 ) 5 ppm: 1 .20-2.25(14H, 
m), 2.30-2.55(lH,m), 2.60-3.30(3H,m), 3.50-3. 
90(lH,m), 4.45-4.60&tf 5.10-5.30(lH,m), 6.15 
(lH,brs), 6.59(1 H,d,J=8.3Hz), 6.85-7.00(3H,m), 
7.10-7.35(3H,m) o 

[0645] 

m2&mnwm&mi\ mmm 3 mm^Lx 

TtSUffi^] 52. 68. 77, 78. 81-83, 87. 90. 96. 
101. 103, 104. 109, 117-1 18. 120 »tf 131-13 
5 0>fc*»«»fc. 

[0646] 

mmm 4 

5-*Jl//f*v^f^-7-fPP-l-(4-i/^D^y 
;i/K>7-f;U)-2,3,4,5- J fh5tKP-lH-^<>l/7 
-tft°> 0.7g <7)v^P P>$> 50ml jsafzac^a 
#T. NJ4-tfX(2-**VO-**-yV>J v-;i>) 
TfxX^-^^PUK 0.54g ^iD^.SST* 15 

*L^K^aH*T,N-^Utf^y> 0.24ml 

a^hux^rs^ o.46mi £Jjdtu ^ 

7k£Jin*, v^PP^>T*tttliL, 7ki5fc&, tt 
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ppm : 1 .27 (3 H, t, J=7. 1 Hz ), 1 .20 - 2.20 ( 14 H, m ), 2.30 - 
2.50 (1 H, m ), 2.60 - 3.05 (3 H, m ),3.10 - 3.35 (1 H, m ), 
4.10 - 4.40 (2 H, m ), 4.45 - 4.65 (1 H, m ), 6.57 (1 H, d, 
J=8.4Hz ), 6.96 (1 H, d, J=8.1Hz ), 7.00(2 H, d, J=8.0Hz ), 
7.10-7.35 (3 H,m). 

[0643] 

Working Example 3 

5 -ethoxy carbonyl methyl -7-chloro -1- (4 -cyclohexyl 
benzoyl ) - 2, 3, 4 and 5 -tetrahydro -lH-benzo azepine 2g to 
ethanol 20ml solution overnight it agitatedwith room 
temperature including 5 Nsodium hydroxide water solution 
5ml. 

In reaction mixture after making acidity including 
hydrochloric acid , it extractedwith dichloromethane , after 
water wash , dried with magnesium sulfate . 

Removing solvent under vacuum , 5 -carboxymethyl 
-7-chloro -1- (4 -cyclohexyl benzoyl ) - it acquired 2, 3, 4and 
5 -tetrahydro -IH-benzo azepine 1.8g, 

[0644] 

colorless amorphous 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1 .20-2.25 (14 H, m ), 2.30 - 2.55 (1 H, m ), 2.60 - 3.30 
(3 H, m ), 3.50 - 3.90 (1 H, m ),4.45 - 4.60 and 5.10 - 5.30 (1 
H, m ), 6.15 (1 H, brs ), 6.59 (1 H, d, J=8.3Hz ), 6.85 - 7.00 (3 
H,m), 7.10- 7.35 (3 H, m ). 

[0645] 

Below-mentioned Working Example 52, 68, 77, 78, 81-83, 
87, 90, 96, 101, 103 , 104, 109, 1 17-118, 120 and compound 
131 - 135 was acquired making useof suitable starting 
material , to similar to Working Example 3. 

[0646] 

Working Example 4 

5 -carboxymethyl -7-chloro -1- (4 -cyclohexyl benzoyl ) - 2, 
3, 4 and 5 -tetrahydro - lH-benzo azepine 0.7g to 
dichloromethane 50ml solution under ice cooling agitating, 15 
min it agitated with room temperature including N, N- bis (2 
-oxo -3- oxazol dinyl ) phosphinic chloride 0.54g. 

Next under ice cooling agitating, including N- methyl 
piperazine 0.24ml and triethylamine 0.46ml , with room 
temperature overnight it agitated. 

Including water, it extracted with dichloromethane , after 
water wash ,dried with magnesium sulfate . 

Removing solvent under vacuum , refining residue which 
itacquires with silica gel column chromatography 
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S-)[s=4Q:l)lZXmMLX* 7-2PP-5 

l-(4-5/^P^i/;U^<>y^;U)-2,3,4,5-'rh J 5t 
KP-lH-^Ol/Tif tf> 0.7g 

[0647] 

, H-NMR(200MHz,CDCl 3 ) 5 ppm: 1 .20-3.40(22H, 
m), 2.21 RlS 2.34(3H,s), 3.50-3.90(5H,m), 4.4 
0-4.60 RlS 5.05-5.20(1 H,m), 6.50-6.60(1 H,m), 
6.85-6.95(lH,m), 7.00-7. 15(3H,m), 7.25-7.50(2 
H,m) 0 

[0648] 

3saftta«is*4*fflt\ mmm 4 mmzL-c 

TfEHJSSflJ 7, 9, 11-18,20-22,24, 25,28-3 
6. 38-40. 46-48. 55-67. 70-72, 74-76. 79. 8 
4. 85. 88.91-94. 98, 121-126. 137X1/ 138 CD 

[0649] 

HSS0J5 

7-^PP-5-C(4-^^U-l-t°^v-;U)*;U7K- 

;u^5 1 ;i/]-i-{4-[2-(2-> : f;i'37x-;u)7 r -iz : 3 1 JU3 

^>y>fyU}-2,3,4,5--7 1 h^tKP-lH-^<>V , 7-tf 
tf> 2.06g ^i&it^\y> 20ml->^y-;U 20ml 

JMb^JIW-hU^A 0.28g &MULtz 0 
**»±*»T 2 l»lll«»«»HKa>**^ 

SIS*vU*y;u*7A^PTh^7-<-(?tffi 

a:tt<b>^b>:>*y-;U=20-10:l)-C«»L. 
*fe^S»iLT 7-<7PP-5-[(4-y^;U-l-tf^ 
^i;zi;U)^;U7^r:;uy5 1 ;u]-i.{4-[2-(2->5 1 ;U 

7i-;u)-i-tKP*vx^jU]K>y^;u}.2,3, 

4,5--rh : 7tKP-lH-/<>yT-tft 0 >$ 2.08g ft 
[0650] 

1 H-NMR(200MHz,CDCl 3 ) 6 ppm: 1 . 1 -4.0,4.35-4. 
65,4.65-5.0 Rlf 5.0-5.25(± 27H,m), 6.4-6.65(1 
H,m), 6.75-7.6(1 0H,m) o 

[0651] 

Ttmmm 22, 46 &is 94 <&<b£tt*ftfc 0 
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(eluate ;dichloromethahe :methanol =40:1 ), 7 -chloro -5- { (4 
-methyl -1- piperazinyl ) carbonyl methyl } - 1 - (4 
-cyclohexyl benzoyl ) - it acquired 2, 3, 4and 5 -tetrahydro 
-lH-benzo azepine 0.7g. 

[0647] 

colorless amorphous 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.20-3.40 (22 H, in ), 2.21 and 2.34 (3 H, s ), 3.50 - 3.90 
(5 H, m ), 4.40 - 4.60and 5.05 - 5.20 (1 H, m ), 6.50 - 6.60 (1 
H, m ), 6.85 - 6.95 (1 H, m ), 7.00 - 7.15 (3 H, m ),7.25 - 7.50 
(2 H,m). 

[0648] 

Below-mentioned Working Example 7, 9, 1 1-18, 20-22, 24, 
25, 28-36, 38-40, 46-48, 55-67, 70-72, 74-76, 79, 84, 85, 
88, 91-94, 98, 121-126, 137 and compound of 138 were 
acquired makinguse of suitable starting materia! , to similar to 
Working Example 4. 

[0649] 

Working Example 5 

7 -chloro -5- { (4 -methyl -1- piperazinyl ) carbonyl methyl } 
- 1 - {4 - {2 - (2 -methylphenyl ) acetyl } benzoyl } - 2, 3, 4 
and 5 -tetrahydro -lH-bonzo azepine 2.06g were melted in 
mixed solvent of methylene chloride 20ml -methanol 20ml , 
cooling churning sewage element conversion boron sodium 
0.2 8g on ice water bath was added. 

Under cooling on ice water bath major portion of 2 hours after 
stirring solvent was removed under the vacuum . 

methylene chloride it extracted in residue including water. 

organic layer was concentrated saturated saline washing, after 
magnesium sulfate drying . 

residue was refined with silica gel column chromatography 
(eluate .methylene chloride :methanol =20-10:1 ), 7 -chloro 
-5- { (4 -methyl -1- piperazinyl ) carbonyl methyl } - 1 - {4 - 
{2 - (2 -methylphenyl ) - 1 -hydroxyethyl } benzoyl } - 2, 3,4 
and 5 -tetrahydro - lH-benzo azepine 2.08 g were acquired as 
colorless amorphous . 

[0650] 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :1.1- 4.0, 4.35-4.65, 4.65-5.0 and 5.0 - 5.25 (All 27 H, 
m ), 6.4 - 6.65 (1 H, m ), 6.75 - 7.6 (10 H, m ). 

[0651] 

Below-mentioned Working Example 2 2, 46 and compound 
of 94 were acquired making useof suitable starting material , 
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[0652] 

7-^PP-5-[(4-^^;U-l-tf^5S?-^U)*JU*=. 
;U>^;U]-l-{4-[2-(2->^U^x-;U)-l-tKP* 
vXT;u]K>^;U}-2,3,4,5--rh^tKP-lH- 
'O'/T-tf tf> 0.5g. 5ml RlSm?mM 3 
ml icXfitlft 1 SS£J)n*^ST* 12 B*Pb1, jgtl^T 
60-70 deg C T* 6 l$IHfl|f*Lfc. 

fi«iE^»* ftBx*;i, 30ml £ 
iPx., CI<7>*<Dlcfi»£in*T7A>*'Jttl::L 

*;*fc^U>:^y-JI/=20:l)-efMiL. ft 
fe^FSff^LT 7--?PO-5-[(4->f;i/-l-e^ 
i;xjU)^^x.;u^;u]-l-{4-[2-(2->5 1 JU^ 
n;i/)-l-7tfil/t*yifiH^^jb}- 
2,3,4,5-^K^tKP-lH-K>77-tft°>$- 0.36g 

[0653] 

1 H-NMR(200MHz,CDCl 3 ) (5 ppm: 1 .1-4.0,4.35-4. 
7 mS 4.95-5.25(± 28H,m), 5.7-6.0(1 H,m), 6.4 
-6.65(lH,m), 6.75-7.6(10H,m) o 

[0654] 

-cTtmmm 12 &u 48 oit^^mtz. 



[0655] 



[0656] 
[« 58] 
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to similar to Working Example 5. 
[0652] 

Working Example 6 

7 -chloro -5- { (4 -methyl -1- piperazinyl ) carbonyl methyl } 

- 1 - {4 - {2 - (2 -methylphenyl ) - 1 -hydroxyethyl } 
benzoyl } - 2, 3, 4 and 5 -tetrahydro -lH-benzo azepine 0.5g, 
acetic acid 5ml and to acetic anhydride 3ml with the room 
temperature 12 hours, continuously 6 hours it agitated with 60 

- 70 deg C including concentrated sulfuric acid 1 drop . 

In this you made alkalinity including sodium bicarbonate you 
poured reaction mixture to ice water , including ethylacetate 
30ml . 

After extracting entirety with ethylacetate , organic phase was 
concentrated sodium bicarbonate-saturated water washing and 
saturated saline washing, after magnesium sulfate drying . 

residue was refined with silica gel column chromatography 
(eluate ;methylene chloride : methanol =20: 1 ), 7 -chloro -5- 
{ (4 -methyl -1- piperazinyl ) carbonyl methyl } - 1 - {4 - {2 - 
(2 -methylphenyl ) - 1 -acetyl oxy ethyl } benzoyl } - 2, 3,4 
and 5 -tetrahydro - lH-benzo azepine 0.36 g were acquired as 
colorless amorphous . 

[0653] 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.1- 4.0, 4.35-4.7 and 4.95 - 5.25 (All 28 H, m ), 5.7 - 
6.0 (1 H, m ), 6.4 - 6.65 (1 H, m ),6.75 - 7.6 (10 H, m ). 

[0654] 

Below-mentioned Working Example 12 and compound of 48 
were acquired making useof suitable starting material , to 
similar to Working Example 6. 

[0655] 

compound which is stated in below-mentioned chart making 
use of suitable starting material , to similar to Working 
Example 1 and 2 was acquired. 

[0656] 

[Table 58 ] 
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[0657] 


[*59] 




[Table 59 ] 
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[0658] [0658] 
[8 60] [Table 60] 
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[0659] [0659] 
[$61] [Table 61] 
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[$62] [Table 62] 



Page 562 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP1997221476A 



1997-8-26 



mm 14 

m m R :— coh^>-nhch 2 



OCH 



8 



CI 



X :-CHj~ R : 7-C I 

R* CH 2 CO*T^|— CH 3 

,3 . 



R" : H 



is a, k ■■ efet&*« 

m & : 16 2-162. 5«C 

m m : m m 



# it 



15 

R :— CO— < y^ -NHCH 2 "/"V 0 1 



OCH 



3 



C I 



X :— CH 2 — R l : 7-C 1 

, s (CH, ) . N (C, H, ) ? 

R :— CH„ CON 11 1 5 * 

^CH 3 

R 3 : H 



is a : m&fi%M 

HMR^^hJV : 5) 
Jf? M : % Si 



57,296) 



JP1997221476A 1997-8-26 

[0661] [0661] 
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[0662] [0662] 
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[0723] 

NMR l)(HJfefil| 9) 

l H-NMR(200MHz,CDCl 3 ) 6 ppm:0.78-5.25(23H, 
m), 196 RXf 3.20(± 3H,s), 3.71(3H,s), 3.83(3 
H,s), 6.51-7.18(6H,m) 0 

[0724] 

NMR 2)(g|Jfcfllj 10) 

1 H-NMR(200MHz,CDCl 3 ) 5 ppm: 1.20-2.25(1 4H, 
m), 2.30-2.55(lH,m), 2.60-3.30(3H,m), 3.50-3. 
90(lH,m), 4.45-4.60&tf 5.10-5.30(lH,m), 6.15 
(lH,brs), 6.59(lH,d,J=8.3Hz), 6.85-7.00(3H,m), 
7.10-7.35(3H,m) o 

[0725] 

NMR 3)(HJ601 11) 

1 H-NMR(200MHz,CDCl 3 ) 6 ppm: 1 .20-3.40(22H, 
m), 2.21 Rlf 2.34(3H,s), 3.50-3.90(5H,m), 4.4 



[0723] 

nmr 1) (Working Example 9 ) 

<sup>l</sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :0.78-5.25 (23 H, m ), 2.96 and 3.20 (All 3 H, s ), 3.71 (3 
H, s ), 3.83 (3 H, s ), 6.51 - 7.18(6 H, m ). 

[0724] 

nmr 2) (Working Example 10 ) 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1 .20-2.25 (14 H, m ), 2.30 - 2.55 (1 H, m ), 2.60 - 3.30 
(3 H, m ), 3.50 - 3.90 (1 H, m ),4.45 - 4.60 and 5.10- 5.30 (1 
H, m ), 6.15 (1 H, brs ), 6.59 (1 H, d, J=8.3Hz ), 6.85 - 7.00 (3 
H,m), 7.10- 7.35 (3 H,m). 

[0725] 

nmr 3) (Working Example 1 1 ) 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.20-3.40 (22 H, m ), 2.21 and 2.34 (3 H, s ), 3.50 - 3.90 
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6.85-6.95(1 H,m), 7.00-7.1 5(3H,m), 7.25-7.50(2 

H, m) 0 

[0726] 

NMR 4)CmMm 12) 

1 H-NMR(200MHz,CDCl 3 ) d ppm:0.82,1.02 

I. 08(± 6H,&t,J=7Hz), 1.2-4.0,4.35-4.65 &l$ 4. 
95-5.24(± 27H,m), 6.35-6.70(lH,m), 6.75-7.65 
(10H,m) o 

[0727] 

NMR 5)(mt&M 15) 

I H-NMR(200MHz,CDCl 3 ) 6 ppm:0.7 1-2.24(1 1H, 
m), 2.25-5.17(21H,m), 5.71-7.54(9H,m) 0 

[0728] 

NMR 6)(5IJfc#J 16) 

, H-NMR(200MHz i CDCl 3 )6ppm:0.78-5.16(32H J 
m), 5.79-7.51(10H,m) o 

[0729] 

nmr ixnmmu) 

1 H-NMR(200MHz,CDCl 3 ) 6 ppm: 1 .00-5.26(1 7H, 
m), 2.28 JSilf 2.34(6- 3H,# s), 6.54-6.75(lH, 
m), 6.89-7.93(8H,m), 8.48-8.74(1 H,m) 0 



[0730] 

nmr wmmm 22) 

1 H-NMR(200MHz,CDCl 3 ) 8 ppm:0.85,l .00 &XS 
1.07(£ 6H,6 t,J=7Hz), 1.1-4.0,4.35-4.65,4.65- 
4.95 4.95-5.25(£ 27H,m), 6.4-6.65(1 H,m), 
6.75-7.65(1 0H,m) 6 

[0731] 

NMR 9)(Htfcffll 23) 

1 H-NMR(2O0MHz,CDCl 3 ) 6 ppm:2. 1 5(3H,s), 2. 
40(3H,s), 2.71-4.00(7H,m), 4.01 -4.39(1 H,m), 
4.69-5.01(lH,m), 6.42-7.55(10H,m) o 

[0732] 

NMR 1O)(HS60!1 25) 

1 H-NMR(200MHz,DMSO-d € ) 6 ppm: 1 .03-2.08(4 
H,m), 1.22(6H,t,J=7.1Hz), 2.62-4.95(22H,m), 
6.23-7.42(6H,m), 10.45-1 1.47(1 H,m) 0 
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(5 H, m ), 4.40 - 4.60and 5.05 - 5.20 (1 H, m ), 6.50 - 6.60 (1 
H, m ), 6.85 - 6.95 (1 H, m ), 7.00 - 7.15 (3 H, m ),7.25 - 7.50 
(2 H,m). 

[0726] 

nmr 4) (Working Example 12 ) 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :0.82, 1.02 and 1.08 (All 6 H, each t, J=7Hz ), 1.2 - 4. 0 
and 4. 35 - 4.65 and 4.95- 5.24 (All 27 H, m ), 6.35 - 6.70 (1 
H,m), 6.75 -7.65 (10 H, m ). 

[0727] 

nmr 5) (Working Example 15 ) 

<sup>l</sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :0.7 1 -2.24 ( 1 1 H, m ), 2.25 - 5. 1 7 (2 1 H, m ), 5.7 1 - 7.54 
(9H,m). 

[0728] 

nmr 6) (Working Example 1 6 ) 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :0.78-5. 1 6 (32 H, m ), 5.79 - 7.5 1 (1 0 H, m ). 

[0729] 

nmr 7) (Working Example 2 1 ) 

<sup>l</sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.00-5.26 (17 H, m ), 2.28 and 2.34 (Each 3 H, each s ), 
6.54 - 6.75 (1 H, m ), 6.89 - 7.93(8 H, m ), 8.48 - 8.74 (1 H, 
m). 

[0730] 

nmr 8) (Working Example 2 2 ) 

<sup>l</sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :0.85, 1.00 and 1.07 (All 6 H, each t, J=7Hz ), 1.1 - 4. 0 
and 4. 35 - 4. 65 and 4.65 - 4.95 and 4.95 - 5.25 (All 27 H, 
m ), 6.4 - 6.65 (1 H, m ), 6.75 - 7.65 (10 H, m ). 

[0731] 

nmr 9) (Working Example 2 3) 

<sup>l</sup>H-nmr (200 MHz , CDCKsub>3</sub> );de 
ppm :2.15 (3 H, s ), 2.40 (3 H, s ), 2.71 - 4.00 (7 H, m ), 4.01 - 
4.39 (1 H, m ), 4.69 -5.01 (1 H, m ), 6.42 - 7.55 (10 H, m ). 

[0732] 

nmr 10) (Working Example 2 5 ) 

<sup>K/sup>H-nmr (200 MHz , DMSO 
-d<sub>6</sub> );de ppm : 1.03-2.08 (4 H, m ), 1 .22 (6 H, t, 
J=7.1Hz ), 2.62 - 4.95 (22 H, m ), 6.23 - 7.42 (6 H, m ), 
10.45- 11.47(1 H,m). 
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[0733] 

NMR ll)(£Jfcffl26) 

1 H-NMR(200MHz,CDCl 3 ) d ppm: 1 .34- 1.72(1 H, 
m), 1.81-2.25(3H,m), 2.57-3. 18(3H,m), 3.70(3 
H,s), 3.82(3H,s), 4.35-5.22(lH,m), 6.53-6.69(2 
H,m), 6.73(1 H,dd,J=8.4Hz,1.8Hz), 6.82(1 H,d,J 
=1.8Hz), 6.91(lH,dd,J=8.4Hz,2.4Hz), 7.24(1H, 
d,J=2.4Hz) 0 

[0734] 

NMR \2)(mmm 27) 

1 H-NMR(200MHz J CDCl 3 ) 6 ppm: 1 .32-2. 1 4(4H, 
m), 2.57-3.20(3H,ni), 3.52(3H,s), 3.73(3H,s), 
4.82-5.05(lH,m), 6.16(lH,d,J=2.2Hz), 6.35(1H, 
dd,J=8.4Hz,2.2Hz), 6.64(1 H,d,J=8.2Hz), 6.81(1 
H,dd,J=8.4Hz,2.4Hz), 7.06-7.24(2H,m) o 

[0735] 

NMR 13)(Hffi«ij28) 

1 H-NMR(200MHz,DMSO-d 6 ) d ppm:0.78-2. 1 3(1 
3H,m), 2.65-5.12(13H,m), 3.17S.l/3.33(±3H, 
s), 3.95(2H,q,J=6.8Hz), 6.55-7.58(7H,m), 10.53 
-11.48(lH,m) 0 

[0736] 

nmr \4)(mmm 29) 

1 H-NMR(200MHz,DMSO-d 6 ) 6 ppm:0.98-2.06(l 
3H,m), 2.61-4.88(21H,m), 6.18-7.45(6H,m), 1 
0.42-1 1.52(lH,m) 0 

[0737] 

NMR 15X*ffi« 30) 

1 H-NMR(200MHz,DMSO-d 6 ) 8 ppm:0.92-l .95(7 
H,m), 2.34-4.43(14H,m), 2.41 JSilS 2.53(± 3H, 
s), 2.77(6H,s), 6.52-7.3 8(6H,m), 10.58-11.57(2 
H,m) 0 

[0738] 

NMR 16)(Hffi^j31) 

1 H-NMR(200MHz,DMSO-d 6 ) 6 ppm:0.96-2.03(4 

H, m), 2.33-4.62(13H,m), 2.41 Jklf 2.53(± 3H, 
s), 2.76(3H,s), 3.34(3H,s), 6.52-7.48(6H,m), 1 

I. 48(lH,brs)o 

[0739] 

nmr iixmrnm 32) 

l H-NMR(200MHz,DMSO-d6) d ppm:0.96-4.87(2 
2H,m), 2.40 JklS 2.53(± 3H,s), 2.73 Jklf 2.77 
(^3H,s), 6.51-7.45(6H,m), 1 1.36(1 H,brs) 0 



1997-8-26 

[0733] 

nmr 1 1) (Working Example 2 6) 

<sup>K/sup>H-nmr (200 MHz , CDCi<sub>3</sub> );de 
ppm:1.34-1.72(l H, m ), 1.81 -2.25 (3 H,m), 2.57-3.18(3 
H, m ), 3.70 (3 H, s ), 3.82(3 H, s ), 4.35 - 5.22 (1 H, m ), 6.53 
- 6.69 (2 H, m ), 6.73 (1 H, dd, J=8.4Hz , 1.8Hz ), 6.82 (1 H, 
d, J=1.8Hz ), 6.91 (1 H : dd, J=8.4Hz , 2.4Hz ), 7.24(1 H, d, 
J=2.4Hz ). 

[0734] 

nmr 12) (Working Example 2 7) 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.32-2. 14 (4 H, m ), 2.57 - 3.20 (3 H, m ), 3.52 (3 H, s ), 
3.73 (3 H, s ), 4.82 - 5.05(1 H, m ), 6.16 (1 H, d, J=2.2Hz ), 
6.35 (1 H, dd, J=8.4Hz , 2.2Hz ), 6.64 (1 H, d, J-8.2Hz ), 6.81 
(1 H, dd, J=8.4Hz , 2.4Hz ), 7.06 - 7.24 (2 H, m ). 

[0735] 

nmr 13) (Working Example 2 8) 

<sup>K/sup>H-nmr (200 MHz , DMSO 
-d<sub>6</sub> );de ppm :0.78-2.13 (13 H, m ), 2.65 - 5.12 
(13 H, m ), 3.17 and 3.33 (All 3 H, s ), 3.95 (2 H, q, 
J=6.8Hz ), 6.55- 7.58 (7 H, m ), 10.53 - 1 1 .48 (1 H, m ). 

[0736] 

nmr 14) (Working Example 2 9 ) 

<sup>l</sup>H-nmr (200 MHz , DMSO 

-d<sub>6</sub> );de ppm :0.98-2.06 (13 H, m ), 2.61 - 4.88 

(21 H, m ), 6.18 - 7.45 (6 H, m ), 10.42 - 1 1.52(1 H, m ). 

[0737] 

nmr 15) (Working Example 30 ) 

<sup>l</sup>H-nmr (200 MHz , DMSO 
-d<sub>6</sub> );de ppm :0.92-1.95 (7 H, m ), 2.34 - 4.43 
(14 H, m ), 2.41 and 2.53 (All 3 H, s ), 2.77 (6 H, s ), 6.52- 
7.38 (6 H,m), 10.58- 11.57 (2 H,m). 

[0738] 

nmr 1 6) (Working Example 3 1 ) 

<sup>K/sup>H-nmr (200 MHz , DMSO 
-d<sub>6</sub> );de ppm :0.96-2.03 (4 H, m ), 2.33 - 4.62 
(13 H, m ), 2.41 and 2.53 (All 3 H, s ), 2.76 (3 H, s ), 3.34(3 
H, s ), 6.52 - 7.48 (6 H, m ), 1 1.48 (1 H, brs ). 

[0739] 

nmr 17) (Working Example 32 ) 

<sup>K/sup>H-nmr (200 MHz , DMSO 
-d<sub>6</sub> );de ppm :0.96-4.87 (22 H, m ), 2.40 and 
2.53 (All 3 H, s ), 2.73 and 2.77 (All 3 H, s ), 6.51 - 7.45(6 H, 
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(±3H,s), 6.51-7.45(6H,m), 1 1.36(1 H,brs) 0 
[0740] 

NMR 18)(Hlfefflj34) 

, H-NMR(200MHz,CDCl 3 ) 6 ppm: 1 . 1 7-5.24(22H, 
m), 6.41-7.58(12H,m) 0 

[0741] 

NMR l9)(HSfc0( 35) 

1 H-NMR(200MHz,CDCl 3 ) d ppm:1.10-5.24(26H, 
m), 6.32-7.69(1 !H,m) 0 

[0742] 

NMR 2O)(Hffi0( 36) 

, H-NMR(200MHz,CDCl 3 ) d ppm:0.74-5.24(32H, 
m), 6.28-7.70(1 lH,m) 0 

[0743] 

NMR 21)(HJ&0»]38) 

1 H-NMR(200MHz,CDCl 3 ) 6 ppm: 1 .1-4.0,4.35-4. 
65,4.65-5.0 &tf 5.0-5.25(£ 27H,m), 6.4-6.65(1 
H,m), 6.75-7.6(10H,m) o 

[0744] 

nmr 22)(mmm 39) 

I H-NMR(200MHz,CDCl 3 ) 8 ppm: 1.1-4.0,4.35-4. 
7 fttf 4.95-5.25(£ 28H,m), 5.7-6.0(lH,m), 6.4 
-6.65(lH,m), 6.75-7.6(1 0H,m) o 

[0745] 

nmr 23)mmm 40) 

, H-NMR(200MHz,CDC1 3 ) 6 ppm: 1.2-4.65 Rlf 
4.95-5.25(± 25H,m), 6.35-6.65 RlS 6.65-8.2(± 
llH,m) 0 

[0746] 

NMR 24)(mmm 46) 

1 H-NMR(200MHz,CDCl 3 ) 5 ppm: 1 .2-3.95,4.45- 
4.65,4.7-4.9 RlS 5.0-5.25(± 27H,m), 6.4-6.65 
&XS 6.75-7.6(± HH,m) 0 

[0747] 

NMR 25)(HJfiffl 47) 

1 H-NMR(200MHz,DMSO-d 6 ) d ppm: 1.1 2-2.06(2 
0H,m), 2.66-4.40(2 lH,m), 3.18X1/ 3.33(£3H, 
s), 6.53-7.4 l(7H,m), 10.67-1 1.53(2H,m) 0 

[0748] 
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m), 11.36(1 H,brs ). 
[0740] 

nmr 18) (Working Example 34 ) 

<sup>l</sup>H-nmr (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.1 7-5.24 (22 H, m ), 6.41 - 7.58 (12 H, m ). 

[0741] 

nmr 19) (Working Example 35 ) 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :1. 10-5.24 (26 H, m ), 6.32 - 7.69 (1 1 H, m ). 

[0742] 

nmr 20) (Working Example 36 ) 

<sup>l</sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :0.74-5.24 (32 H, m ), 6.28 - 7.70 (1 1 H, m ). 

[0743] 

nmr 2 1 ) (Working Example 38) 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1 . 1 - 4.0, 4.35-4.65, 4.65-5.0 and 5.0 - 5.25 (All 27 H, 
m ), 6.4 - 6.65 (1 H, m ), 6.75 - 7.6 (10 H, m ). 

[0744] 

nmr 22) (Working Example 39 ) 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1 . 1 - 4.0, 4.35-4.7 and 4.95 - 5.25 (All 28 H, m ), 5.7 - 
6.0 (1 H, m ), 6.4 - 6.65 (1 H, m ),6.75 - 7.6 (10 H, m ). 

[0745] 

nmr 23) (Working Example 40 ) 

<sup>K/sup>H-nmr (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.2- 4.65 and 4.95 - 5.25 (All 25 H, m ), 6.35 - 6.65 and 
6.65 - 8.2 (All 1 1 H, m ). 

[0746] 

nmr 24) (Working Example 46 ) 

<sup>K/sup>H-nmr (200 MHz , CDCKsub>3</sub> );de 
ppm :1.2- 3.95, 4.45-4.65, 4.7-4.9 and 5.0 - 5.25 (All 27 H, 
m ), 6.4 - 6.65 and 6.75 - 7.6 (All 1 1 H, m ). 

[0747] 

nmr 25) (Working Example 47 ) 

<sup>K/sup>H-nmr (200 MHz , DMSO 
-d<sub>6</sub> );de ppm : 1.12-2.06 (20 H, m ), 2.66 - 4.40 
(21 H, m ), 3.18 and 3.33 (All 3 H, s ), 6.53 - 7.41(7 H, m ), 
10.67- 11.53 (2 H,m). 

[0748] 
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NMR 26)( mtfom 48) 

, H-NMR(200MHz,CDCl 3 ) d ppm: 1 . 1 -3.95,4.45- 
4.65 JkZf 4.95-5. 25(± 29H,m), 5.7-6.05(1 H,m), 
6.35-6.65(lH,m), 6.75-7.65(9H,m) 0 

[0749] 

nmr 2i)(mmm 49) 

1 H-NMR(200MHz,CDCl 3 ) d ppm: 1 .22-2.34(4H, 
m), 2.42-3.42(3H,m), 2.82(3H,s), 3.01(3H,s), 
3.68(3H,s), 4.81-5.41(lH,m), 5.08(2H,s), 6.42- 
7.12(5H,m), 7.13-7.72(5H,m)o 

[0750] 

NMR 28)(Hffi« 50) 

1 H-NMR(200MHz,DMSO-d 6 ) d ppm:0.90-2.25(4 
H,m), 1.17(6H,t,J=7.10Hz), 2.40-3.90(1 7H,m), 
4.63-5.17(lH,m), 4.98(2H,s), 6.52-7.2 l(5H,m), 
7.24-7.65(5H,m), 1 0. 1 6- 1 0.70(1 H,m) 0 



[0751] 

nmr 29)(mmm 59) 

] H-NMR(200MHz,CDCl 3 ) 8 ppm:0.8-l .2(6H,m), 
1.2-4.0,4.4-4.65 RXf 5.0-5 .25(20H,m), 6.45-6. 
65(lH,m), 6.6-7.75(12H,m) 0 

[0752] 

NMR 30)(HJ£#I 60) 

l H-NMR(200MHz,CDCl 3 ) 6 ppm:0.8-l .1 5(6H, 
m), 1.15-3.95,4.35-4.65 Rlf 4.95-5.25(± 20H, 
m,2.96,3.17(& s)), 6.4-7.6(1 3H,m) 0 

[0753] 

NMR 31)(Hi6#) 61) 

1 H-NMR(200MHz,CDCl 3 ) S ppm: 1.06-2. 41 (7H, 
m), 2.31(3H,s), 2.51-4.38(16H,m), 4.51-4.92(2 
H,m), 6.53-7.52(10H,m), 12.52-12.94(lH,m) 0 



[0754] 

NMR 32)(mmm 62) 

1 H-NMR(200MHz,CDCl 3 ) 6 ppm: 1 . 1 3-2.26(5H, 
m), 2.02(3H,s), 2.58-5.29(7H,m), 3.69(3H,s), 
6.49-7.45(10H,m) o 

[0755] 

NMR 33)(HJS« 63) 
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nmr 26) (Working Example 48 ) 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.1- 3.95, 4.45-4.65 and 4.95 - 5.25 (All 29 H, m ), 5.7 - 
6.05 (1 H, m ), 6.35 - 6.65 (1 H, m ),6.75 - 7.65 (9 H, m ). 

[0749] 

nmr 27) (Working Example 49 ) 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.22-2.34 (4 H, m ), 2.42 - 3.42 (3 H, m ), 2.82 (3 H, s ), 
3.01 (3 H, s ), 3.68 (3 H, s ), 4.81- 5.41 (1 H, m ), 5.08 (2 H, 
s ), 6.42 - 7. 12 (5 H, m ), 7. 13 - 7.72 (5 H, m ). 

[0750] 

nmr 28) (Working Example 50 ) 

<sup>i</sup>H-nmr (200 MHz , DMSO 
-d<sub>6</sub> );de ppm :0.90-2.25 (4 H, m ), 1.17 (6 H, t, 
J=7.10Hz ), 2.40 - 3.90 (17 H, m ), 4.63 - 5.17 (1 H, m ), 
4.98(2 H, s ), 6.52 - 7.21 (5 H, m ), 7.24 - 7.65 (5 H, m ), 
10.16-10.70(1 H,m). 

[0751] 

nmr 29) (Working Example 59 ) 

<sup>K/sup>H-nmr (200 MHz , CDCKsub>3</sub> );de 
ppm :0.8-1.2 (6 H, m ), 1.2 - 4.04.4 - 4.65 and 5.0 - 5.25 (20 
H, m ), 6.45 -6.65 (1 H, m ), 6.6 - 7.75 (12 H, m ). 

[0752] 

nmr 30) (Working Example 60 ) 

All 20 H, m, 2.96, 3.17 (Each s ), 6.4 - 7.6 (13 H, m ). 
<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :0.8-1.15 (6 H, m ), 1.15 - 3. 95 and 4. 35 - 4.65 and 4.95 
-5.25 

[0753] 

nmr 31 ) (Working Example 61 ) 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.06-2.41 (7 H, m ), 2.31 (3 H, s ), 2.51 - 4.38 (16 H, 
m ), 4.5 1 - 4.92 (2 H, m ), 6.53 -7.52 (10 H, m ), 12.52 - 12.94 
(lH,m). 

[0754] 

nmr 32) (Working Example 62 ) 

<sup>K/sup>H-nmr (200 MHz , CDCI<sub>3</sub> );de 
ppm : 1.1 3-2.26 (5 H, m ), 2.02 (3 H, s ), 2.58 - 5.29 (7 H, m ), 
3.69 (3 H, s ), 6.49 - 7.45(10 H, m ). 

[0755] 

nmr 33) (Working Example 63 ) 
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'H-NMR^OOMH^CDCls) 8 ppm: 1 . 1 5-5.29( 1 7H, 
m), 2.16(3H,s), 2.34(3H,s), 6.47-7.62(1 lH,m) 0 

[0756] 

NMR 34)(36Jfiffl 64) 

1 H-NMR(200MHz,CDCl 3 ) 8 ppm:0.70-l . 19(6H, 
m), 1.20-5.25(20H,m), 2.16(3H,m), 6.48-7.62(1 
lH,m) 0 

[0757] 

NMR 35)(m&m 65) 

, H-NMR(200MHz,CDCl 3 )c5ppm:1.02-5.28(23H 3 
m), 2.02(3H,s), 6.52-7.50(1 0H,m), 11.68-12.41 
(lH,m) 0 

[0758] 

NMR 36)(SSJ6#J 66) 

I H-NMR(200MHz,CDCl 3 ) 8 ppm: 1 .04-5.32(29H, 
m), 2.02(3H,s), 6.48-7.5 1(1 0H,m), 11.87-12.28 
(lH,m) 0 

NMR 37)(Hffi#J 69) 

1 H-NMR(200MHz,CDCl 3 ) 8 ppm: 1 .46-2.4 1 (4H, 
m), 2.14(3H,s), 2.68-2.98(lH,m), 3.27-3.83(4 
H,m), 4.68-5 .27(2H,m), 6.47-7.54(9H,m), 7.60 
(lH,d,J-2.16Hz) 0 

[0759] 

NMR 38)(SIJfc0IJ 71) 

1 H-NMR(200MHz,CDCl 3 ) 8 ppm:0.86-5.20(32H, 
m), 6.51-7.52(10H,m), 1 1.62-12.24(lH,m) 0 



[0760] 

NMR 39)(gtffl50» 73) 

1 H-NMR(200MHz,CDCl 3 ) 8 ppm: 1 .28-2.28(4H, 
m), 2.14(3H,s)2.58-2.92(2H,m), 2.93-3.28(lH, 
m), 3.58(3H,s), 4.82-5.12(lH,m), 6.56(lH,s), 
6.65-6.96(3H,m), 6.97-7.48(6H,m) Q 

[0761] 

NMR 40)(Hj56fl] 80) 

1 H-NMR(200MHz,CDCl 3 ) 8 ppm: 1 .2 1 -2.25(4H, 
m), 2.01(3H,s), 2.26-3.20(3H,m), 3.59(3H,s), 
4.86-5.22( 1 H,m), 6.42-7.45( 1 0H,m) o 

[0762] 

nmr 4\)(mmm 84) 



<sup>l</sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :1. 15-5.29 (17 H, m ), 2.16 (3 H, s ), 2.34 (3 H, s ), 6.47 - 
7.62(11 H,m). 

[0756] 

nmr 34) (Working Example 64 ) 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :0.70-1.19 (6 H, m ), 1.20 - 5.25 (20 H, m ), 2.16 (3 H, 
m), 6.48-7.62(11 H,m). 

[0757] 

nmr 35) (Working Example 65 ) 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :L02-5.28 (23 H, m ), 2.02 (3 H, s ), 6.52 - 7.50 (10 H, 
m), 11.68- 12.41 (1 H,m). 

[0758] 

nmr 36) (Working Example 66 ) 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.04-5.32 (29 H, m ), 2.02 (3 H, s ), 6.48 - 7.51 (10 H, 
m), 11.87 - 12.28(1 H,m). 

nmr 37) (Working Example 69 ) 

<sup>l</sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.46-2.41 (4 H, m ), 2.14 (3 H> s ), 2.68 - 2.98 (1 H, m ), 
3.27 - 3.83 (4 H, m ), 4.68 -5.27 (2 H, m ), 6.47 - 7.54 (9 H> 
m), 7.60(1 H, d, J=2.16Hz ). 

[0759] 

nmr 38) (Working Example 71 ) 

<sup>l</sup>H-nmr (200 MHz , CDCKsub>3</sub> );de 
ppm :0.86-5.20 (32 H, m ), 6.51 - 7.52 (10 H, m ), 1 1 .62 - 
12.24(1 H,m). 

[0760] 

nmr 39) (Working Example 73 ) 

<sup>K/sup>H-nmr (200 MHz , CDCKsub>3</sub> );de 
ppm : 1 .28-2.28 (4 H, m ), 2. 14 (3 H, s ) 2.58 - 2.92 (2 H, m ), 
2.93 - 3.28 (1 H, m ), 3.58(3 H, s ), 4.82 - 5.12 (1 H, m )> 6.56 
(lH,s), 6.65 - 6.96 (3 H, m ), 6.97 - 7.48 (6 H, m ). 

[0761] 

nmr 40) (Working Example 80 ) 

<sup>K/sup>H-nmr (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.21-2.25 (4 H, m ), 2.01 (3 H, s ), 2.26 - 3.20 (3 H, m ), 
3.59 (3 H> s ), 4.86 - 5.22(1 H, m ), 6.42 - 7.45 (10 H, m ). 

[0762] 

nmr 41) (Working Example 84 ) 
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1 H-NMR(200MHz,CDCl 3 ) 6 ppm: 1 . 1 -4.0,4.35-4. 
65 Alt 5.0-5.25(± 20H,m,2.34(s)), 6.45-6.7(1 
H,m), 6.91(lH,dd,J=2Hz,8Hz), 7.05(lH,d,J=2H 
z), 7.15-7.7(9H,m) 0 

[0763] 

NMR 42)(HJte#l 85) 

1 H-NMR(200MHz,CDCl 3 ) 6 ppm: 1 .2-3.95,4.35- 
4.65,5.0-5.25(£ 20H,m,2.33(s)), 6.4-7.55[l2H, 
m,6.59(d,J=8Hz), 6.79(d,J-8.5Hz)] D 

[0764] 

NMR 43)(Xffiffil 86) 

1 H-NMR(200MHz,CDCl 3 ) d ppm: 1 . 1 -2.2(7H,m), 
2.45-3.3,3.35-3.9,4.0-4.35,4.35-4.65 ISlXS 4.95- 
5.35(± 9H,m,5.09(s)), 6.45-6.65(1 H,m), 6.77(2 
H,d,J=8.5Hz), 6.92(lH,dd,J=2Hz,8.5Hz), 7.05- 
7.6(7H,m) 0 

[0765] 

NMR 44)(Hffi#J 87) 

1 H-NMR(200MHz,CDCl 3 ) d ppm: 1 . 1 5-2.2(4H, 
m), 2.5-3.3,3.35-3.9,4.3-4.6 &Zf 4.9-5.3(:£: 7H, 
m,5.06(s)), 4.45-6.65(1 H,m), 6.74(2H,d,J=8.5H 
z), 6.93(lH,dd,J=2Hz,8.5Hz), 7.12(lH,d,J=2H 
z), 7.12-7.55(6H,m) 0 

[0766] 

NMR 45)(j|ffi#J 88) 

l H-NMR(200MHz,CDCl 3 ) d ppm: 1 . 1 5-2.85,2.85 
-4.0,4.35-4.65 Rlf 4.9-5.35(:£: 22H,2.33,5.10(# 
s)), 6.4-6.65(lH,m), 6.80(2H,d,J=8.5Hz), 6.92 
(lH,dd,J-2Hz,8.5Hz), 7.04(1 H,d,J=2Hz), 7.04- 
7.6(6H,m) 0 

[0767] 

NMR 46)(Hffi« 89) 

1 H-NMR(200MHz,CDCl 3 )(5ppm:1.20-2.45(7H, 
m,2.27(s)), 2.5-3.1,3.1-3.4,3.4-3.9,4.35-4.65 JSi 
If 5.02-5.30(± 8H,m,3.72(s)), 6.56(1 H,d,J=8.3H 
z), 6.92(1 H,dd,J=2.3Hz,8.4Hz), 7.10(lH,d,J=2.2 
Hz), 7.1 0-7.7 l(8H,m) 0 

[0768] 

NMR 47)(Hffi#] 90) 

1 H-NMR(200MHz,CDCl 3 ) d ppm: 1 .23-2.47(4H, 
m), 2.26(3H,s), 2.6-3.05(2H,m), 3.10-3.43,3.48 
-3.90,4.35-4.62 S.U 5.05-5.29(± 3H,m), 6.56(1 
H,d,J-8.3Hz), 6.90(1 H,dd,J=2.2Hz,8.3Hz), 7.08 
(lH,d,J=2.2Hz), 7.12-7.55(6H,m), 7.61(2H,d,J= 



All 20 H, m, 2.34 (s ), 6.45 - 6.7 (1 H, m ), 6.91 (1 H, dd, 
J=2Hz , 8Hz ), 7.05 (1 H, d, J=2Hz ), 7.15 - 7.7 (9 H, m ). 
<sup>K/sup>H-nmr (200 MHz , CDCKsub>3</sub> );de 
ppm :1.1- 4.0, 4.35-4.65 and 5.0 - 5.25 

[0763] 

nmr 42) (Working Example 85 ) 

All 20 H, m, 2.33 (s ), 6.4 - 7.55 {12 H, m, 6.59 (d, J=8Hz ), 
6.79 (d, J=8.5Hz ) }. <sup>K/sup>H-nmr (200 MHz , 
CDCKsub>3</sub> );de ppm :1.2- 3.95, 4.35-4.65, 5.0-5.25 

[0764] 

nmr 43) (Working Example 86 ) 

All 9 H, m, 5.09 (s ), 6.45 - 6.65 (1 H, m ), 6.77 (2 H, d, 
J-8.5Hz ), 6.92 (1 H, dd, J=2Hz , 8.5Hz ), 7.05 - 7.6 (7 H, 
m ). <sup>K/sup>H-nmr (200 MHz , 
CDCKsub>3</sub> );de ppm : 1.1- 2.2 (7 H, m ), 2.45 - 3. 3 
and 3. 35 - 3.94.0 - 4. 35 and4. 35 - 4.65 and 4.95 - 5.35 

[0765] 

nmr 44) (Working Example 87 ) 

All 7 H, m, 5.06 (s ), 4.45 - 6.65 (1 H, m ), 6.74 (2 H, d, 
J=8.5Hz ), 6.93 (1 H, dd, J=2Hz , 8.5Hz ), 7.12 (1 H, d, 
J=2Hz ), 7.12 -7.55 (6 H, m ). <sup>K/sup>H-nmr (200 
MHz , CDCKsub>3</sub> );de ppm : 1.1 5-2.2 (4 H, m ), 2.5 - 
3. 3 and 3. 35 - 3.94.3 - 4.6 and 4.9 -5.3 

[0766] 

nmr 45) (Working Example 88 ) 

All 22 H, 2.33, 5.10 (Each s ), 6.4 - 6.65 (1 H, m ), 6.80 (2 H, 
d, J=8.5Hz ), 6.92 (1 H, dd, J-2Hz , 8.5Hz ), 7.04 (1 H, d, 
J=2Hz ), 7.04 -7.6 (6 H, m ). <sup>l</sup>H-nmr (200 
MHz , CDCl<sub>3</sub> );de ppm : 1.15-2.85, 2.85-4.0, 
4.35-4.65 and 4.9-5.35 

[0767] 

nmr 46) (Working Example 89 ) 

All 8 H, m, 3.72 (s ), 6.56 (1 H, d, J=8.3Hz ), 6.92 (1 H, dd, 
J=2.3Hz , 8.4Hz ), 7.10 (1 H, d, J=2.2Hz ), 7.10 - 7.71 (8 H, 
m ). 7 H, m, 2.27 (s ), 2.5 - 3.13.1 - 3.43.4 - 3. 9 and 4. 35 - 
4.65 and 5.02 -5.30 <sup>K/sup>H-nmr (200 MHz , 
CDCl<sub>3</sub> );de ppm : 1.20-2.45 

[0768] 

nmr 47) (Working Example 90 ) 

<sup>K/sup>H-nrnr (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.23-2.47 (4 H, m ), 2.26 (3 H, s ), 2.6 - 3.05 (2 H, m ), 
3.10 - 3. 43 and 3.48 - 3. 90 and 4. 35 - 4.62 and 5.05 - 5.29 
(All 3 H, m ), 6.56 (1 H, d, J=8.3Hz ), 6.90 (1 H, dd, 
J=2.2Hz , 8.3Hz ),7.08 (1 H, d, J=2.2Hz ), 7.12 - 7.55 (6 H, 
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8.5Hz) 0 
[0769] 

NMR 48)(Hj5te^l 92) 

1 H-NMR(200MHz,CDCl 3 ) $ ppm:0.84,1.05 JSiU 
1 .08(± 6H,& t,J=7Hz), 1 .2-4.0,4. 1-4.7 &lf 4.8- 
53(± 25H,m,2.24(s)), 2.61(q,J=7Hz), 2.99,3.19 
(# s)), 6.4-7.7(1 lH,m,6.55(d,J=8Hz)) 0 



[0770] 

NMR 49)(HiS#] 93) 

1 H-NMR(200MHz,CDCl 3 ) 6 ppm:0.90,0,97 Jklf 
\,01(± 6H,& t,J=7Hz), 1.15-4.02,4.38-4.65 Jk 
tf4.95-5.25(±23H,m,2.26,3.18(=&s)), 6.54(1H, 
d,J=8.3Hz), 6.77-7.70(10H,m) o 

[0771] 

NMR 50)( jlJSfl] 94) 

1 H-NMR(200MHz,CDCl 3 ) 6 ppm:0.82,1.00 RZt 
1 .07(± 6H,# t,J=7Hz), 1 . 1 5-3.98,4.47-4.68,4.95 
-5.22 5.75-6.10(£ 25H,m), 6.40-6.68 RZfi 
6.73-7.68(£ llH,m) 0 

[0772] 

nmr 5 \)(mmm 96) 

i H-NMR(200MHz,CDCl 3 ) S ppm: 1.2-2. 4(4H,m), 
2.20(3H,s), 2.5-3.35,3.4-3.9,4.25-4.6 &lf 4.9- 
6.2(± 8H,m,4.22(s)), 6.4-6.65(1 H,m), 6.75-6.95 
(lH,m), 6.95-7.35(5H,m), 7.42(2H,d,J=8.5Hz), 
7.81(2H,d,J=8.5Hz) 0 

[0773] 

NMR 52)(H»J 97) 

1 H-NMR(200MHz,CDCl 3 ) d ppm: 1 .2-2.3,2.5-3. 
4,3.5-4.3,4.35-4.7 JSiU 5.05-5.35(± 12H,3.75 
(s)), 6.4-6.7(lH,m), 6.93(lH,dd,J=2Hz,8.5Hz), 
7.13(lH,d,J=2Hz), 7.2-7.8(9H,m) 0 

[0774] 

NMR 53)(HJ601J 98) 

1 H-NMR(200MHz,CDCl 3 ) (5ppm:0.85,1.03 JSllS 
1.08(£ 6H,& t,J-7Hz), 1.2-4.0,4.3-4.65 S.lf 4. 
9-5.3(^ 22H,2.99,3.19,5.100& s)), 6.45-7.6(11 
H,m) 0 

[0775] 

NMR 54)(Hifc0tJ 99) 

! H-NMR(200MHz,CDCl 3 ) 8 ppm: 1 .27(3H,t,J=7. 
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m), 7.61(2 H, d, J=8.5Hz ). 
[0769] 

nmr 48) (Working Example 92 ) 

1 1 H, m, 6.55 (d, J=8Hz ). All 25 H, m, 2.24 (s ), 2.61 (q, 
J=7Hz ), 2. 99 and 3. 19 (Each s ), 6.4 - 7.7 
<sup>K/sup>H-nmr (200 MHz , CDCI<sub>3</sub> );de 
ppm :0.84, 1.05 and 1.08 (All 6 H, each t, J=7Hz ), 1.2 - 
4.04.1 -4.7 and 4.8 -5.3 

[0770] 

nmr 49) (Working Example 93 ) 

All 23 H, m, 2.26, 3.18 (Each s ), 6.54 (1 H, d, J=8.3Hz ), 
6.77 - 7.70 (10 H, m ). <sup>l</sup>H-nmr (200 MHz , 
CDCKsub>3</sub> );de ppm :0.90, 0, 97 and 1 and 07 (All 6 
H, each t, J=7Hz ), 1.15 - 4. 02 and 4. 38 - 4.65and 4.95 - 5.25 

[0771] 

nmr 50) (Working Example 94 ) 

<sup>l</sup>H-nmr (200 MHz , CDCKsub>3</sub> );de 
ppm :0.82, 1.00 and 1.07 (All 6 H, each t, J-7Hz ), 1.15 - 3. 
98 and 4. 47 - 4. 68 and4. 95 - 5.22 and 5.75 - 6.10 (All 25 H, 
m ), 6.40 - 6.68 and 6.73 - 7.68 (All 1 1 H, m ). 

[0772] 

nmr 51) (Working Example 96 ) 

All 8 H, m, 4.22 (s ), 6.4 - 6.65 (1 H, m ), 6.75 - 6.95 (1 H, 
m ), 6.95 - 7.35 (5 H, m ),7.42 (2 H, d, J-8.5Hz ), 7.81 (2 H, 
d, J=8.5Hz ). <sup>K/sup>H-nmr (200 MHz , 
CDCKsub>3</sub> );de ppm :1.2- 2.4 (4 H, m ), 2.20 (3 H, 
s ), 2.5 - 3.353.4 - 3. 9 and 4. 25 - 4.6and 4.9 - 6.2 

[0773] 

nmr 52) (Working Example 97 ) 

All 12 H, 3.75 (s ), 6.4 - 6.7 (1 H, m ), 6.93 (1 H, dd, J=2Hz , 
8.5Hz ), 7.13 (1 H, d, J=2Hz ), 7.2 - 7.8 (9 H, m ). 
<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.2- 2.3, 2.5-3.4, 3.5-4.3, 4.35-4.7 and 5.05 - 5.35 

[0774] 

nmr 53) (Working Example 98 ) 

All 22 H, 2.99, 3.19, 5.10 (Each s ), 6.45 - 7.6 (1 1 H, m ). 
<sup>l</sup>H-nmr (200 MHz , CDCKsub>3</sub> );de 
ppm :0.85, 1.03 and 1.08 (All 6 H, each t, J=7Hz ), 1.2 - 
4.04.3 - 4.65 and 4.9 - 5.3 

[0775] 

nmr 54) (Working Example 99 ) 

<sup>K/sup>H-nmr (200 MHz , CDCKsub>3</sub> );de 
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1Hz), 1.20-2.20(14H,m), 2.30-2.50(lH,m), 2.60 
-3.05(3H,m), 3.10-3.35(lH,m), 4.10-4.40(2H, 
m), 4.45-4.65(lH,m), 6.57(lH,d,J=8.4Hz), 6.96 
(lH,d,J=8.1Hz), 7.00(2H,d,J=8.0Hz), 7.10-7.35 
(3H,m) 0 

[0776] 

nmr ssxmmm ioo> 

1 H-NMR(200MHz,CDCl 3 ) d ppm: 1 .08-2.41(5H, 
m), 1.25(3H,t,J=7.10Hz), 2.16(3H,s), 2.54-5.32 
(6H,m), 6.48-7.54(1 lH,m) 0 

[0777] 

nmr 56)(mmm ioi> 

1 H-NMR(200MHz,CDCl 3 ) 6 ppm: 1 . 14-2.36(5H, 
m), 2.26(3H,s), 2.51-5.35(4H,m), 6.45-7.50(11 
H,m), 8.65-13.90(lH,m) o 

[0778] 

nmr 5i)(mmm 102) 

1 H-NMR(200MHz,CDCl 3 ) 6 ppm: 1 . 1 8-2.39(5H, 
m), 2.57-3.05(2H,m), 3.09-5.28(2H,m), 3.67,3. 
72 JSiU 3.82(& 3H,& s), 6.48-7.8 l(10H,m) o 

[0779] 

NMR 58)(HJfc#J 103) 

1 H-NMR(200MHz,CDCl 3 ) 6 ppm: 1 . 14-2.26(4H, 
m), 2.01(3H,s), 2.52-3. 10(2H,m), 3.01-5.28(3 
H,m), 3.61(3H,s), 6.48-7.88(1 0H,m), 8.50-13.9 
(lH,m) 0 

[0780] 

NMR 59)(mmm 104) 

, H-NMR(200MHz,CDCl 3 ) 6 ppm: 1 . 1 8-2.32(4H, 
m), 2.57-3.09(2H,m), 3.10-5.29(3H,m), 3.66 jBl 
t/3.81(#3H,&s), 6.45-7.80(10H,m), 8.03-13. 
80(lH,m) o 

[0781] 

NMR 6O)(Hffi0IJ 105) 

l H-NMR(200MHz,CDCl 3 ) 6 ppm: 1 . 1 3-2.37(4H, 
m), 2.14(3H,s), 2.54-2.97(2H,m), 2.98-5.20(3 
H,m), 3.68 &XS 3.74(& 3H,& s), 6.50-7.52(10 
H,m) 0 

[0782] 

NMR 61)(HJfe#J 106) 

l H-NMR(200MHz,CDCl 3 ) d ppm: 1 .41 -4.06(5H, 
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ppm :1.27 (3 H, t, J=7.1Hz ), 1.20 - 2.20 (14 H, m ), 2.30 - 
2.50 (1 H, m ), 2.60 - 3.05 (3 H, m ),3.10 - 3.35 (1 H, m ), 
4. 10 - 4.40 (2 H, m ), 4.45 - 4.65 (1 H, m ), 6.57 (1 H, d, 
J=8.4Hz ), 6.96 (1 H, d, J=8.1Hz ), 7.00(2 H, d, J=8,0Hz ), 
7.10-7.35 (3 H,m). 

[0776] 

nmr 55) (Working Example 1 00 ) 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub»3</sub> );de 
ppm : 1.08-2.41 (5 H, m ), 1.25 (3 H, t, J=7.10Hz ), 2.16 (3 H, 
s ), 2.54 - 5.32 (6 H, m ), 6.48 - 7.54(1 1 H, m ). 

[0777] 

nmr 56) (Working Example 101 ) 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.14-2.36 (5 H, m ), 2.26 (3 H, s ), 2.51 - 5.35 (4 H, m )> 
6.45 - 7.50 (11 H, m ), 8.65 -13.90 (1 H, m ). 

[0778] 

nmr 57) (Working Example 102 ) 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1 . 1 8-2.39 (5 H, m ), 2.57 - 3.05 (2 H, m ), 3.09 - 5.28 (2 
H, m ), 3. 67 and 3.72 arid 3.82 (Each 3 H, each s ), 6.48 - 
7.81 (10H,m). 

[0779] 

nmr 58) (Working Example 103 ) 

<sup>K/sup>H-nmr (200 MHz , CDCKsub>3</sub> );de 
ppm :1. 14-2.26 (4 H, m ), 2.01 (3 H, s ), 2.52 - 3.10 (2 H, m ), 
3.01 - 5.28 (3 H, m ), 3.61(3 H, s ), 6.48 - 7.88 (10 H, m ), 
8.50-13.9(1 H,m). 

[0780] 

nmr 59) (Working Example 104 ) 

<sup>K/sup>H-nmr (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.18-2.32 (4 H, m ), 2.57 - 3.09 (2 H, m ), 3.10 - 5.29 (3 
H, m ), 3.66 and 3.81(Each 3 H, each s ), 6.45 - 7.80 (10 H, 
m), 8.03- 13.80(1 H, m ). 

[0781] 

nmr 60) (Working Example 1 05 ) 

<sup>l</sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.1 3-2.37 (4 H, m ), 2.14 (3 H, s ), 2.54 - 2.97 (2 H, m ), 
2.98 - 5.20 (3 H, m ), 3.68and 3.74 (Each 3 H, each s ), 6.50 - 
7.52(10H,m). 

[0782] 

nmr 61) (Working Example 106 ) 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
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m), 2.13(3H,s), 3.39(3H,s), 4.36-5.41(lH,m), 
6.49(lH,s), 6.79(lH,d,J=8.44Hz), 6.88(lH,d,J= 
7.42Hz), 7.01-7.62(6H,m), 7.79(1 H,d,J=2.24H 
z) 0 

[0783] 

NMR 62)(mMm 107) 

1 H-NMR(200MHz,CDCl 3 ) 6 ppm: 1.10-2.21 (5H, 
m), 2.51-3.26(3H,m), 3.27-4.1 l(4H,m), 3.77(3 
H,s), 4.36-4.88(4H,m), 5.71-7.58(10H,m) o 



[0784] 

NMR 63)(HJ56#J 108) 

I H-NMR(200MHz,CDCl 3 ) 6 ppm: 1 .06-2.2 1 (4H, 
m), 2.49-5.23(1 lH,m), 3.73(3H,s), 5.78-7.50(9 
H,m) 0 

[0785] 

NMR 64)(Hte#l HO) 

1 H-NMR(200MHz,CDCl 3 ) 6 ppm: 1 .04-2.26(4H, 
m), 2.47-5.20(14H,m), 5.58-7. 72(10H,m) o 



[0786] 

NMR 65)(5!J£#J HI) 

I H-NMR(200MHz ) CDCl 3 ) d ppm: 1 .3 1 - 1 .69(1 H, 
m), 1.70-2.24(3H,m), 2.55-3 .20(3H,m), 4.88-5. 
20(lH,m), 5.03(2H,s), 6.51-7.51(16H,m) 0 

[0787] 

NMR 66)(^J6#J 113) 

1 H-NMR(200MHz,CDCl 3 ) 6 ppm: 1 . 1 5-2.40(4H, 
m), 2.28(3H,s), 2.60-5.29(5H,m), 3.74(3H,s), 
6.54-6.78(1 H,m), 6.88-7.06(lH,m), 7.09-7.46(6 
H,m), 7.58-7.79(lH,m), 8.46-8.66(lH,m) 0 

[0788] 

nmr 6ixmmm ii6> 

, H-NMR(200MHz,CDCl 3 ) 6 ppm: 1 . 1 0-2.30(4H, 
m), 2.49-5.29(5H,m), 3.70(3H,s), 3.87(2H,s), 
6.41-7.75(12H,m) 0 

[0789] 

NMR 68)(S!Jfcffy 119) 

1 H-NMR(200MHz,CDCl 3 ) 6 ppm:(CDC13 ): 1 .2 1 
-2.31(4H,m), 2.60-5 .27(5H,m), 3.75(3H,s), 6.4 
l-6.63(lH,m), 6.80-7.53(2H ) m), 7.48(2H,d,J=8. 
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ppm : 1.41-4.06 (5 H, m ), 2.13 (3 H, s ), 3.39 (3 H, s ), 4.36 - 
5.41 (1 H, m ), 6.49 (1 H, s ), 6.79(1 H, d, J=8.44Hz ), 6.88 (1 
H, d, J=7.42Hz ), 7.01 - 7.62 (6 H, m ), 7.79 (1 H, d, 
J=2.24Hz). 

[0783] 

nmr 62) (Working Example 107 ) 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :1. 10-2.21 (5 H, m ), 2.51-3.26 (3 H,m), 3.27-4.11 (4 
H, m ), 3.77 (3 H, s ), 4.36 -4.88 (4 H, m ), 5.71 - 7.58 (io H, 
m). 

[0784] 

nmr 63) (Working Example 108 ) 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.06-2.21 (4 H, m ), 2.49 - 5.23 (1 1 H, m ), 3.73 (3 H, 
s ), 5.78 - 7.50 (9 H, m ). 

[0785] 

nmr 64) (Working Example 110) 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.04-2.26 (4 H, m ), 2.47 - 5.20 (14 H, m), 5.58 - 7.72 
(10H,m). 

[0786] 

nmr 65) (Working Example 111) 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.31 -1.69 (1 H, m ), 1.70 - 2.24 (3 H, m ), 2.55 - 3.20 (3 
H, m ), 4.88 - 5.20 (1 H, m ),5.03 (2 H, s ), 6.51 - 7.51 (16 H, 
m). 

[0787] 

nmr 66) (Working Example 113) 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1 . 1 5-2.40 (4 H, m ), 2.28 (3 H, s ), 2.60 - 5.29 (5 H, m ), 
3.74 (3 H, s ), 6.54 - 6.78(1 H, m ), 6.88 - 7.06 (1 H, m ), 7.09 
- 7.46 (6 H } m ), 7.58 - 7.79 (1 H, m ), 8.46 - 8.66 (1 H, m ). 

[0788] 

nmr 67) (Working Example 116) 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.1 0-2.30 (4 H, m ), 2.49 - 5.29 (5 H, m ), 3.70 (3 H, s ), 
3.87 (2 H, s ), 6.41 - 7.75(12 H, m ). 

[0789] 

nmr 68) (Working Example 119) 

<sup>l</sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm : (CDCl<SB>3</SB> ): 1.21 - 2.31 (4 H, m ), 
2.60 - 5.27 (5 H, m ), 3.75 (3 H, s ), 6.41 -6.63 (1 H, m ), 6.80 
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24Hz), 7.74(2H,d,J=8.42Hz), 9.99-10.02(lH, 
m) 0 

[0790] 

NMR 69)(SJfc#J 121) 

l H-NMR(200MHz,CDCl 3 ) d ppm: LI 6-5.23(1 7H, 
m), 2.35(3H,s), 6.41-6.62(lH,m), 6.78-7.53(2 
H,m), 7.61(2H,d,J=8.3Hz), 7.73(2H,d,J=8.3Hz), 
9.94(lH,s) 0 

[0791] 

nmr loxmmm 122) 

1 H-NMR(200MHz,CDCl 3 ) d ppm:0.90-5.24(26H, 
m), 6.40-6.6 l(lH,m), 6.74-7.82(6H,m), 9.88-1 
0.01(lH,m)o . 

[0792] 

NMR 71)(HJfcfll] 123) 

, H-NMR(200MHz,CDCl 3 ) 6 ppm:0.94(3H,t,J=7. 
3Hz), 0.78-5.25(26H,m), 6.48-7.82(1 lH,m), 12. 
35-13.74(lH,m)o 

[0793] 

NMR 72)(Hffiff>J 125) 

, H-NMR(200MHz,CDCl 3 ) d ppm:0.85-5.23(28H, 
m), 6.37-7.80(1 0H,m), 12.29-1 3. 40(lH,m) o 

[0794] 

NMR 73)(3gjfe#] 126) 

1 H-NMR(200MHz,CDCl 3 ) 6 ppm: 1 .02-5.22(27H, 
m), 6.37-7.76(1 lH,m), 12.54-13.50(lH,m) o 

[0795] 

nmr i4)(mmm 130) 

1 H-NMR(200MHz,CDCl 3 ) d ppm:1.08-2.37(4H, 
m), 2.51-5.45(1 lH,m), 3.83(3H,s), 6.34-7.62(1 
0H,m) o 

[0796] 

nmr i5)(mmm 132) 

1 H-NMR(200MHz,CDCl 3 ) d ppm: 1.11 -2.32(4H, 
m), 2.12(3H,s), 2.41-5.30(7H,m), 6.38-8.08(11 
H,m), 8.91-13.00(lH,m)o 

[0797] 

NMR 76)(Hfl6#] 136) 
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- 7.53 (2 H, m ), 7.48 (2 H, d, J=8.24Hz ), 7.74 (2 H, d, 
J=8.42Hz ), 9.99 - 10.02 (1 H, m ). 

[0790] 

nmr 69) (Working Example 121 ) 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :1. 16-5.23 (17 H, m ), 2.35 (3 H, s ), 6.41 - 6.62 (1 H, 
m ), 6.78 - 7.53 (2 H, m ), 7.61(2 H, d, J=8.3Hz ), 7.73 (2 H, 
d, J=8.3Hz ), 9.94 (1 H, s ). 

[0791] 

nmr 70) (Working Example 122 ) 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :0.90-5.24 (26 H, rn ), 6.40 - 6.61 (1 H, m ), 6.74 - 7.82 
(6H,m), 9.88-10.01(1 H, m ). 

[0792] 

nmr 71) (Working Example 123 ) 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :0.94 (3 H, t, J=7.3Hz ), 0.78 - 5.25 (26 H, m ), 6.48 - 
7.82(11 H, m ), 12.35 - 13.74(1 H,m). 

[0793] 

nmr 72) (Working Example 125 ) 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :0.85-5.23 (28 H, m ), 6.37 - 7.80 (10 H, m ), 12.29 - 
13.40(1 H,m). 

[0794] 

nmr 73) (Working Example 126 ) 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.02-5.22 (27 H, m ), 6.37 - 7.76 (1 1 H, m ), 12.54 - 
13.50(1 H,m). 

[0795] 

nmr 74) (Working Example 130 ) 

<sup>K/sup>H-nmr (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.08-2.37 (4H, m ), 2.51 - 5.45 (11 H, m ), 3.83 (3 H, 
s), 6.34 -7.62 (10 H, m ). 

[0796] 

nmr 75) (Working Example 132 ) 

<sup>K/sup>H-nmr (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.1 1-2.32 (4 H, m ), 2.12 (3 H, s ), 2.41 - 5.30 (7 H, m ), 
6.38 - 8.08 (11 H, m ), 8.91 -13.00 (1 H, m ). 

[0797] 

nmr 76) (Working Example 136 ) 
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, H-NMR(200MHz,CDCl 3 )5ppm:1.03-2.36(4H, 
m), 2.13(3H,s)2.38-5.28(7H,m), 3.71(3H,s), 6.4 
1-8.09(1 lH,m) 0 

[0798] 

NMR 77)(j6Jfe#J 137) 

1 H-NMR(200MHz,CDCl 3 ) 6 ppm: 1 .05-5. 10(25H, 
m), 6.05-7.50(15H,m) o 

[0799] 

NMR 78)(HSE#J 138) 

1 H-NMR(200MHz,CDCl 3 ) d ppm: 1 .03-5.08(20H, 
m), 2.34(3H,s), 6.58-7.53(6H,m), 8.39-9.04(1 
H,m) 0 

[0800] 

NMR 79)(HS£0I] 24) 

1 H-NMR(200MHz,CDCl 3 ) d ppm:0.78-5.25(23H, 
m), 2.96 Xtf 3.20(£ 3H,s), 3.71(3H,s), 3.83(3 
H,s), 6.51-7.18(6H,m) 0 

[0801] 

nmr soxnmm 52) 

1 H-NMR(200MHz,CDCl 3 ) d ppm: 1 . 1 2-2.36(4H, 
m), 2.20(3H,s), 2.56-4.00(4H,m), 4.25-5.41(1 
H,m), 6.27-7.76(1 lH,m), 10.73-1 1.74(lH,m) 0 



[0802] 

NMR 81)(SUfc#] 54) 

1 H-NMR(200MHz,CDCl 3 ) 6 ppm: 1 .3-1 .7(lH,m), 
1.7-2.2(3H,m), 2.55-3.2(3H,m), 4.85-5.2(lH, 
m), 6.3-7.7(l4H,m) 0 

[0803] 

NMR 82)(Hffi01) 55) 

1 H-NMR(200MHz,DMSO-d 6 ) 6 ppm: 1 .07-2.04(1 
0H,m), 2.58-3.98(18H,m), 4.13-4.36(lH,m), 4. 
73(2H,s), 6.61-7.43(10H,m), 7.87-8.01(lH,m), 
9.21(lH,s), 10.32(lH,brs)o 

[0804] 

NMR Z3)(mMM 56) 

, H-NMR(200MHz,DMSO-d 6 ) 6 ppm: 1.05-2.06(1 
0H,m), 2.43-3.80(15H,m), 4.17-4.40(lH,m), 4. 
73(2H,m), 6.63-7.48(1 0H,m), 7.84-7.98(1 H,m), 
8.56-8.71(lH,m), 9.22(lH,s), 10.34(1^^5)0 
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<sup>l</sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :1.03-2.36 (4 H, m ), 2.13 (3 H,s) 2.38 - 5.28 (7 H, m ), 
3.71 (3 H, s ), 6.41 - 8.09(1 1 H, m ). 

[0798] 

nmr 77) (Working Example 1 37 ) 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.05-5. 10 (25 H, m ), 6.05 - 7.50 (15 H, m ). 

[0799] 

nmr 78) (Working Example 1 38 ) 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.03-5.08 (20 H, m ), 2.34 (3 H, s ), 6.58 - 7.53 (6 H, 
m), 8.39 -9.04(1 H,m). 

[0800] 

nmr 79) (Working Example 2 4) 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :0.78-5.25 (23 H, m ), 2.96 and 3.20 (All 3 H, s ), 3.71 (3 
H, s ), 3.83 (3 H, s ), 6.51 - 7.18(6 H, m ). 

[0801] 

nmr 80) (Working Example 52 ) 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1.1 2-2.36 (4 H, m ), 2.20 (3 H, s ), 2.56 - 4.00 (4 H, m ), 
4.25-5.41 (1 H,m), 6.27 -7.76(11 H,m), 10.73 - 11.74(1 
H,m). 

[0802] 

nmr 81) (Working Example 54 ) 

<sup>l</sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm :1.3- 1.7 (1 H, m ), 1.7 - 2.2 (3 H, m ), 2.55 - 3.2 (3 H, 
m ), 4.85 - 5.2 (1 H, m ), 6.3- 7.7 (14 H, m ). 

[0803] 

nmr 82) (Working Example 55 ) 

<sup>l</sup>H-nmr (200 MHz , DMSO 
-d<sub>6</sub> );de ppm : 1.07-2.04 (10 H, m ), 2.58 - 3.98 
(1 8 H, m ), 4.13 - 4.36 (1 H, m ), 4.73 (2 H, s ), 6.61 -7.43 (10 
H, m ), 7.87 - 8.01 (1 H, m ), 9.21 (1 H, s ), 10.32 (1 H, brs ). 

[0804] 

nmr 83) (Working Example 56 ) 

<sup>K/sup>H-nmr (200 MHz , DMSO 
-d<sut»6</sub> );de ppm : 1.05-2.06 (10 H, m ), 2.43 - 3.80 
(15 H, m ), 4.17 - 4.40 (1 H, m ), 4.73 (2 H, m ), 6.63 -7.48 
(10 H, m ), 7.84 - 7.98 (1 H, m ), 8.56 - 8.71 (1 H, m ), 9.22 (1 
H,s), 10.34(1 H, brs ). 
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[0805] 

nmr S4)(mmm 57) 

l H-NMR(200MHz,DMSO-d 6 ) 6 ppm: 1 .08-2.02( 1 
0H,m), 2.62-3.99(18H,m), 4.12-4.39(lH,m), 4. 
82(2H,s), 6.61-7.57(9H,m), 7.96-8.1 l(lH,m), 
9.33(1 H,s), 10.21(lH,brs)« 

[0806] 

NMR 85)( SJfcflJ 58) 

1 H-NMR(200MHz,DMSO-d 6 ) 8 ppm: 1 .04-2,0 1(1 
0H,m), 2.43-3.80(1 5H,m), 4.13-4.40(lH,m), 4. 
82(2H,s), 6.60-7.53(9H,m), 7.92-8.08(1 H,m), 
8.56-8.71(lH,m), 9.33(lH,s), 10.35(lH,brs) o 



[0807] 

mmm 139 

7^PP-5-[(4->f^-l-t^7V~^)*^^- 
;M^;U]-l-[2->h^v-4-{N-C2-(2^^;U7x/ 

>y^;U]-2,3,4,5-T-^tKP-lH-^>7T-tft° 
>0.45gO)>*y-;U20niIJS»<3 % gtgtfj'J^A 
0.1 Ig (DtKjSj* 5ml *JBxaai-T 12 &Rfl« 

>f;U^A^PVh^^-(?itB«;v^PP> 
£>:>$y— ;U=80: 1 -*50: 1 -+30: OlZttU 74z 
K>-n-^*1*>IZTiittJtLT % 0.12g 0) 7-^P 

;U]-l-{2->h^rV-4-C2-(2-y5 1 ;U7xy+v)X^ 
;U75/)^<>^-f>U}.2 > 3 > 4,5--Th7tKP-lH-'< 
>l/7-tft:>£*#/co 

[0808] 

afet&5fctt*mp:160-161 deg C 0 
[0809] 

7-^pp-5-C(4->^;u-i-t°^v-;u)*;u^- 
;u>T;u]-i-(2->h+v-4-hU^ju^-P7-tz^^ 

7-tffcfl/ 0.4g (DftfllT-h7tKP^> 20ml J§ 
Jfc'V h'J^x~;U^X^>0.54g, o-(2-tKP+ 
yih+y)h^X> 0.29g ^ifilC-tiniu ^1- 
S?x^U7 % -/S?**#**>U-h 0.32ml (DttM 

xh^tKp^i/ 5mi »**«tl. aaic-c 1 
6Bwiw*Lfc. 
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[0805] 

nmr 84) (Working Example 57 ) 

<sup>K/sup>H-nmr (200 MHz , DMSO 
-d<sub>6</sub> );de ppm : 1.08-2.02 (10 H, m ), 2.62 - 3.99 
(18 H, m ), 4. 12 - 4.39 (1 H, m ), 4.82 (2 H, s ), 6.61 -7.57 (9 
H, m ), 7.96 - 8.11 (1 H, m ), 9.33 (1 H, s ), 10.21 (1 H, brs ). 

[0806] 

nmr 85) (Working Example 58 ) 

<sup> 1 </sup>H-nmr (200 MHz , DMSO 
-d<sub>6</sub> );de ppm :1.04-2.01 (10 H, m ), 2.43 - 3.80 
(15 H 5 m ), 4.13-4.40 (1 H, m ), 4.82 (2 H, s ), 6.60 -7.53 (9 
H, m ), 7.92 - 8.08 (1 H> m ), 8.56 - 8.71 (1 H, m ), 9.33 (1 H, 
s), 10.35(1 H, brs ). 

[0807] 

Working Example 139 

7 -chloro -5- { (4 -methyl -1- piperazinyl ) carbonyl methyl } 

- 1 - {2 -methoxy -4- {N- {2 - (2 -methyl phenoxy ) ethyl } 
-N- trifluoroacetyl amino } benzoyl } - 2, 3, 4 and 5 
-tetrahydro -lH-benzo azepine 0.45g to methanol 20ml 
solution , 12 hours itagitated with room temperature including 
aqueous solution 5ml of potassium carbonate 0. 1 lg. 

majority it removed methanol , it extracted with ethylacetate 
includingwater. 

After after drying, vacuum distillation doing solvent , residue 
it attachedon silica gel column chromatography 
(eluate ;dichloromethane :methanol =80:1*50:1*30:1 ), 
recrystallization did with acetone -n- hexane , 0.12 g 7 -chloro 
-5- { (4 -methyl -1- piperazinyl ) carbonyl methyl }- 1 - {2 
-methoxy -4- {2 - (2 -methyl phenoxy ) ethylamino } 
benzoyl } - acquired 2, 3, 4 and 5 -tetrahydro - lH-benzo 
azepine . 

[0808] 

white powder , mp:160-161deg C. 
[0809] 

Working Example 140 

7 -chloro -5- { (4 -methyl -1- piperazinyl ) carbonyl methyl } 

- 1 - (2 -methoxy -4- trifluoroacetyl amino benzoyl ) - 2, 3, 4 
and 5 -tetrahydro - lH-benzo azepine 0.4g it added triphenyl 
phosphine 0.54g, o- (2 -hydroxyethoxy ) toluene 0.29g to dry 
tetrahydrofuran 20ml solution , with room temperature , next 
dripped dry tetrahydrofur an 5ml solution of the diethyl azo 
dicarboxylate 0.32ml , 16 hours agitated with room 
temperature . 
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x-xjui s««*u vu*y;u* 

;U=50:1— 30:l)Cl#U0.46g CO 

5-[(4-^^;u-i-t 0 ^v~;u)±i;u7l-:-;u^;i/] 
- 1 -C2-> v-4- {N- [2-(2->5 1 ;u^xy * v)X^ 

2,3,4,5-^^tKP^lH-^> % yT-tft°>^t#fco 
[0810] 

1 H-NHR(200MHz,CDCl3) ppm: 1 .05-5 . 1 0(25 

H, m), 6.05-7.50(15H,m)o 

[0811] 

m^a%mn^mi\mmm ho tmm^L 

TMBUffiflJ 13-16. 74~78> 108 Rtf 1 10 (Dit 
[0812] 

mmm 141 

7-^pp-5-[(4^^;u-i-t°^v-;u)*;u7f:- 

yU>^JU]-l-(2->h+v-4-75y^>l/-r^>2,3, 
4,5-x r-^t KP-lH-K^/Tt? t? > 2.0g <D t°'J V 

> 30ml *5*^, tK#t. ^7khU3?;u^-pp^ 

I. 14ml S;HTLfcc 

^□Vh^^-^tt^iV^PP^V:^^^ 
— ;U=50:l-^30:l)IC«L.y-bh>-n^+1t>IC 
cfcy^lUfcU 1.86g 0 7-^7PP-5-[(4-^;U-l- 
e^^-^^^TK-^U^^D-l^^h^v^ 

-hU^;i/5j-P7-tr^;ur^/^>y-r;u)-2,3,4,5- 

xh^tKP-lH-^/7^ft°>^fco 
[0813] 

1 H-NHR(200MHz,CDCl 3 ) d ppm: 1.03-5.08(20 
H,m), 2.34(3H,s), 6.58~7.53(6H,m), 8.39-9.04 
(lH,m) 0 

[0814] 



TlufaHffl^j7. 8&tf 55~5804t£%£#fc o 

[0815] 
Hffi^J 142 



Including water, it extracted with diethyl ether . 

After drying, solvent removal it did ether layer , attached on 
silica gel column chromatography 
(eluate ;dichloromethane :methanol =50:1*30:1 ),0.46 g 7 
-chloro -5- { (4 -methyl -1- piperazinyl ) carbonyl methyl } - 
1 - {2 -methoxy -4- {N- {2 - (2 -methyl phenoxy ) ethyl } -N- 
trifluoroacetyl amino } benzoyl } - acquired 2, 3, 4 and 5 
-tetrahydro -lH-benzo azepine . 

[0810] 

colorless amorphous 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.05-5.10 (25 H, m ), 6.05 - 7.50 (15 H, m ). 

[0811] 

Aforementioned Working Example 13-16, 74-78, 108 and 
compound of 1 10 were acquired making useof suitable 
starting material , to similar to Working Example 140. 

[0812] 

Working Example 141 

7 -chloro -5- { (4 -methyl -1- piperazinyl ) carbonyl methyl } 
- 1 - (2 -methoxy -4- amino benzoyl ) - 2, 3, 4 and 5 
-tetrahydro - lH-benzo azepine 2.0g under ice cooling , 
trifluoroacetic anhydride 1.14ml was dripped to pyridine 30ml 
solution . 

In reaction mixture it extracted with ethylacetate including 
saturated aqueous sodium bicarbonate solution . 

After water wash drying, it removed, residue attached on 
silica gel column chromatography 
(eluate ;dichloromethane : methanol 

=50: 1*30: 1 ),crystallization it did with acetone -n- hexane , 
1 .86 g 7 -chloro -5- { (4 -methyl -1- piperazinyl ) carbonyl 
methyl } - 1 - (2 -methoxy -4- trifluoroacetyl amino benzoyl ) 
-acquired 2, 3, 4 and 5 -tetrahydro -lH-benzo azepine . 

[0813] 

white powder 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1 .03-5.08 (20 H, m ), 2.34 (3 H, s ), 6.58 - 7.53 (6 H, 
m), 8.39-9.04(1 H,m). 

[0814] 

Aforementioned Working Example 7, 8 and compound 55 - 
58 was acquired making use of suitable starting material , to 
similar to Working Example 141. 

[0815] 

Working Example 142 
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4,5-T" K9tKP-lH><>77-l?tf> 0.8g 

— ;U 30ml JS&'X o-hJUTiU-rfcK 0.35ml SIX 

Ht» 1 ml £ADX., 50-60 deg C T* 2-3 KfPbIJI^ 

>:>£/— ;U=50:1^25:l)ICtfU7^h>-vX 
^UX— rJUCTSftfiLT* 0.71g CD 7-^PP 
-5-[(4->^;i/-l-t°^^vx;u)*;U7tC-;u>^ 
;u]-i-C2-^K+v-4-(2->5 1 ;u^>v;u7^/)^ 

>7-f^3-2 > 3 f 4 > 5-xh^tKP-lH--<>!/74?tf 
[0816] 

Gfet»*R,mp:153-154.5 deg Co 
[0817] 

aafttii*is»*ffli\ sifeffl 142 &hwcl 

TMB3lite#lJ 13-16, 75-78. 108, 1 10 &tf 137 
[0818] 

mmm 143 

7-^PP-5->h*2/*;U#=-JU>WU-l-(2->h* 
5/-4-75/*>V^;U)-2^A5-xh5fcKP-lH- 
*>*/7«tftf> 2.6g (Dx^y— ;u 100ml SiSi* 
tcttRfc-*-MJ4A l.5g.o-+vU>v^PV^K 
1.87g &tf SHb^MJ^A 2.42g £flD*_. 60-70 
deg C IZT, 3 ftmmftLtzo 

UAy^A7A^PVh^7-f-(»lllJft;»il 
x^;U:n^^r"+f>=l:10^1:5)(C^U 0.32g(D7 

$/-4-(2-^V-f>K , J-;U)'<>!/-fiU]-2,3A5--T 
h^LKP-lH-*>l/7i?e>£f#fco 

[0819] 

, H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 . 1 0-2.21 (5H, 
m), 2.51-3.26(3H,m), 3.27-4. 11 (4H,m), 3.77(3 
H,s), 4.36-4. 88(4H,m), 5.71-7.58(1 0H,ra) o 



1997-8-26 

7 -chloro -5- { (4 -methyl -1- piperazinyl ) carbonyl methyl } 
- 1 - (2 -methoxy -4- amino benzoyl ) - 2, 3, 4 and 5 
-tetrahydro -lH-benzo azepine 0.8g to methanol 30ml 
solution , including o-tolualdehyde 0.35ml and acetic acid 
lml , with 50 - 60 deg C it added 2-3 hours after stirring , 
sodium cyanoborohydride 0.1 lg with room temperature , 2 
hours agitated. 

vacuum distillation it did methanol , it extracted with 
ethylacetate including thewater. 

After drying it removed ethyl acetate layer , residue it 

attached on silica gel column chromatography 

(eluate ;dichloromethane rmethanol =50:1*25:1 ), 

recry stall ization did with acetone -diethyl ether ,0.71 g 7 

-chloro -5- { (4 -methyl - 1 - piperazinyl ) carbonyl methyl } - 

1 - {2 -methoxy -4- (2 -methylbenzyl amino ) benzoyl } 

-acquired 2, 3, 4 and 5 -tetrahydro - lH-benzo azepine . 

[0816] 

white powder , mp:153-154.5deg C. 
[0817] 

Aforementioned Working Example 13-16, 75-78, 108, 110 
and compound of 1 37 were acquired making useof suitable 
starting material , to similar to Working Example 142. 

[0818] 

Working Example 143 

7 -chloro -5-methoxycarbonyl methyl -1- (2 -methoxy -4- 
amino benzoyl ) - 2, 3, 4 and 5 -tetrahydro -lH-benzo azepine 
2,6g with 60 - 70 deg C, 3 hours itagitated to ethanol 100ml 
suspension including sodium carbonate 1.5g, o-xylene 
dibromide 1.87g and sodium iodide 2.42g. 

vacuum distillation it did ethanol , it extracted with 
ethylacetate including thewater. 

After drying, vacuum distillation it did ethyl acetate layer , 
residue attached on the silica gel column chromatography 
(eluate ;ethylacetate :n- hexane =1: 10*1:5 ), 0.32 g 7 -chloro 
-5-methoxycarbonyl methyl -1- {2 -methoxy -4- (2 
-isoindolinyl ) benzoyl } - acquired 2, 3, 4 and 5 -tetrahydro 
-lH-benzo azepine . 

[0819] 

colorless amorphous 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm :1. 10-2.21 (5 H,m), 2.51 -3.26 (3 H,m), 3.27-4.11 (4 
H, m ), 3.77 (3 H, s ), 4.36 -4.88 (4 H, m ), 5.71 - 7.58 (10 H, 
m). 
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[0821] 

144 

7-2 □ □ - l-(3-/b* v-4- 1 KP * 
2,3,4,5-7 L h^t:KP-lH^>77-tft o >0.7g<7)^ 

*S?>^;u*;uA75K 20mi MtllftU 

OA 0.35g Xtf 2-^P PK>2?;u^D«JK 0.32ml 

-x;UCTg$£IILT,0.76g (7) 7-*PP-l-[3- 
>h+J/4-(2-^PP'<>5/;i/t*^>!/>f;i/) 
^AS-xh^tKP-lH-^yy-ife^^ttfco 

[0822] 

Sfe|»5Rtt.mp:135 deg Co 
[0823] 

xmmmmm 24-33. 4u 43-45, 47. 49-5 1 . 86 

~88&tf 98 0lb£$g£f#fc o 

[0824] 
Utefll 145 

7-^pp-5-[(4^;u-i-t°^ : 7v-;u)*;^- 

;U^JU]-l-(4-*;U5JU'<> % /-f^)-2 > 3 > 4,5-xh 
5tKP-lH-K>*/7*tf> 0.29g (7)>^y-;U 3 
0ml o-HUVls 0.2ml Xt/K»* pH4 

IZ^^T'JJD*, 50 deg C t? 8 B$fmJaj5&«# 

a. **t. *3mbs/7y*^aw-hu^A o.os 

5g*»jl.l WHB8l#Lfc. 

7A<7P-7h^7>f-(?§ffi;^;v2PP^>:> 
;U=100:l—50:l)lCftL,0.1g (7) 7-^PP- 

5-[(4-^T;u-i-tf^v~;i/)*^7K-;u^;u] 

-l-[4-(2->^;U7- l J-/^9 t ;U)'<> % -/-fJU]-2 > 3 1 
4,5-'rh7tKP-lH-'<>yT4ftf>*»fc. 

[0825] 

1 H-NHR(200MHz,CDCl 3 ) 6 ppm: 1 . 1 0-5.24(26H, 
m), 6.32-7.69(1 lH,m) 0 

[0826] 

Xft&U«Htt£ffll\SlM H5 tH^lzL 



[0821] 

Working Example 144 

7 -chloro -1- (3 -methoxy -4- hydroxy benzoyl ) - 2, 3, 4 and 5 
-tetrahydro -lH-benzo azepine 0.7g to dry 
dimethyl formamide 20ml solution , including potassium 
carbonate 0.3 5g and 2 -chloro benzyl chloride 0.32ml , 
overnight it agitated with room temperature . 

In reaction mixture it extracted with ethylacetate including 
water. 

After water wash drying, solvent removal it did, 
recrystallization did with acetone -diethyl ether ,0.76 g 7 
-chloro -1- {3 -methoxy -4- (2 -chloro benzyloxy ) benzoyl } - 
acquired 2, 3, 4 and 5 -tetrahydro - lH-benzo azepine . 

[0822] 

white powder , mp:135deg C. 
[0823] 

Aforementioned Working Example 2 4-33, 41, 43-45, 47, 
49-51, 86-88 and compound of 98 were acquired making 
useof suitable starting material , to similar to Working 
Example 144. 

[0824] 

Working Example 145 

7 -chloro -5- { (4 -methyl -1- piperazinyl ) carbonyl methyl } 
- 1 - (4 -formyi benzoyl ) - 2, 3, 4 and 5 -tetrahydro 
-IH-benzo azepine 0.29g until it becomes the pH 4, it added 
o-toluidine 0.2ml and acetic acid to methanol 30ml solution , 
1 hour itagitated with 50 deg C 8 -hour heating and stirring 
after, including under ice cooling , sodium cyanoborohydride 
0.085g. 

methanol was extracted with ethylacetate after vacuum 
distillation , including thewater. 

After water wash drying, solvent removal it did, residue 
attached on silica gel column chromatography 
(eluate ;dichloromethane :methanol =100:1*50:1 ), 0.1 g 7 
-chloro -5- { (4 -methyl -1- piperazinyl ) carbonyl methyl } - 
1 - {4 - (2 -methyl anilino methyl ) benzoyl } - acquired 2, 3, 
4 and 5 -tetrahydro - lH-benzo azepine . 

[0825] 

colorless amorphous 

<sup>K/sup>H-NHR (200 MHz , CDCKsub>3</sub> );de 
ppm : 1 . 1 0-5.24 (26 H, m ), 6.32 - 7.69 ( 1 1 H, m ). 

[0826] 

compound of aforementioned Working Example 36 was 
acquired making use of the suitable starting material , to 
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[0827] 

mmm i46 

7-^PD-l-(3-^h*>>-4-75/ / <> % /-< < /U)-2,3 ( 4, 
5-xh7tKP-lH-K>l/7-tftf> 0.7g ©tf'Jv 
> 5ml 5§jaiC,N,N-i?>^l/*;U/^5>^^P'J 
K 0.42ml 60-70 deg C ICC. 2 tiffflm 



7-r-(j§ffliiS;&FKx^;i,:n-^^r-y->=l:10-l: 
1— 3:l)U:ttU x$r/— ;u-S?x^;n— x;H= 
■CWfcffll/C, 0.33g <D 7-$PP-l-(3-*Mr'>-4- 

4,5-xh i 5l=KP-lH-'<>y74ftf>$t#fco 
[0828] 

mp:230~232 deg C, Sfet&tto 
[0829] 

»a«:|lHBBi«*rai\ Slttffi 1 Alf 2 «tf5)«5 



[0830] 
IB 125] 



1997-8-26 

similar to Working Example 145. 
[0827] 

Working Example 146 

7 -chloro -1- (3 -methoxy -4- amino benzoyl ) - 2, 3, 4 and 5 
-tetrahydro -lH-benzo azepine 0.7g to pyridine 5ml solution , 
with 60 - 70 deg C, 2 hours it agitated including N, N- 
dimethyl carbamic acid chloride 0.42ml . 

It made hydrochloric acid acidity , extracted with 
ethylacetate . 

After washing, solvent removal it did with saturated aqueous 
sodium bicarbonate solution , residue it attachedon silica gel 
column chromatography (eluate ;ethylacetate :n- hexane 
= 1 : 1 0* 1 : 1 *3: 1 ), recrystallization did with ethanol -diethyl 
ether , 0.33 g 7 -chloro -1- (3 -methoxy -4- dimethylamino 
carbonyl amino benzoyl )- acquired 2, 3, 4 and 5 -tetrahydro 
-lH-benzo azepine . 

[0828] 

mp:230~232deg C, while platelet . 
[0829] 

compound which is stated in below-mentioned chart making 
use of suitable starting material , to similar to Working 
Example 1 and 2 was acquired. 

[0830] 

[Table 125] 



Pajge 702 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP1997221476A 



1997-8-26 



147 



$ktiM 147 








mm. 

R 


CH 3 


o 

^— NHCOCH 2 OCCH 3 




X : 


-CH 2 — 


R» : 7-C1 




R2 : 


H 






R3 : 


H 






: 
: 









[0831] [0831] 
[S126] [Table 126] 
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148 










R : 












-CO-f \- NHCOCHnO-f > 
\=/ \=/ 








X : 


-CH 2 — Rl ; 7-Cl 








R2 :• 












-CH 2 C01^\-C 2 H 5 








R3 : 


H 




























149 




















R : 












—co-f Vnhcoch 2 oh 
) — 










CH 3 








X : 


~CH 2 - Rl ; 


7-Cl 






R2 : 


H 








R3 : 


H 




















194 . 195*0 
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[0832] [0832] 
[8127] [Table 127] 
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mm 

R 



— co— nhcqch 2 o — \_y 



CH 3 



-CH 2 — Rl ; 7-C| 



R2 : 



■CH 2 001^^N-C 2 H 5 



R3 : H 



His« 151 

«Nft 



CH 3 



-CH 2 — Rl : 7-CI 



R2 : 

/"A 

-CH 2 COI^ ^N-C 2 H 5 

R3 : H 

: 57,296) 
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[0833] [0833] 
[ft 128] [Table 128 ] 
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HUffil 152 




mm 

R 


-co-/ VnhcochsO-Y > 


X 


-CH 2 — Ri : 7-C1 


R2 : 


/ \ 

-CH2CON N-C 2 H< 
\ / 


R^ : 


H 


am : 


mm 


9£MW 153 




R 


-CO-( )-NHCOCH2Q-f CH 3 , 


X : 


"CH 2 - ri : 7 . a 


R2 : 


- CH 2 CON^ V C 2 H 5 


R3 : 


H 
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[0834] [0834] 
[S129] [Table 129] 
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nrnw 154 




mm. 

R : 


-co-f Vnhcochxo-/ y 

OCH 3 


X : 


-CH 2 — ri :7-Cl 


RZ : 


- CH2C0^ ^N- C 2 H 5 


R3 : 


H 


ifcSi : 


m 


HlfeM 155 




*£ 

R 


-C0-f)-NHC0CH20-/ y 

CH 3 


X : 


-CH 2 - Rl 7-CI 


' R2 : 


-CH2COh^N-C 2 H 5 


R3 : 


H 







Page 710 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP1997221476A 1997-8-26 

[0835] [0835] 
[*130] [Table 130] 
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R : 



-C0-^^-NHC0CH 2 O-^^- OCH 3 

X : -CH 2 - Rl : T-Cl 

R2 : 

rs 

-CH 2 CON^N-C 2 H 5 



R3 : H 
: &AE 



157 



R 



-^^-NHCOOCH 2 — 



-CO 



X : -CH 2 - Rl : 7-CI 

R2 : 

- CH 2 CON^^N- C 2 H 5 



R3 : H 

mm : mm 



57,296) 
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[0836] [0836] 

131] [Table 131] 
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gftft 158 



- 00-^^-NHC0CH20-^^ 
CH 3 

X : -CH 2 — ri ; 7.CI 



R2 



JCH 3 

-ch^conh-chC 

CH 3 



R3 : H 

%m : mm 



nmw 159 



R 



- CO-^^— NHCOCH 2 0-^^ 



CH 3 



X : "CH 2 — ri ; 743 

R2 : 

-CH 2 C(» 



R3 : H 



: MM- 57,296) 
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[0837] [0837] 
[S132] [Table 132] 



Page 715 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP1997221476A 



1997 





160 




Wit 


R 


CH3 




X 


-CH 2 — Rl : 7-CI 




R2 : 


- CH2CONH(CH 2 )2N(C2H5)2 




R3 : 


H 










161 






R 


- CQ-^~^~NHCOCH2<>-^^ 
CH 3 




X : 


• 

~CH 2 — Rl : 7^CI 




: 


—CH^CONv 

(CH 2 ) 2 OH 




R3 : 


H 


3£$! 


• 


m. 
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[0838] [0838] 
[$ 133] [Table 133 ] 
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mmm 162 

mm. 

R 



-CO-^^-NHCOCHjO-^^ 
-CH 2 — Rl ; 7-CI 



R2 : 



-CH2CONH2 
R3 : H 



HiSW 163 
R 




NHSO2C2H5 



X ; -CHr- Rl : H 

R2 : H 
R3 : H 



57,296) 
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[0839] [0839] 
C* 134] [Table 134] 
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nmm i64 

mm. 



- CO-^^-NHCOCH 2 < 
CH 3 




X 
R3 



-CH 2 — 



H 



H 



230 - 232*C 



Ri :' E 



UfoVi 165 



R2 



CH 3 



-CH 2 - 



Ri : 7-C1 



-CH2C0N^ ^N-C 2 H 5 



: H 



57,296) 
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[0840] [0840] 

1351 [Table 135] 
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R 



-CO 




NHCOCH 2 " 




X 



-CH 2 - 



H 



R2 : H 

R3 : H 

lftj& : 243 - 245t (fl-fp) 

mm ; mm 



%im i67 

R : 



R2 : H 
R3 : H 




X 



-CH 2 ~ 



H 



57,296) 
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[0841] [0841] 
[S 136] [Table 136] 
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*& 

R : 


/""V 

— co-f Vnhcoch 2 -o 

c 


0 


X : 


-CH 2 — 


Ri :' H 


R2 : 


H 




R3 : 


H 




: 

: 

: 


203-205^ 

m 




HfifcW 169 






R 




> 


X : 


-CH 2 - 


R1 : H 


R2 : 


H 




R3 : 


H 






178 - I80t; 

lift 
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[0842] [0842] 
[S 137] [Table 137] 
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%&M 170 






R 


X 1 1 A 

-CO-f ^— NHCOCH 2 -Q 


0 

CH 3 . 


X : 


-CH 2 - 


R« : H 


R2 : 


H 




R3 : 


H 




m& : 

MR : 


202 - 204'C 

sun 




gttfli 171 






R 


-co-f Vnhcoch 3 

CHj 




X : 


-CH 2 - 


Ri : 7X3 


R2 : 


H 




R3 • 


H 




tfcM& : 




118 - 1201C 
fflk 
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[0843] [0843] 
[$138] [Table 138] 
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mm i72 








R : 






-<KK> 


X : 


-CH 2 - Rl : H 


R2 : 


H 


R3 : 


H 






Sfe.fi : 


179-18HC 


: 




173 








R 










CH 3 OCH 3 


X 


-CH 2 — Rl ; 7-d 


R2 : 












R3 : 


H 






$8 


as* 
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[0844] [0844] 
[8139] [Table 139] 
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%mm 174 




R ; 


CH 3 0CH 3 


X : 


-CH 2 - Rl : H 


R2 : 


— PH-nfYW^ \j- PPT- 


R3 : 


H 


JftA£ : 


mm 


^Jfeffl 175 




R 


-co-Q-Q 

v-«3 OCH3 


X 


-CH 2 - Rl : H 


R2 : 


- CH 2 CONH~ CH v 

CH 3 


R3 : 


H 


: 


m. 
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[0845] [0845] 

[S 140] [Table 140 ] 
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-CH 2 COOH 
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[0846] [0846] 
[SI 141] [Table 141] 
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[0847] [0847] 

142] [Table 142] 
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[0848] [0848] 
tS 143] [Table 143 ] 
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[0849] [0849] 

[Table 144] 
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[1119] 

±tiX'm>b^^mmit^<D nmr 

[1525] 

VWWWF 170ml lzfr-$m#Tikit7 
JIZ-OA 23.6g £&*{Z%mL. *$l*T 5-^ 
^v^Utf-^^U-l-U-^-^xy+vT-t:^ 
;U75y)'<>V r -1';U]-2,3,4,5-xhvtKP-lH-'< 
>y7-tft°> 16.76g(Dv-i7PP>^> 150ml jgjfc 

-f— (»ttJ*;S/^PP^>:^4»y— ;U=30:1)ICT 
*g§£LT . 13.67g (D 5-*;U7t<+vy^;U-l-[4-(2 

[1526] 

mpl02~106 deg Co 

[1527] 

HJ£#I 722 

7-^pp-i-[2-y5 L ;u^-(2-7-tr^;u7-tr^;u7^ 

/)Kv*y>r;u3-2 J 3,4,5- J fK5tKP-lH-^<>l/T 
-tft°> 0.48g ^h^tKP^V 7ml CI^U 
CftlC 5N-*IMfc:fMJ^A*»?ft 0.5ml £ft] 
*.SS^2B#IH«#Lfc. 

SJC5**2NS»iCcty**au ftax^urcr 

»6*lf:»Ii: n-An>«ilfiKl:l)$ 

0.38g (0 7-^PP-l-[2-^U-4-(2-tKP*v7 
'bf L ;U75/)'<> % /-f;U]-2,3A5-7 L K7tKP-l 

[1528] 

mp 194-1 95 deg C 



{1119} 

nmr spectrum of each Working Example compound which is 
acquired with description above seemsfollowing way. 

{1525} 

Working Example 721 

Under ice cooling agitating it added aluminum chloride 23. 6g 
gradually in dimethyl sulfide 170ml continuously 5 
-methoxycarbonyl methyl -1- {4 - (2 -phenoxy acetylamino ) 
benzoyl } - 2, 3, 4 and 5 -tetrahydro -lH-benzo azepine 
16.76g dripped dichloromethane 150ml solution ,after that 2 
hours agitated with room temperature . 

It poured reaction mixture on concentrated hydrochloric acid - 
* ice , extracted dichloromethane . 

organic layer after water wash , magnesium sulfate drying , 
solvent was concentrated. 

Refining residue which it acquires with silica gel column 
chromatography (eluate ;dichloromethane : methanol =30: 1 ), 
13.67 g 5-carboxymethyl -1- {4 - (2 -phenoxy acetylamino ) 
benzoyl } - it acquired 2, 3, 4 and 5 -tetrahydro - lH-benzo 
azepine . 

{1526} 

white powder , 
mpl02~106deg C. 
{1527} 

Working Example 722 

7 -chloro -1- {2 -methyl -4- (2 -acetyl acetylamino ) benzoyl } 
- it melted 2, 3, 4 and 5 -tetrahydro - lH-benzo azepine 0.48g 
in tetrahydrofuran 7ml , to this 2 hours it agitated with room 
temperature including 5 N- sodium hydroxide water solution 
0.5ml . 

It neutralized reaction mixture with 2 Nhydrochloric acid , 
extracted with ethylacetate , afterdrying, it filtered and 
concentrated with magnesium sulfate . 

In residue which it acquires you washed, filtered including the 
n- hexane -ethylacetate (1 : 1), drying powder which is 
acquired, 0.38 g 7 -chloro -1- {2 -methyl -4- (2 -hydroxy 
acetylamino ) benzoyl } -you acquired 2, 3, 4 and 5 
-tetrahydro - lH-benzo azepine . 

{1528} 

white powder , 
mpl94~195degC 
Working Example 723 
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l-C2-P«^;U-4-(2-'j7PP7-b^;U75>')'<i'V r 'f 
;i>]-2,3,4,5-^h7tKP-lH-^y7ift:> 0.8g 
£S^;U/t^UA75K 5ml fCfclRU CftlCjg 
itfl'J 0 A 0.47g. rkit-t HJ ^ A 0.5 lg SI/ 5,6, 
T.s-xh^tKn-i-^h— ;i/ 0.40g $*DX> 60 d 
eg C T? 3 B»Ma#Lfc. 



3Jfc»U jtoaLTt»3S*IS«IL-C, 1-{2-^;U-4 
-C2-(5-Th5th*P^"7^;U^-^v)7-tr : 5 1 ;U7S 
y]<<>V-f;U}-2,3,4,5-T- h^tKP-lH-^77 
-tftf> 0.72g£f»$ o 

[1529] 

mp230-232 deg CtfMB) 

a3fctiJ*IK»£ffll\ H!6« 723 <h|5]«IZL 
TfFfBHteW 55-58, 147, 148, 150-156. 158- 
162, 165-166, 160, 170, 176-179, 186-196, 1 
98, 200-207, 212, 213. 215, 217, 222-224. 22 
8-232. 338-346, 355-358, 363, 399-402, 445 
-448, 583, 593, 598, 661-669, 696-700 S.U 1 
04-705 ©fc£1H*#fco 

[1530] 

724 

l-(4-7£A2-?DDK>»/'r/U)-2,3 ) 4,5-xH7t 

KP-lH-^W7-t?bf> lg. MJ***> 0.3g & 
l/o-V^7DDK>-tf> 10ml (Djl^ft^ 130-14 

o deg c r-4 ttmummnuzo 

h'JX^;L-TS> 0.8ml £ ft]*.. SIC 0.5 B#P B "]jt 
#U S^h'jx^;u75>$ 0.8ml ifiaaL. jglc 
0.5 RNMlttL*:. 

1,2,3,4-T- h7th*P-<V+/ l J> 0.38ml 8 

o deg c i=r i mmmmnLtzo 
gtis&u 2.9 g (Dt-o^mzo 

)[,- n -'sZ-y->=\:l)T<mmL. 0.47g 
(0 l-[4-(2-7 L h i 7tKP'fV+/U^*;L"-t?-;U7 
5/)-2--5PP'O l /'r;U]-2,3,4,5-xh7tKP-l 

H-^./7-tft:>£<#fco 

[1531] 



1997-8-26 

1 - {2 -methyl -4- (2 -chloroacetyl amino ) benzoyl } - It 
melted 2, 3, 4 and 5 -tetrahydro -lH-benzo azepine 0.8g in 
dimethyl formamide 5ml , to this 3 hours it agitated with 60 
deg C including potassium carbonate 0.47g, sodium iodide 
0.51g and 5, 6, 7 and 8 -tetrahydro -1- naphthol 0.40g. 

In reaction mixture with saturated potassium hydrogen sulfate 
purified water , saturated saline after washing after 
magnesium sulfate drying , it filteredand concentrated 
including ethylacetate . 

1 day leaving residue which it acquires, washing with 
dichloromethane filtering and drying powder , 1 - {2 -methyl 
-4- {2 - (5 -tetrahydro naphthyloxy ) acetylamino } benzoyl } 
- you obtain 2, 3, 4 and 5-tetrahydro - lH-benzo azepine 
0.72g. 

{1529} 

white powder , 

mp230-232deg C (Disassembly) 

Aforementioned Working Example 55-58, 147, 148, 
150-156, 158-162, 165-166, 160, 170, 176-179, 186-196, 
198, 200-207, 212, 213, 215, 217, 222-224, 228-232, 
338-346, 355-358, 363, 399-402, 445-448, 583, 593, 598, 
661-669, 696-700 and compound 704 - 705 was acquired 
making useof suitable starting material , to similar to Working 
Example 723. 

{1530} 

Working Example 724 

1 - (4 -amino -2- chlorobenzoyl ) - 2, 3, 4 and 5 -tetrahydro 
-lH-benzo azepine lg, tri phosgene 0.3g and mixture of 
o-dichlorobenzene 1 0ml 4 hours heating and stirring wasdone 
with 130- 140 deg C. 

Including triethylamine 0.8ml , furthermore 0.5 hours it 
agitated, 0.8 ml added triethylamine again, furthermore 0.5 
hours agitated. 

Including 1, 2, 3 and 4 -tetrahydroisoquinoline 0.38ml , 1 
hour heating and stirring it did with 80 deg C. 

It diluted with dichloromethane , after drying after water and 
saturated saline washing and on magnesium sulfate , filtration 
and solvent removal it did, acquired oyl of 2.9 g. 

This was refined with silica gel column chromatography 
(eluate ;ethylacetate -n- hexane =1:1 ), 0.47 g 1 - {4 - (2 
-tetrahydroisoquinolyl carbonyl amino ) - 2 -chlorobenzoyl } - 
2, 3, 4 and 5-tetrahydro -IH-benzo azepine were acquired. 

{1531} 
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'H-NMR(200MHz,CDCl 3 ) <5 ppm: 1 .35-2. 15,2.70 
-3.10 4.80-5.00(± lOH.m), 3.66 &tf 3.76 
(± 2H.& t,J=5.8Hz), 4.60 JSlU 4.7 1 2H,& s), 
6.70-7.50(12H,m)o 

[1532] 

mmm 725 

1 -(4-7S/-2--S7 □ P <^/'f)V)-2,3A,5-^\~^ t 
KP-lH- / <i/V7-tft°>0.8gOTo-V<7DD / <:>-tf 
> 5ml Jt;^ MJ**>7-*> 0.26g £iD;u 120 d 
eg C "C? 3 ftRUlf #Lfc„ 

CCT% h'Jx^;i,7=l/0.27g$ADX. SIC 120 
deg CX'2m B mWLtzo 

(4-tf jv;u)^/-;i/ o.29 g £anx., 12 

0 deg C T? 2 B^iitfUi, 

<--(^U}&;ftKi^kn-^r-9->=l:5-*i?? 

PP^>:>$/-;U=25:l)l::T*itSl&, 

j^y-^-vi^H— r^3t;^LT l-{4- 

C(4-tf'Jv;U)P l h+V*;U/-K-JUZ5>']-2-'i?PP 

'OV r ^;U}-2,3,4 ) 5-^h7tKP-lH-'<>l/7-tf 

bf>0.45g£*§fco 

[1533] 

mpl81-184 deg C„ 
[1534] 

726 

>7PP*;UA 5ml tChM**^ 0.72g £*IQ;u 
7Kft$#T, 2-7xy*vi$/-;u l.Og^rtS 
A< 10 deg C JilTlCfc-SJcdKLTJn*., 0 deg 

c -e i BtrsifflifLfco 

Cftl^K^HftTs l-(4-7£A2-^PP'<>V f >r 
;U)-2,3,4,5-7 1 ^tKP-lH-'<>77 , -b*t t '> 1.9g 
&tf br^'J v> 2.5g <D?P P/f-WUA 30ml 

^-roft^aicr 3 mmmwLtz. 

t&%}®M*mw7^s mil!*, ® 



1997-8-26 

colorless amorphous 

<sup>K/sup>H-nmr (200 MHz , CDCl<sub>3</sub> );de 
ppm : 1 .35-2. 1 5, 2.70-3. 10 and 4.80 - 5.00 (All 10 H, m ), 3.66 
and 3.76 (All 2 H, each t, J=5.8Hz ), 4.60 and 4.71(A11 2 H, 
eachs), 6.70 - 7.50 (12 H, m ). 

{1532} 

Working Example 725 

1 - (4 -amino -2- chlorobenzoyl ) - 2, 3, 4 and 5 -tetrahydro 
-lH-benzo azepine 0.8g to o-dichlorobenzene 5ml solution , 3 
hours it agitated with 120 deg C including tri phosgene 0.26g. 

Here, furthermore 2 hours it agitated with 120 deg C 
including the triethylamine 0.27g. 

After that, 2 hours it agitated with 1 20 deg C including (4 
-pyridyl ) methanol 0.29g. 

In reaction mixture including ethylacetate , with water after 
washing with magnesium sulfate it dried, filtered organic 
layer , concentrated solvent . 

residue which it acquires with silica gel column 
chromatography (eluate ;ethylacetate :n- hexane 
=l:5*dichloromethane rmethanol =25:1 ) after refining, 
washing residue with methanol -diethyl ether , 1 - {4 - { (4 
-pyridyl ) methoxycarbonylamino } - 2 -chlorobenzoyl } - it 
acquired 2, 3, 4 and 5 -tetrahydro - lH-benzo azepine 0.45g. 

{1533} 

white powder , 
mpl81-184deg C. 
{1534} 

Working Example 726 

In chloroform 5ml under ice cooling agitating, internal 
temperature becomes including the tri phosgene 0.72g 10 deg 
C or less, requiring 2 -phenoxy ethanol 1 .0g, it added, 1 hour 
agitated with 0 deg C. 

Under ice cooling agitating, 1 - (4 -amino -2- chlorobenzoyl ) 
- 2, 3, 4 and 5 -tetrahydro - lH-benzo azepine 1 .9g and 
chloroform 30ml solution of piperidine 2.5g * was dripped 
gradually in this. 

After that 3 hours it agitated with room temperature . 

reaction mixture , with saturated potassium hydrogen sulfate , 
purified water , saturated sodium bicarbonate after washing, 
was dried with magnesium sulfate , filtration and solvent were 
concentrated. 
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-[4-(2-^x/+i/Xh+i/*jU/tC^;U75y)-2-<7 
PP^>l/^U]-2,3,4,5-^h^tKP-lH-^>y 
7*e>(L3g)t»fc. 

[1535] 

mpl44~146 deg C 0 
[1536] 

9 3fctt*IB*4£JBl\ Sffiftj 725 726 t 
nflllCLrffrlBXttffI 157, 167, 197. 199. 21 
4. 233, 234, 406, 407, 420. 538, 540, 549, 55 
0, 552, 556. 557, 559. 568. 587, 588, 596. 60 
4. 643. 645, 647, 695, 706, 707 Jgilf 709 (Dit 

[1537] 

5-Xh+?/*;i/7K-> : ?Vl/-l-[4-(2-'j7PPXh+ 
V*;U^-^75y)-2-<7PPK>y^;u]-2,3,4,5 
-xh^tKP-lH-l,5-^>yv7-tft°> 0.9g. 

0.40g &tf SHW-HJ'tJA 0.43g <Dv 
^U*;UA75hM5mlg£«g£80 deg Ct8 

B*:S?*P P>$>:^/-;U=30:l)lCT»Sg£ 

ffi^.5-xh^>*;u^x;u^;u-i-C4-(2-^-+ 
v J fh^t=KP^-+-9-y-;u-3--f;u)-2-<7PP^ 

^ % < /-f^U]-2,3,4,5-T-h7tKP-lH-l,5-'<>yv 
7tftf>0.65g£»fc o 

[1538] 

1 H-NMR(200MHz,CDCl 3 ) 6 ppm: 1 .34(3H,t,J=7. 
15Hz), 2.55-3.05,3.70-4.61 RlS 4.79-5.08[± 12 
H,m,4.29(q > J=7.15Hz,4.46(t,J=7.88Hz)],6.81-7.7 
2(7H jm ) 0 

[1539] 

aSfttt*IS»*ffll\ HJfc« 727 tl^ttlCL 
TBtrlEHHSfilJ 511. 594. 646. 649, 694 JBlIS 71 

[1540] 
Hffi^l 728 
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residue recrystallization was done from diethyl ether , 1 - {4 - 
(2 -phenoxy ethoxy carbonyl amino ) - 2 -chlorobenzoyl } - 2, 
3, 4 and 5-tetrahydro -lH-benzo azepine (1.3 g ) was 
acquired. 

{1535} 

white powder 

mpl44~146deg C. 

{1536} 

Aforementioned Working Example 157, 167, 197, 199, 214, 
233, 234, 406, 407, 420, 538, 540, 549, 550, 552, 556, 557, 
559, 568, 587, 588, 596, 604, 643, 645, 647, 695, 706, 707 
and compound of 709 were acquired making useof suitable 
starting material , to similar to Working Example 725 and 
726. 

{1537} 

Working Example 727 

5 - [etokishikarubonimechiru ] - 1 - {4 - (2 -chloro ethoxy 
carbonyl amino ) - 2 -chlorobenzoyl } - 2, 3, 4 and 5 
-tetrahydro -1H-1, 5-benzodiazepine 0.9g, potassium 
carbonate 0.40g and dimethyl formamide 15ml mixture of 
sodium iodide 0.43g 8-hour was agitated with 80 deg C. 

In reaction mixture after water wash , organic layer was dried 
with magnesium sulfate including ethylacetate , filtration and 
solvent were removed. 

residue which it acquire!? it refined with silica gel 
chromatography (eluate :dichloromethane .methanol =30:1 ), 
5 -ethoxy carbonyl methyl -1- {4 - (2 -oxo tetrahydro oxazole 
-3- yl ) - 2 -chlorobenzoyl }- acquired 2, 3, 4 and 5 
-tetrahydro -1H-1, 5-benzodiazepine 0.65g. 

{1538} 

colorless amorphous 

q, J=7.15Hz , 4.46 (t, J=7.88Hz )), 6.81 - 7.72 (7 H, m ). All 
12 H, m, 4.29 <sup>K/sup>H-nmr (200 MHz , 
CDCKsub>3</sub> );de ppm :1.34 (3 H, t, J=7.15Hz ), 2.55 - 
3. 05 and 3. 70 - 4.61 and 4.79 - 5.08 

{1539} 

Aforementioned Working Example 511, 594, 646, 649, 694 
and compound of 710 were acquired making useof suitable 
starting material , to similar to Working Example 727. 

{1540} 

Working Example 728 
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l-C4-(l-t°^5v^;U)-2-^DDK>y-rJU]-2,3, 
4,5-xr^tKP-lH-^>V7tft°> 0.25g. 37% 
TfaUATJU'TfcK 0.45g &L^7k*1bvT/^ 
m^-hU^A 0.12g <D>*/-;U 5ml ji^feC:. 

7k;friS#T, mm o.i2 g £Jjdtu ssr* 1 mm 

OA. m$l7k\ZT8tft'&. ^«Jl£?ifiSt^* 
v^A|;:T$£*gU ;lSSLTt#bnfc 

>^>:^^y-;t/=10:l)fCTffi^L> l-[4-(4->^ 

-^fh^tKP-lH-K^yT-tf tf> 0.10g £f#fco 

C1541] 

mpl38-140 deg C 0 
[1543] 

nmm 129 

i-[4-- hP-2-^pp^<w-r;u]-i,5-^>7vr 

tftfVSgitf^a^EftKx^U 16.7ml £T-feK 
-MJiU 100ml |C»#U 1.8-v7+ftfv^P[5. 
4.0]-7-O>f r -tT> 11.3ml ^^IcySTLfco 



PTt-^uA^p^TtttiiL. am+h'j^Aizrte 

Sv'J^^;U*7A^PVh^^-()§th*;n- 
^t>:Kilf;i/=4:Hl:l)l:t»IL, 1- 
(4--hn-2-^PDK>y^7U)-5-XK+i/*7^ 
^;U>5 1 ;U-2,3,4,5- : 7h7tKP-lH-l,5-'<> % /y 
7-tf t°> 4.4g ft»fc p 

[1544] 

, H-NMR(200MHz,CDCl 3 ) 6 ppm: 1.22-1 .43(3H, 
m), 1.78-2.38(2H,m), 2.99-3. 24(2H,m), 3.43-3. 
66(1 H,m), 3.78-4.39(4H,m), 4.65-4.89(1 H,m), 
6.67(1 H,dt,J=7.6 s J=l ,3Hz), 6.70( 1 H,dd,J=8.2,J= 
1.3Hz), 6.89-6.99( lH,m), 7.05(1 H,dd,J=7.3,J=l. 
7Hz), 7.37(1 H,d,J=8.4Hz), 7.81(1 H,dd,J=8.4,J= 
2.1Hz), 8.10(lH,d,J=2.1Hz) e 

[1545] 



aafcffl*fli»£/Hi\ mmm 129 tmm^L 

Tm%?M1fc®\ 692-702. 704-710 JSilf 715-720 

[1546] 

HffiflJ 730 



1 - {4 - (1 -piperazinyj ) - 2 -chlorobenzoyJ } - 2, 3, 4 and 5 
-tetrahydro -IH-benzo azepine 0.25g, 37%formaldehyde 
0.45g and to methanol 5ml mixture of sodium 
cyanoborohydride 0. 1 2g, under ice cooling agitating, 1 hour 
it agitated with room temperature including the acetic acid 0. 1 
2g. 

In reaction mixture , with 2 Nsodium hydroxide , purified 
water after washing, it dried organic layer with the 
magnesium sulfate including ethylacetate , after filtering, 
concentrated and itre fined residue which is acquired with 
column chromatography (eluate ;dichloromethane .'methanol 
=10:1 ), 1 - {4 - (4 -methyl -1- piperazinyl ) - 2 
-chlorobenzoyl } -acquired 2, 3, 4 and 5 -tetrahydro 
-IH-benzo azepine 0.1 Og. 

{1541} 

white powder , 

mpl38-140degC. 

{1543} 

Working Example 729 

1 - {4 -nitro -2- chlorobenzoyl } - 1 and 5 -benzodiazepine 5g 
and ethyl bromoacetate 16.7ml was melted in acetonitrile 
100ml , 1.8-diazabicyclo {5.4 . 0} - 7 -undecene 1 1.3ml * 
were dripped gradually. 

2 day , heating and refluxing later, it concentrated mixture , it 
extracted including thewater and chloroform , with sodium 
carbonate refined with dry silica gel column chromatography 
(eluate ;n- hexane :ethylacetate =4 : 1 ), 1 - (4 -nitro -2- 
chlorobenzoy] )- 5 -ethoxy carbonyl methyl -2, 3, 4, 5- 
[ratorahidoro ] - acquired 1 H- 1 , 5-benzodiazepine 4.4g. 



{1544} 

pale yellow oily 

<sup>K/sup>H-nmr (200 MHz , CDCKsub>3</sub> );de 
ppm : 1.22-1.43 (3 H, m ), 1.78 - 2.38 (2 H, m ), 2.99 - 3.24 (2 
H, m ), 3.43 - 3.66 (1 H, m ),3.78 - 4.39 (4 H, m ), 4.65 - 4.89 
(1 H,m), 6.67(1 H } dt, J=7.6, J=1.3Hz), 6.70(1 H, dd, 
J=8.2, J=1.3Hz ), 6.89 - 6.99 (1 H, m ), 7.05(1 H, dd, J=7.3, 
J=1.7Hz ), 7.37 (1 H, d, J=8.4Hz ), 7.81 (1 H, dd, J=8.4, 
J=2.1Hz), 8.10(1 H, d, J=2.1Hz ). 

{1545} 

Aforementioned Working Example 692-702, 704-710 and 
compound 715 - 720 was acquired making useof suitable 
starting material , to similar to Working Example 729. 

{1546} 

Working Example 730 
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5-vTy>^;u-i-(4-7x-;u-2-^pp^<> x y-r 

;U)-2,3,4,5-Th : 7tKD-lH-K>y7-tffcf> lg, 
mtTly=E^-U 0.4g itW-HJ^ATvK 0.4 
8g £v>^U*;i/i*75K 10ml C:R;8U 1 10-1 
20 deg C "C? 16 B#P B 1iDS»L/'-o 

Hf^lbT^-^A 0.4g &tf:hMJ^A7v 
K0.48g *iilDU 16B$F e 1in^Lfco 

S//*JU*^AT5K£3*EB*U IN 
*«»ft**U BM*^**^ Att***|g 

^;U-l-(4-37x— JU-2-^PP^Oy^;U)-2,3,4,5- 

LT 0.9g #btlfc 0 
[1547] 

mpl91~194 deg Co 
[1548] 

jsaftffi*is**£jBi\ 3iJte« i atf 2 tmm 

[1549] 
^ 413] 



5 -cyanomethyl -1- (4 -phenyl -2- chlorobenzoyl ) - 2, 3, 4 

and 5 -tetrahydro -lH-benzo azepine lg, ammonium chloride 

0.4g and suspension it did sodium azido 0.48g in 

di methyl formamide 10ml , 16 hours heated with 1 10 - 120 

degC. 

Furthermore it added ammonium chloride 0.4g and sodium 
azido 0.48g, 16 hours heated. 

vacuum distillation it did dimethyl formamide , it made acidity 
including 1 Nhydrochloric acid , the chloroform extraction 
did. 

water wash it did organic layer , after magnesium sulfate 
drying concentrated. 

When refining (eluate ;dichloromethane 
♦dichldromethane imethanol =20:1 ) it does residue with 
silica gel column chromatography , crystallization it doesin 
oil which is acquired including diethyl ether , 5 - (5 
-tetrazolyl ) methyl -1- (4 -phenyl -2- chlorobenzoyl ) - 2, 3, 4 
and 5 -tetrahydro - lH-benzo azepine 0.9 g it acquired as 
white powder . 

{1547} 

mpl91~194degC. 
{1548} 

compound which is stated in below-mentioned chart making 
use of suitable starting material , to similar to Working 
Example 1 and 2 was acquired. 

{1549} 
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2§M§£:fcii3&JS;$£ffll\ HS£#J 1 SI/ 2 <t|s]f$ compound which is stated in below-mentioned chart making 
iCLTTfESl-fSiictfMb a $}$£ffitz 0 use of suitable starting material , to similar to Working 

Example 1 and 2 was acquired. 
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{TRANSLATION STALLED} 

nmr spectrum of each Working Example compound which is 
acquired with description above seemsfollowing way. 
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